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PCT 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT 

(PCT Article 36 and Rule 70) 



Applicant's or agent's file reference 
2614WO0P 


i7i-ir» niDTurn a SeeNotificationofTransmittaloflnternational Preliminary 
rUK r UK 1 HLK AL1 ION r- n /T ~ nPT/mPA/^iA 

Examination Report (Form PCT/IPEA/416) 


International application No. 

PC77JP00/03879 


International filing date {day/month/year) 

15 June 2000 (15.06.00) 


Priority date (day/monthyear) 

16 June 1999(16.06.99) 


International Patent Classification (IPC) or national classification and IPC 

C07D 405/12, 405/14, 409/14, 413/14, 417/14, A61K 31/55, A61P 31/18, 43/00 


Applicant 

TAKEDA CHEMICAL INDUSTRIES, LTD. 



This international preliminary examination report has been prepared by this International Preliminary Examining Authority 
and is transmitted to the applicant according to Article 36. 



2. This REPORT consists of a total of 



. sheets, including this cover sheet. 



I I This report is also accompanied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have 

been amended and are the basis for this report and/or sheets containing rectifications made before this Authority (see 

Rule 70. 16 and Section 607 of the Administrative Instructions under the PCT). 



These annexes consist of a total of 



sheets. 



This report contains indications relating to the following items: 
Basis of the report 
Priority 

Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

Certain documents cited 

VII | | Certain defects in the international application 

Certain observations on the international application 
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III 




IV 
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V 




VI 




VII 


□ 


VIII 


□ 



Date of submission of the demand 

13 July 2000 (13.07.00) 


Date of completion of this report 

26 April 2001 (26.04.2001) 


Name and mailing address of the IPEA/JP 
Facsimile No. 


Authorized officer 
Telephone No. 
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INTERNATIONA 



ELIMINARY EXAMINATION REPORT 



International application No. 

PCT/JP00/03879 



I. Basis of the report 



1. With regard to the elements of the international application:* 
the international application as originally filed 

the description: 

pages 

pages 

pages 



□ 



, as originally filed 

filed with the demand 



. filed with the letter of 



□ 



the claims: 
pages 

pages 

pages 

pages 



. as originally filed 

. as amended (together with any statement under Article 19 
, filed with the demand 



filed with the letter of 



□ 



the drawings: 

pages 

pages 

pages 



, as originally filed 



filed with the demand 



filed with the letter of 



1 | the sequence listing part of the description: 

pages 

pages 

pages 



. as originally filed 



filed with the demand 



filed with the letter of 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

I I the language of a translation furnished for the purposes of international search (under Rule 23. 1 (b)). 
I I the language of publication of the international application (under Rule 48.3(b)). 

1 I the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

contained in the international application in written form. 

filed together with the international application in computer readable form. 

furnished subsequently to this Authority in written form. 

furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 



4. 



□ 
□ 
□ 
□ 
□ 

□ 
□ 



The amendments have resulted in the cancellation of: 

□ 

the description, pages 

□ 

the claims. Nos. 

□ 

the drawings, sheets/fig 



5 I" - 1 This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
— beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed" and are not annexed to this report since they do not contain amendments (Rule 70.16 
and 70.17). 

'* Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 
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International application No. 

PCT/JP00/03879 



III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 



I. The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non obvious), or to be 
industrially applicable have not been examined in respect of: 



I I the entire international application. 



claims Nos. 



35.36 



because: 



the said international application, or the said claims Nos. 



35.36 



relate to the following subject matter which does not require an international preliminary examination (specify): 
The subject matters of claims 35 and 26 are pertinent to a method for treatment of the human body. 



□ the description, claims or drawings (indicate particular elements below) or said claims Nos. 
are so unclear that no meaningful opinion could be formed (specify): 



□ the claims, or said claims Nos. are so inadequately supported 
by the description that no meaningful opinion could be formed. 

no international search report has been established for said claims Nos. 35.36 . 
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if > - 4 - ti >m 7 a h & % z> m& e> m ^ntzit^m * ^ 0 j& : 

(2 4) S5IB (2 3) IE«^t:^^/!:^(D^ya H^^i7* ; 
(2 5) 5S 



25 (^4>, §f5^«tuf2 (1) tzmtmmm) •v&znzit&fyj. tom&rzitt 
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(5£+, #ih^«buIh (i) Ba«t^a«) -rs^n^^ti^fdi^©!©! 
mm ; 

(2 6) H&fS (1) 8E«6©<b^4*»*fctt-€-©**^WrSEII«adc«i ; 
(2 7) CCn*-f>S«ft (CCR) fefii«iJT*S«rlE (2 6) fem©il&/£ 
10 «5 ; 

(2 8) CCR 5mmm-C$>ZffiU (2 6) IB*t<Z>&j£4fe ; 

(29) hi wmmmo^ffi • j&saHiT&sfEiiH (2 6) mm<Dm.&w 

(3 0) A I DSOfBU • »*S!T»5liai3 (2 6) IBtttt&j&fe ; 
(3 1) A I DSO^itfTttl^JTSSMIH (2 6) fB*ctf)ffij&#l : 
15 (3 2) $^fc:yDx7-ifa*»J*fctt/*«k^l£^»*lfi*»J&»*^te 

•frT&sffiSE (2 9) fB4Ka>fi^«; 

>. 7.$~jvy, *k*^t°>, x7tf;^>, x7Ttfu>*.y*/ttt7A*if;i/ 

T&£MfE (3 2)'E*©*ftJ** ; 

20 (3 4) ^Pf7- tfia««i*«-y-*^-if;k uhtt';k -f >s^if;i/*fc»i* 
)V7<<i-\Z)\,'V&z>ttot£ (3 2) ist)c< 
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(35) buis (i) ftwt<Dik&to&it\tt<Dm£7uT7-i£mmfimit\*/'& 

(3 6) S5IH (1) I3tt©<b^*fctt^©ifi©wa**iwaft«!ltca#r<5^ 

£zwmt?%m%mmz&tfz>cctr^t)'(>g:®fc (ccr) 
5 (37) ccn^o^ (ccr) tem.orz&<D&m<Dmm<Dfc&<Dmm 

(1) fB*!c<7)fc^£fcf«cDj&o&ffl ; 

±fE5£ (i) R'-cssns R-Z^X-Z 2 - (xt*. R«7K^ 

10 ;Mru>«*jFU z i 43«k7jcz 2 «-en^n^DM^$:^T.) -c^n-ss 

££K:*»a^WLXVvr*>i:^5~6S33r#IRj © T5~6M^ 

tfn-;k -fi^/-;k tr^i/— ;k ^DV— ;k -fVfjy 

— ;k -r v^+fV— ;k f h7 4 /-;k tf»j> ? >, tr^> ? >, t o u^> ? >, tru 

~ 2 SO'V^DlSH 5 - 1 ~41S;tWt5 5-6 fi03Sr#»l«*gi, fc 

20 

(1) T)V*)V mx-tt. *^)V. x^;k :/otr;k -Yvyot^k y^;k 
-rvy^k sec -y^;k t e r t -y?\>k ^>3\>k 'fV^>?;k * 
^>^;k ^\*->;k ^^;k 3-^;k /x;k ^i^)Vt^E<DC x . l0 7)V 
*;k »*b<^«S5 (c,. 6 ) y;wk £ 5 kjj^l (c x _ 4 ) 7;u 

25 *;i/fr£as#tf£>n<3) ; 

(2) is&uT)V*)V mx.it. i/^O^JK f>^P^>^ 
;k v-^D^swk 5/^ n^y fMifoc 3 . 7 >/^ D7MMi*^iif 
*13) ; 

(3) 7;i/^r-;i/ mz.lt, TU;Kallyl)> ^n?Mk 2 -^>5^-Jk 3-^\ 
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+trMifoi!l*ft2-l OOW-JP, ff*L/<tti£» (C 2 _ 6 ) 7;U^r 

(4) ->^PT;U^m;U (#J*J£> 2-y^7D^>f-;K 2 - P^izX 

(5) 7)V*=l)\, mx\Z* x^-;k l-yntfzjk 2-7°oe-;K i - 
$?£b<te{£$ (c 2 _ 6 ) 7;i^-;i/fc£a*^tf$ns) ; 

io ^KtzE) tzaajmtfznz) 

(7) 7'J-;i/ (WLlt* 7xZJk ^y^&^d^tf 6tlS) ; 

£ <D C 3 _ 7 v ^ P 7 )l*)V - C x _ 4 7)\,*)l1z Eifimvf £> *l 2> ) ; 
15 fr£#*tf&n, -LIB U 7c (1) 7JMUK (2) y^7D7J^k (3) 7;u 

y-;k (4) y^D7;^-;p> (5) 7;m^x;k (6) 75>;M^k (7) 

7U— ;W3«ktf (8) >-^P7;^;i—7;U^;U^LTViT : bJ;(.iM^»<i:U 
TWu ADt-'> 7yf5t, 4fi3*, JUS, 3C^^<if) . ^ho, ~>7y\ tK 

20 £) , fim^nTViTt)ckVi7^yS (#K 7=y\ c 1 _ 4 7;i/^;U7^ y . 

yc 1 . 4 7j^7$;, ^h^th*Ptfp-;k tf^^>?>, tr^u> ? >, ^ 

jb$nTVJTfe«k^C 1 _ 4 7Jl/3+-> ^h^~>, Ih*y, 7*D^y, 

7*h*->, h'J7Jl/ta> h + «X HJ7;M"PXh , C x _ 4 7,Mr 
(«, -0-CH 2 -0-> -0-CH 2 -CH 2 -0-&£) , ff 
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tf^^> ? >> fcwj>>>, ; e;u^u>, ^=e)V^)>. eo-jk <^ 
io rw&znx^xh&^mm^m} \z3$iiz> r^mgtsj tbtn 3Sr#Se«3& 

*-ti-y-;k rh77-Jk tfU>>>, fc?^>>>, tf'JSyX tf'J^>, h 
15 U7V— ;k t^ity7y-Jk ^:7S>7V— ;1/&£©MSIK^ mMM^-^ 

t?d'J>>>, tfD'J>, <5^7'JyX f££V'J>, t?9*/U^>, tT^V 
20 U>, tf^U> ? >. tf^^> J >, ^-^FlJ-v?>, ^1J-v7v j >, f7y>, 3^7 

25 fh77-Mt*©ffin$i) tfimi^nz. 

7vm, mm* . ^fo, y7/, «&$n 
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Wrfc£V>75/S 75 y\ t^C^T^WSA 5?c 1 _«7;Wf 
;i/75/, fh^bFnKD-M tf^^v?>, ^'Jy>, ^*'J>> ^ 
=E)V*V>* tfD-;k < 5 ^ ^-/V^ct O 5 ~ 6 1©1^7 a y ?S i:) . XX 

c 1 . 4 7W*;w\* ; E'fMi:) . Aoy>fls$nTv>Tt>«kV5C 1 _ 4 7;^;u 
(GU hU7MP^^. x^;wft£) , Aay>-ffc$tiTi^Tt)«k 

-0-CH 2 -0- -0-CH 2 -CH 2 -0-^*) , «»SnT^Tt>J:Vi 
7^1/75/. yC,. 4 7;^75y. fh7kHPtfo-;k fcf^^>, 

tr^u>5>, ^e;1/4nU>. ^t^i/* u tfo-;K -f s^i/— ;ute£©5~ 
4 7;m^u&£*) a^tf^n^o 

c , _ 4 7; wvsawi: u ^. 
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t>cDT»n«v^m? ! bJ:^*^ mw:, mm$ki~6<D&m7)i'*)i (#k * 
x^;k yotr;k -r y:?*Dfc?;u, <v^f;k sec-m 

t e r t-^;u, ^>^;k <v^>5 1 ;k tt^>^)V. ^->;u&£) , 

5 QZffiL (C 3 _ 7 ) y^D7» (0*1, ->^oyPtf;P, zs&n^M i/2w\ 

y^)V. ->^DA+«>;k v^D-\y^;i/^if) > *;u^;k (c 2 _ 7 ) T 
;i/*y-r;i/ (#K x-te^;w, zfu\f.^r-)V, y^yju&£) , xx^Mt^nx 
^x^ckv^x^/g* xxx;Wfc^tiTv^T ! bci:v^;i'#^>';i/S. tK^S, 

^XX^Hb^tlTl-iTfeiV^X^ySiibT^ P (O) (OR 7 ) (OR 8 ) 
3 ~ 7 <D v-^ P7;U=*yl/S£^U R 7 33<£tf R 8 «2lf>K*S'gf IT 5-7 M^£r 
15 _klE5£f, R 7 i3J;^R 8 -e^$n^^^l~6(DT;^^»<i:LTtt, 

;k x^;u, y°Dtf;k -ryyotf;k y>;K -fV^;K sec-», 
20 £L<te, $i^o^^i~6o(£^7;u^;k *e>tc»*b<«^»i~3 

(DfcWT )V*r)Vifimi e>tl^>. R 7 i5«fcZ>*R 8 <hbT«, |W|— T^otW^T 
wrt><fcUj&*, T**Ht3&«»*b^. S7c, R 7 43«fc7>*R 8 «S^^^'B-L 
T5~7ll«t§I^ R 7 tR 8 ^^S^{C^bT, -(CH 2 ) 2 - - 

(ch 2 ) 3 - -(cH 2 ) 4 -T*%tsnzmm<nc 2 _ 4 7)i<*u>mm&mf$.-?z>. 

*->;U£t0t3S& 1 ~ 6 ©7;U^;HS*fc«K*l* 3 ~ 7 ®y^D7WSt 
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Z^^Z^/T^n-SAfDHftL/TH #IAfcf, -o-, -s(o) m - 
(m«0~2<DS^cS:^-r) > -NCR 4 )- (R 4 ^mm.l : '±fz\tm^tlX^ 

10 te-S(0) m - (m«0~2(D^iC^-r) tW£L<, -O-^i0ffSLK 
£7c, Z 2 tUTH -0-£7c&-N(R 4 )- (R 4 «7KmM^^7i«Sm^n 

R 1 XyjkZnZ r^C R — Z 1 — X — Z 2 — (5£«f , £2E^«8&I2£IrISHK*^T. ) 
T5~6M^J ^ A R-Z 1 -X-Z 2 -TSSnSSJKnt'^bTViTt>«fc 

ra^sj tbTtt, Any>if, -ho, yjy, a^nxv* 

20 T%><tv>7;Mf;k Bm^nxv^T ! bci:t^>^D7;Wk «ft£n-cwTt>«k 

25 ^nt^ifci^fWia^i^n^. 

R 1 wg^si:UTosm$tiT^Tt)J;Vi7;^;w{c:^^^7;i/^;i'tbT 
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"/□fc?;k -fV/ntr;k Zf3-)V. -fvy^K sec-^, tert-y 

^>^;k -rvo^Jk t^^>^. ^s^k ^zf^)i> JrZJ-fr. 
yx;k ryMi^C^^TJ^k £?£b<te<£$ (C,. 6 ) TJ^JW^i 

5 yyM, Mm, H*. 3^&£) , xhn, y7/, tK^S, 

T^Tti^rays (flu 7^;, ^/ c 1 _ 4 T;i/^;ur^y. vc^jm 
;ut^7. ^h^fc Fntfn-Jk tr^v^, tr^u> ? >. ^;i/*u>> 

c 1 _ 4 7;w^;wN* ; t-r;^«j:^) , AnywtsnT^Tt«tvjc 1 . 4 7Ji/3+ 

~> (#1, *h*->, ih^>, :/ptf*5^ :/h*>-. h'J7^D^h^X 
HU7MPXh + y/ ( i:£) . j\u<!f>4fr£tlX^X*$&^C ^. 4 T)Vu^-^- 
15 C 1 _ 4 7^3^5> (#J, ;*h*->*h*v. ^h + yxh + y, xh^vxh^ 
h'J7Mo^ h^ylh+y. h'J7MDXh^y!h+y&a > * 

WtlTH #JA.te\ ->^D-7°Otf;P r V^D^;K V^P^>3Mk ~> 

&W&ZtlX^Xh£^y? &7 )\'*M~&ft : &W&M;Zil'XiZ, AP^r> (#h 
7 7^, tt*. 3^7^^) > -ho, >7y\ 7jcg£S, li^nt^x 

y ^^^t: HPtf d— \z*5z?>* twj>>>\ twjx ^t^* 
u>% tr D -;K •< ^ ^y-;^ ^ © 5 ~ 6 ioM7 s y & if) . xx^;wk 
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4 7;H3*-> (0>J> ;*h*~>» lh^>- /D^^. ^h^X h'J7;Pto 

io (i) g&£nT^T*>ckv>7;i'4 i ;u (#iAfc£\ x^;^ -7°Pt£;i^ -f 

v:/Ptf;K ^ju, >rv^;v, s e c-^;u. tert -^^K ^>3=- 
;k ^v^>m *^>^-;w. ^^r^w. ^^Jk ^-^^;k /x;k 5 s 

ispwfn&ls isZ7W7^)V. ->^D^>f;k y*7W\*-*s)V. 

Hn^x-;k ep'J^-JK tr^yu>?x;K tr^us^K tf^^xjK ^ 

b < te^ h 7 1 H a fcf ^ x;l/& E) ; £j&H)Stf ; 
(3) m^nT^X^>^T)ldr-J^ (#JAta\ TLUKallylK *7U?-)V. 2 
-^>^rx;k 3 - A+t-;b&^*» 2-10 ©7;^^Jk £F£b<te<£ 
» (C 2 _ 6 ) 7;Pdr:i;Wfc2**#lfSn*> ; 
25 (4) «ft$nTViTt><fc^">i7D7;udr— ;u (011*. 2 - D^>-7=-x;k 

fMi*^ 3 ~ 7 0->^ D7;P7"-Mi*»f 6*15) ; 
(5) B*$nTUTfc<kV>77;M i ^ (^J^.«. 7i^-C 1 . 4 7m (0O> 
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JLieb^c (1) e^^tlT^Tt>«fcVi7;WK (2) «ft£ftWr 5 b«fcH>' 
/7D7W, (3) H^^nxViTfeicViT^^-JK (4) «&$nTV>T 

fei^y^DTi^-iK (5) flftsnTViT'b.t^T^;^;^ (6) mm 
zhn, y7y, ym.m. t«$ht^Tfeiv^-;n («» ;w c 

>it^tix^x^>^c t . 4 7)v^)v hU7Mo^m x?- 

)VUE) , Any*M^nt^Tt)i^C 1 . 6 7J^+y (0!U * h*->, Xh 

;u *^>7ui/*x;k x^>7Ji/*x;k%£) , li^nx^Tfe 5 
~6A©##fle**» C«. 77/, ft7x>, tfp-;k «f tf 

57>/-jk tfU->*>. tf^x KU5s;>, tru^s?>. MJ7\/-;Ufc£© 

£#0^ «fltJg(^*«ktfK*iB : f*» 1 ~ 2 lOAfDgf 1 - 4 fl 



WO 00/76993 PCT/JPOO/03879 

17 

snT^TfcJ^C^TJto^v (#J> ^r*^. xh^X 7°ntf*->, :/ 
•h*->* h'J7Mo/h^X h'J7Mcxh+yJia , C 2 _ 

(i) fltJft*nTUTt>«k^7JP4 t JU (fllAfcf, x^;k :/ot?;K >r 

y^DlfJk -fy7*fM sec-m t e r t - W, 

-fy^^, *^>^M 's^rv'jK 'vt^jk /x ;k ^ 

(4) Ii$tiT^TfcJ:^7'J-^ (#l*-k£. 7ixjk ±y^)Vn.E) U£ 

±fSU£ (1) «ftSnT^T<bJ:^7;Wk (2) g^nt^Tfc<kV>y 
^□jj^jK (3) g^^nTViTt)J:^7 7WK (4) li^n 

*. mm> A*. 3**fc£> . xhD, y7y, *wtm, wanT^Tfej; 
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f h5tFnW-^ K*'J*>, ***U>, ^«**'J>. 

xh^-X yn^- ^ J7MWh 
R 1 (Dfim*-tbT©fi^n"T^Tt><iV^7Sy»CDe^i:l--r^ ±IB 

(i) a&snwx^v^i^ x ^ ; ^ ^ctf;K -* 

;k -rvo*^ ^->;k -,^;k /-^ 5 s 

y^^C^.T^k »£b<tti&a& (C,.,) 7***fr ****** 

(3) ijftSnt^Tt.J:^7^^ 7>J;Kallyl), *d^;V, 2 

« (c,_ 6 ) 7;^x;^H*^fe>ns) ; 

(4) Man-CV»tfcJ:^3/^n7^^ 

2-^D^-kXJK 2-y^D^>f^fiK 2 -^D^-fex;M 
^;V^£^^3~7<D5>^D7;l'^xjV^£^frf?>n?)) ; 
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±mi,tz (i) s&^nT^Tfc^TJWK (2) B&£nwrt><fcv> 
->i7P7;i/^;k (3) em£nTv>Tfc.J:^r;u^-;i/, (4) m&snr^ 

Tt>J:^y^n7^-JK (5) tt&^nWTfccfc^T ->;K (6) 
7>yfH, BVmtzZ) > -hn, ->7y\ 7K^S> g&£nTHT 

y ^h^t Fntrn— h^^v 5 >. tf^u> ? >, ^;p*u>, m*^* 



WO 00/76993 j PCT/JPOO/03879 

20 

DtfD-;K tr^u> ? >, t^tfu^ ^«;p*u>» tfo-M 

10 *F*-X ib + y, ^n***, z?h*>>. h'J7Mo/h+y, HJ7;V 

R 1 (DW&M £. b T ©i^ $ tit V i T & J: I » 7 ->;i/S £ b T 
15 (1) *MS* 

(2) ««|SnTViTt>«fc^T;^^ (#1*.^ ^Dtf;u, >r 
V^DKJk -fV^fJk sec-m tert-7^, 

;k ^fV'OfJi', *jri>?')Vs ^->;i/> -^^m y~;K x 

20 -5) ; 

(3) i^^nt^T^.fc^yi' D7^V (tWAH y^O^DlfM ~>^n 

(4) ««snx^Tt)J:^7;werii;P (fc|*fc£ 7U;Kallyl), ^n^l/, 2 

s& (c 2 _ 6 ) 7;^-;w^^#tf ; 

(5) tftSnt^Tt> *V>y^ Djil'WI' 2-->^d^>^x;k 
^)Vt£Emmm. 3-7 D7M^Mt'^itf ; 
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(6) Ii^nT^Tfc<k^5-6lO#i©^fiI (#I*J^ ^^i-;K 5 

tf^/UM ^7»/u;k **uvu;k <y^yyu;k -rvWJ^ x 
h^/ujk euvJK tf7v;K tru5s?=;k tru^n;k mjti/u^ 

(7) «ftsnTViT"b«kv^5'-6ji©«iai©*5f«»i«*5»» ^ 

IfDU^X tfoU>, <^^/'JyX -fS^/'JX fcT^VUv* 
t°^VU>, ^'Jy>, tf^^> ? >, ^-^+J-> J >. ^-t^> ? T> ? >» 

1 - 4imt5 5-6 J^J*130#5*#»i«*3iW> £ 1 ffl<&**®^£JR 0 

2-^^p^-t>*^-^ ^>y-r;w, -3^yf;w, 
*-;k >*;w*=jw*> ±bu (2) ««*nTuxfe± 

^7MjK (3) «m$nx^x^J:v^>^pyji/^;K (4) mfesnxv* 
Xt>J:V^7;l/dr-;i/, (5) g&snx^xfc.fc^v'* P7;uy-;K (6) m 

y> (W , ^m, mm. its. a**fc£> > xhp, ->7/\ 7*s£s. m& 

y;^;W7^y> y-h5fcFDifo-;k ^r/>. e*U5*>. ^e;u*u>. 
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3^EJU*U>, tfo-;k 5 ^y-M f © 5 - 6 *o»«7 5 ; ft . 

-0-CH 2 -0-, -0-CH 2 -CH 2 -0-fr£) , WSftT^T^J:^ 

15 CDfttUTlt l~3i*Wtt^. 

(1) zK3L 

(2) a^nTv^T&^TJi'^i' j*^;k x^;k ^d^k -r 
vyatfM -<v^;k s e c-^;k t e r t-^;K 

20 -rv^>^;K tti>9-)V* a-^;^ /xjk x 

(3) li$ntv^Tt)J:^>'^D7W z/9w7n\Z)W S/^d 

25 7;U*^fc£^tf£tt5) : 

(4) g&£nT^Tfccfc^7Jl^rX^ (0iJ*Ji\ TU;Kallyl)> ^P3\>k 2 

ft (C 2 _ 6 ) 7J^x;Uft£*«gtfe>n*) ; 

(5) Kft$nT^Tt><k^">^P7;^x;i/ 2 -->^P^>xX>k 



10 



15 



20 



25 
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7;U3*~>*;Wejk 7'J-^*>*^^ * l******^ 
Ih ^^itoK ^d#*->*JW5=^ 7x^y*^»> *:7M=- 

->*;^3;i^a aawmfsn. ±ssbfc (2) m***ix»x*>*»7)v 

(3) M«nT^Tt>J:^->fD7;Wk (4) M$nx^Tt>i 
V>y;Hr3;k (5) ■ft«ntV»Tt>J:^->i'D7^^ < 6) g 

7 ,*, «*. ao«tt£) . 3bo, *>7A *w* «*snTv>T 

y, ^h7bHDtfp-;K e*?5», twJ5», ***u>, 

u>, t;o-;u <5^-;v&^©5-6Ji©a*75yi{tf) . x*5\>Wfc 

;U3*->***3;k *j;w*e^ */c 1 . 4 7^*^w^ ^ c >- 
,7*3*-> («, *b*~>* x^v. *n**->, *h*->. MJ7MD 

«, ±Ebfc rR*oiiafcbT©«snwt)J:^7s;ij 



4 



4 
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?7V'J;K -iVf-TVVM <<Vtt*SV)V* =tY^J 

t!7^-;K hfu^v^M HJ7yu;K **u-~>*7\/ 

<>h-;k ^>«/Wx>, 'oxm^ ^>Xf7^-;k -r> 

. -hD> y7y> 7Kms> ti^nx^Tfei^ft-M ^ 
c x _ 4 7;u^^*^) > wWk-znx^xb&^r $ ;m 75 

y. t/C.-J^WSA yC^jM^SA ^h^kFPb°P-M 

tr^^> f >. t°^u> ? >> ; e;u^u>, z-ttfr-frvy* t?n-;k -rs*v- 
=E-fM tyc 1 . 4 7;^JW\'^Jk ^c^^wi^wve-r^fcg) » 

i^->, 7d^*X 7h^y. h«J7^D^h^>> hU7Moxh^ 
CmTJ^^^*^ ;**>7UU*x;k 3L*>7s)V*~)VUE) & 

z i_ x -z 2 - #IW»lffiB2<h^jft»; RtbTttzK*^***?*^^) 

T*$n5»t &m (c,. 6 ) y^vyv^y -o-ch 2 

_ 0 -, -0-CH 2 -CH 2 -0-, -0-CH 2 -CH 2 -CH 2 -0-ft£) , 
(C x - 6 ) 7;Mrl/>75; («* -0-CH 2 -NH-, -O-CH 
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2 -CH 2 -NH-fc£) > (C a _ 6 ) T;MtU>^* («, -O-C 

H 2 -S-. -0-CH r CH 2 -S-^*) . tt» (Cl.) 7J^1/>v7H 
y -NH-CH 2 -NH-> -NH-CH,-CH 2 -NH-fti:*) . ^7 

(C a _ 6 ) 7Ml/>75/ (#K - S-CH 2 -NH-, -S-CH 2 -C 

V> ra&SJ ^LTtt tDWt. AD^>ftSfctt«» (c 2 _ 4 ) 7;pn*-> 
io ft*nTv»Tt>J;v»ft» (c x _ 4 ) (flu x^;k t-^;^ 

hU7Mo^fM ih^v^^K ^□^i'^fJk ^ 

h^jWW, ;*h3r^X^JK ih^MfJK yp^yl^JK ^h + y 

<£$fc (C 2 _ 4 ) 7)Vzi*i/ W* xb=t->> 7*P#*v. 7*h^y, 

^p^^sy^h^v, 7*h+y^h+y, ^h^iH+y xh*~>xh*->. 

*~>, ^o^yT'o^y i/h^S^n , /\ay> (M. 7y 

m, mmttzi > xhp, ->tv, i~2i« (c^) 7>v*)v. 
20 ;p*fctt«aR (c 2 . 4 ) 7j^y-f^ii$nT^Tfci^75/ <«. 7s-y\ 
*3=-;w75/, s?^^75y. *h^7^a 7tW5y^t') , 5~ 

61«7S/ l-t!P'Jy-iK i-tf^^->*x;K l-tf^U^x 

±S25£<k Yt^^ns ra^^nT^Tfej;^^ ^y^j tutu 
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5£-N(R 5 )- R ] T««n4 2*0 

ttlfjW^tl^. R 5 <Dm<Djif£V^1&M£lsT\Z* -(CH 2 ) k -R 6 
*UT«*«nfc r (6) IftSnt^T fc J:V» 5 - 6 *0*«03f f««J i 
t^Ul^x^, fc^/UJK f7»/'JA, W^'J^ ^^ ,/IJM 
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rj rfi&snT^T<b<fc^7>';i/gj Ol^W^ibTH R^llftlfct 

5 #tf^n^>c 

±ibs: (i) R 2 :fc£tfR 3 T^£n& r«jft$nTv>Tt)j:Viiigj»is^b 
(i) sm^nxv^Tfcct^T;^^ x?Mk :/n.tf;u < 

10 V^Dt;k -<V7^k sec -~7?-)V. t e r t -^)V. 

;k -rv^>f;k **^>-5^k ^->;k ^ 

yj^ifCC^.oTMJk Jftl<«« (C x _ 6 ) 7)V*)\,U£ifim*f£>n 

*) ; 

15 y^;K ->^d^>^;k y^D^^- v^d^^^k ->^d*^^;h& 

(2-1) iy^DT^W, OIW?-, iil^^i^tili'*^!^ 
SAfoI^li^L. ^V7k 73>U5», Th7tFD 

(2-2) iy^DTJWKt 'OifVStJg'&U -<>^>. ^ h 7 

25 (2-3) «5/^D7MJH4. «** 1 ~ 2 ©E**©JR^«*^^ 

T*«U tf~>*P C2. 2. 1] ti^D [2. 2. 2] *-**Mk 

tfv/7D [3. 2. 1] tf-*^Jk tyi'D [3. 2. 2] /^t* (*f£b 
< tt, i*Hi£fc 1 ~ 2 ©m«*©K^**tfLfc*«&#"*"* o^^fc^ 
3&K:#*U<tt. [2. 2. 1] ^7<?)VtSi& ©JR««a«ft** 
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(3) m^tlT^Xh^7)l^r=Dl m%.&* TlUKallylh ^p^;k 2 

J$ (C 2 _ 6 ) 7Jl^~;Pft£j&H|6W r 5ft*) ; 
5 (4) m^nx^X^>^iy^u7)l^r-)V 2 WOr—Jl* 

(i) mwk^tix^xh^Tjv^)^ (2) BtfcsnTHTfcj;^ 

10 y^n7^*Jk (3) SM£nTUTfeJ;l>7;U^~;k (4) 

a _ 4 ) /\DyMb£*iT^Tfcck^c ,. 4 7;i'3+*> (#K ;* h^s>, 

ih^y, r/o^v-, 7~h*is. hU7Mn^h^y, hU7^DXh + 

15 , c 1 _ 4 y;i/^i/>> ? ^-^-> (#K -o-ch 2 -o- -o-ch 2 - 

CH 2 -o-fc££) , *;i^;k c 2 _ 4 T;u*y-f ;u (#)> Tir^u, 

. 7i- )\/-mk (C,. 4 ) T)V*)V. C 3 _ 7 is2UT)V*r)V. i/77, 
-hD, tKSIS, 8&£ftT^Tt>«kV^3-— (0!U ^-;k C j _ 4 7^1/ 

20 *;i^:t&£) . a^^nTVixfe^ViT^/s 7=-y\ ^e/c 1 _ 4 t;1' 

^U> ? >. ^EJMn'JX ^^Et'I'* U k°o — )V. -f5^/~Kj:<J:0 5~6 

;us (#K t^;u^^->;k c^y^^v-^M^k tiling ^eyc, 

25 .JMJ^i^-fJK yC 1 . 4 7;W*;i/A' ; e'fM£) , 45ft (c,_ 4 ) 

^Tfei^is,^ <c,_ 4 ) 7)V*r)V. ;\u¥>ik2nx^xh<£^{&W. (C,_ 4 ) 
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(1) AD7*>. y7/> 7KmS^^«C 3 _ 7 ->^P7;^;U«rl~3^bT 

(2) AD>r>, APy>-fk^nx^T^J:V^i5: (C,. 4 ) 7;Mr;i^7cte7 

f-M y^D^i/Jk ->^P^\-7°^;l/, ->^D^-^^;U, -r-h^bHPtf^ — 

h->^d [2. 2. i] ^\^;^^) ; teatffr&v^o 

15 <^V'JyX -f5*VJ>\ f77'Jy>, fc?7V*»J>, tf^U^>. tf^ 

Wy7-y>, ^7V>. ^7 S J7 9 J>. ^E;U*'J>> 

K^JDSC^j^eatfttfe l~2f©Afo!f 1~4<@ £^rT£> 5~6fi©#35r 
##^^§1 ; Sn5#. fh7kh'D77>, fcWJ5?>, ^b^t 

20 KPtf^>> fh7k Fo^lf 7>fc£^ffl©^nK-?& < MT*"*5~6 

R 2 43j:z>*R 3 T^^n^ rg^nwTfc^jjggt^^aiSj tfett* rjjg 

25 AP'7 ? >'ft:$nTliTt)iViC 1 _ 4 T;l/P^v (#K Ih + 'X 7°P 

#^~X 7*h^y, hU7Mo^h + y. hU7Moih+y^:t') , C,_ 
«7;i^U>S***>'<0!U -0-CH 2 -0-, -O-CHj-CHj-O-ftf) . 
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im (C,.,) 7J^JK C 3 . 7 y^7^iK ->7A -Hn, ?m&, s& 
7^7$;, ^h7fcHDtfn-;U, fc^7v>, kWJ>>>\ ^;^U>, 

yC.jWiJ^HMa . (c,- 4 ) 7;U3^x-^;u^x;k 

7)V*r)V. Aoy>ftSnT^Tt)<k^ftft (C x _ 4 ) 7;H3=^>, 7i-JV- 

(c,. 4 ) tjmpjk c 3 -r>^D7^ ->ta 

«»*'nTV*Tt>J:^fifn©ffilllSai*5l* (Hftl<^6Ml) ;££lc$? 
£L<«, IftSnTl»Tt> il>f h 7 k Ho kf fi&^nWTfcJ:^ 

±ie^ (i) TS^na^ftti/tn 

7 _ (4-ih^>Xh+y7xZjW -l-X^-N- [4- [ [N->^ 
;W _ N _ KDtf^>-4-^;U) 75/] *3SM/] 7X-JH -2, 

1 _ x ^ ;1/ _7_ (4-7"D^>I^'>7i^W -N- [4- [ [N-* 
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n — (fh7kHDH7>-4--fJW 75/3 7x-JW -2, 

7 - (4 -^h^>xh + y7i^) - 1 -X3MU-N- [4- [ 

;l/ _ N _ (f h7th*oif7>-4 — r;i/) -2, 

7 - ( 4 -xh + ylb^>7i^) - 1 -*;i/=UU-N- [4- [ 

^;i,-n- (rb7tFPif7>-4-<;v) 7=y] :7:n-;y] -2, 

Ho - 1 -^>^TifH>-4-7J;^>^7^ 
l-&)l5.)l-7 - (4-7'D^yXh^v7x-;V) -N- [4- [ [N- 

^^ ;l/ _ N _ FDtf^>-4--r;i-) 7^/] *3S>i/j - 

2, 3 -^k HO- 1 -^>VTiftf>- 4-7j;U#>&75 h\ 

7 - (4 -^(,^>xh + y7x-JW - 1 -*;Ua;U-N- [4- [ 

^ ;l/ _ N _ (^h^t Fntf^>-4 — r;io 7$;] ^wio :7x~;i/j -2, 

3 .c^t- hp - 1 -^>yy-fe*bf>-4-7J;i/#>MT5 H, 

7 - (4 -y^yxb^y7x-;W — N — [4- [ [N-^^-N- 

h^t Katr^>-5— r;w) ray] ^^jw 7xxjh - 1 -yotr;u- 2, 

3 -S?t: KP- 1 -^>^/7-£fc: 0 >-4-;*j;i^>&7S b\ 
N _ [4 _ [ [N-^^l/-N- (xh7fcHPtf^>-5— f;i0 757] ^ 
:7x~Jl/] -7- (4-7"D^yIf^'>7i^) -l-zfu)d)V- 
2 3-^t^p- 1 -^.>^/Tiftf>-4-*;U^>m7 5 H, 
1 _^ >i ;;l / _7- (4-7h + yXh + y7xXJW -N- [4- [ [N-* 

^jb-N- (t- h ^ t h p tf ^ > - 4 — r ju) 7$y] :7x~;i/] % -2. 

3-^th'D-l -^>\77-fe*tf>-4-^;^>^75 h\ 

7 - (4_ 7 >^>xh + y7x-JW - 1 -->^Dyntf;i/^^;V-N- [4 

- [ [n-^^-n- (Th7tHDt:7>-4-f;p) 7 = y] 7 

x -;l/J -2, 3-v ? fch*P-l-^> % /7ift!>-4-*;^>^75 b\ 
7 _ (4-yh + ylb^y7xXjW -N- [4- [ [N-pWI'-N- 
b7tHDt'7>-4-^W 7$;] 7xX;W ~ 1 -T7a:-;y- 2, 

3-v?t HP- l-^>^7iftf>-4-*;^>M75 h\ 
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7 - ( 4 -7>+yXh^y7xZJl/) -1- (3, 4-^^l/>v^v) 7 

x -;u-n- [4- [ [n-pWU-n- (T^5k Fotr^>-4— oio 7 

$;] /3MU] 7jc-;U] -2, 3-/kFD-l-^>y7t'h?>-4-M 
4^>&75 h\ 

7- ( 4 -yh^->ih^y7x-iW -1- (2-^^;U^it^-JW-5- 
-N- [4- [ [N-pWU-N- (fh7tHot!7>-4- <JU) 7 
a;] *3MH 7x-JW -2, 3-ykFa- 1 -^>V/7i?fcf >- 4 

1 _ 7 , J;l ,_7_ (4-7*^yIb : l : y7i^) -N- [4- [ [N-/3=- 
;U-N- (fh7t h*Dlf^>-4 — 010 75/] /3\H/] 7a:— ;K) -2, 
3 KD _ ! _^>^T-ift 0 >-4-*;U^>M75 K, 

7 - (4-7>^yXh^y7x^) — N— [4- [ [N-/tS>P-N- ("T" 
h7kFDtf7>-4-<JP) 75/] /t^KI 7x-JW -1- (3 -^X- 

/3\>k-2, 3-ytHD-l — ^s>V/7if t!>— 4 -*M>H7$ 
7 - (4-7-h^->if^y7i^) — N — [4- [ ("7" 

h7kHDk!7>-4-'f;w 75/] 7ol-;io -i- (^7v*-;i/ 

_ 2 — f;i,) /^-;l.-2, 3-i^t HD- 1 -^>V7-if t!>-4-7j;U#>M 
7- (4-7*h + yXh^>7x^) -1- (1 -^?;nf7^-;i'-4-f 

*^;u-n- [4- [ [n-ztmu-n- (fh7tFo tf-^ >- 4 — r 
jsy] 7x-;H -2, 3-s?kHa-i-^/7^>-4-* 

;i^>M7 5 F» 

7 - ( 4 -7-h^>ih^y7i-JW -1- (3-/^77^77-^-4 

--r;i/) *^;w-n- [4- [ [n-/^-n- Or-h^t Fotf7>- 5 - 

-OM 75/] /T^U] 7xZJW -2, 3-^tHn-l-^>77-tft!>- 
4-*M>17= h\ 

7 - ( 4 -7h^>ih+y7x^) -l- (i -x5P;utr^7-;i/-4 — r 

/tMU-N- [4- [ [N-/37U-N- (rh7kKotf7>-4 — ( )V) 
75/] jWW] 7x-JH -2, 3-vtHD-l-^>77-tfkf>-4-^J 
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7 _ (4 -^^yxh^>7i^) - 1 -^v^jv-n- [4- [ [N- 

^^ ;l/ _ N _ (f h7kh'DK7>- 5 — (Jl) 7=73 7xZJW - 

2, 3-^bHn-l-^>y7-trtf>-4-*;W#>K75 H, 
5 i-^fy^-N- [4- [ [N-^^;l/-N- (f-h^t Hntf^>- 5- 

-r;w) 7^y] 7ixjh -7- (4-yn^yih^->7x^) 

-2,3 -f/t Ho— 1 -^>^7iftf>-4-*;i/^>^7S H, 

7 - ( 4 -^h^yXh+y7x^W -N- [4- [ [N-*3Mb-N- 

h^t h*Dtf^>-4--r;p) 75/3 7x^n -i- if-TV-fr 

10 _ 5 _^ ;l/) ^^-2, 3-^fcKn-i-^> x /7-tftf>-4-^j;i'^>m 

75 h\ 

7 - (4_^^.>ih^7x^) -N- [4- [ [N-^^;U-N- ("X 

h7th*otf7>-4— i)V) .75/3 7ix;n -i - 

^ h ^,y- ;l/ _ 5 _^;i,) ^^-2, 3 - V t H P - 1 -^>\/7il tf>- 4 

15 -*J^>17S h\ 

7 - ( 4 -yh^yxh4y7iZJl/) — N — [4- [ [N-*^;U-N- (5=- 

h^t:Fntf^>-4--r;i/) 7573 7x^W -1- (2-^^ 

T-h7i/-;p-5—f ;w ^^;i/-2, 3 hp- 1 -^>\/7i£fcf>-4 

20 

^*i4s^^i475yMt©^^^tf^>n^o mm^mt.<DM(Dttfm 
hu^^75>, mjxW5>, ifu^>. trp»j>, x*/-;P75>, 

^ X ^y_ ;l/7S >, HUx^/-;i/7 5>, yy^PA*->^75X N, N*- 
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tvxte, mxitmm. Aft***, mm. mwt* u>*fc£fc©*##tfe>n 
mmm.tvi&enfrMtemti'Tfo, m^t^m. mm. h'j7jvtnm 
y^jvm. -y^um. m&m. ?h>8, ^x>m> =ia?^ u>^k. ^ 

A«7XA7^>i, ^;u^a>^^tco^^tf eti^o #f£0Jtf)5£ (i) 
-e^£n&'fb'&#jte* 7Kfa^T$»^Tt)ct<, ^KfQ^-e&oTfcck^o 

#5&IK©5£ (I) ^$n^<t-&»^ 3>7^l^y37-^'7-fy7- (SB 
tC£D, (S) W. (R) ^l^il-r^^i^T^, 

15 ^H^Tfflv^n^)^ (i) T*^^n^ib^sfct«o^ [£TF, (i) 
s^^i^sj^^ckD^^i en ~?t£t>%mmmz.mit, 

mtzZ&lg^VTik&Vo (O K^fbT^b^Sr^o lb^ (I) ©t"dH7 
20 7^btn -fk^ (i) <z)7 5yS^7->M, 7;i^;Mb, 0A,mte£n7c 
-fb-^ (M. (i) oysys^x-rniJ-y-r;Wb. 7^x;Wb, ^>^;u 
yi= y*ui/#x;wb. i, 3-mvu>-4- 

-<;U) * h*->#;i/#x;Wb, 5^h^ t Ka^^-jHb, tfo'JyJMfMI:, 
tfA'D-T ;M"=^> text --JJ-Mt-Zntz.it'Smts.E) (I) 

25 (D7«**tT~>;Hb, r;WWb. o A>^k. «5^b£n7c<b^ (#1, 
^ (i) OTK^^T-fe^jNb. a\h^ b^Mt. yn/ty-rjwb, trA*D-r;Mb> 

i7-^->x;Wb. y-?VMt. i/*^)V7^J *3-)\>ft)V#~Mtl£ 

ntz<tt>Mtt£) 'Atsm (i) <D*>)\s#iris)imtf^x7-Mk. mvitznrz 
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^us^uxx^Wfc, 1, 3-y^Vl/>-4- 

&<0;£i£K:<fcoT*b£$J (I) fr£®»5rf 5iI<h^T#3. 

£fc> {b-&^ (I) 07'DH7>y^l J£JH«01 9 9 0¥T>J rg^O^j 

^ (I) {zmkTZ>*>(DX*$>^X^&^o 

-fb** (1) itm&Ttm 3 h. ,4 c 35 s. i25 ifct<H) f^'«$nt^ 

*^bj^ (i) T^$n^^b-&#i^fc^cD^^ m&x\ ztzitm^mz 
i^^n^s^gB^b, tia, *y-t;ww. mm. mauaomtm:* 

#j<hLTte> 0j*fc£*SS-fc^p-*< B** D-T>xh-;k T*xhUX t 
HP^->^ptf;i/-fe;UP-7.> tno+j/^Pif^^Hr^p-^. #Ufx 
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-ft?fU<D$fjS^JtbT«, «*.«'<>5Wju:3— M^itf^ns. tomm 

20 if^tfsns. 

s£ (i) -e^^ns-fb^^fc eff^*D©^ft (#j;U£, i§¥8-7 

25 TiB5£ (II) , (III), (IV). (V), (1-1) &£ZS (1-2) tl^tl 
3<b£r#; (BUT, BSLT^ft (ID , fb£$J (HO . fc^fc (IV) , ft^tt (V) , 
( I - 1) fc«ktfft£4fel (1-2) £V> 5 ££#&£) (Dm** itttW (I) 
£ <D % £ |WJ ^1 & fc © I tl & o 
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Art, *>x**->*;w*=;i'fc2> . c 7 . 10 77W^y*^^ <« 

x^;k yptf;k <v^Dt;K y^;k ten-:/ 

*r=sti MzZ) , tf^x;k 5/'JMt^ffl^e>n5. d*l£> 

OlilttTtt, ADy>*f (#J;tfc£. 7 7i. H^i* 3#*fc£) > 
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u- o.F.w.Mcomiee>. ^i/tA^i/^a) \zmm<D^m •&J%^t>tl2>ifi. & 

5 [AJS] 




#J5feT?wnb'&tt (in (in) tJKJ^^-fr^ei^^ctom'j H<b^#j 

(I) *«afi-rs^t30«-C*S. 
10 {t-&$J (II) (III) (Ott^SJiS^a^^y^H^^StJiOfTto 

Bodansky M. A. Ondetti trff H • 5^>-fe^ (Peptide Synthesis) , 

tMX>X, -a- 3 — ^ 1 9 6 6f ;F. M. Finn &.t>* K. Hofmann 
fif-^07"f>X (The Proteins) , 3I2#, H . Nenrath. R. L. Hill MM. 
15 Tti'T^vZ "fVT. >f>^. ,Za-3-^, 1 9 7 6#;IM*fflf 

yfH^©sit^r , a# obo , 1 9 8 5^£K:iB*$nfc*s, #j 
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T^Fft, ^oMHft. SHSStM^ igK**7K*>J£» DCCS, ^ttx 

4tW7t&* DCC/HONBS&fOtt, WSCfe y7yU>Hyi^ (D 
EPC) fcm^^ifcVtfatfSftS. #IB^KJ&tt*«+TfT3££a*T**. 
MtLTH WAtf*7K*fett^*©N. N-^^fMM75 H (DMF) , 
^^WJV^yF (DMSO) , t!U> ? >> ^dd^;UA, yi'DD^^X 
fh7th'D77> (THF) , f/^"^+»->, 7"fe h-h'J^SUtt^nS© 

*H6-&S*Stt, {b^-^I (ID l^UlMtTft^tl (III) §I^1*^2 : E 

5£ (II) -r*$n«><b^«i*fc«-?-©ift««r«^tt^*o, 5£ (I) T 



[BSs] 




WO 00/76993 



PCT/JP00/03879 



40 




1 




KcfcD, ^f.Ca^thU^A, 3»'J^Af5:ij]Dt?)utl:c);0, R 
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^ f (dmf) , vp^utji^^f (dmso) , tfU^>#. ssMSii 

®fls<&W (1-0 ZtcmtG® (1-2) fc7;^kFfls^«lt*bU7-feh*->* 

r^it^m (i) ssbsts ^itTcWTsyftK^tt. &/B-f£f£ 

l, 2 -^DOI^>, fh7kHD77>, 5;iWH-fM 
7th -HJ*. ^^**A75H (DMF) *«V»ttCtl6©»*» 

[CS] 




-ft-&#i (iv) tm2i&7^ xt&va t. £Ej££-t** z.t\z£<o. mzmr^y 
m&ttzitGyo (i) zMfeTzzttf-czzo w,2m.7^>^mt. <t& 
m (iv) i^;W'*fbT> atfti^satJi/fflv^. 

10 TkSftU^A, tK*<W-HJ*A, *HJ*A* h*->K, ^HJ^A 

T^D-r-5-<hlC<fc<9, S^KB^fc^hUtfA. 3^k*'J^A«Sr^Dp-rs 

mxv&. **;-)\>, x*y-;k •fn/w-JV. <v~Junj-M n-zr* 
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y _ ; i /) ? h7bF077>, i?IfJH-fJK '^^^^ 1.4-^ 
^+ } . >) h;l/X >, ^>if>, ^xl/>, >^nm**>, *oo#;UA. 1. 
2-^DDI^>, y^^*W5F (DMF) , v^^UTJU**^ F 

(dmso) , eus?>«* **wicn&®«*iMK®+TfT«fc#T#*. 
Bifoiz®- 1 ow^»i8 o<ccdm^bht> mimmtz^is®* ommn 




fcfc* (v) [at, V(iAD^>lf 3f*« « x;i/*-;v**~>S 

^^ To ] Suzuki (7'J-^*t« «*tf7'J--)W\5-f F 

5£X$fr&KJfc ;'A. Suzuki Synth. Commun. 19 8 1, 11. 5 13] Ktt 

it^m (v) i*jhc#lt. iWfftttv^i- sffi^wfl^* 
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.5' 



(CH 2 ) 3 

(VII) 




(CH 9 ) 



2 / 2 

C00R ! 
OH (, X ) 
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ttEttflsuxfTK^ou Htbfc*. a*©7U— Tfr-tr^yy < Friedel ■ 

Crafts) S^I^OSfttT^ (VII) ^UTIfc^ (VII) & 

«»©#fcT. ^iXXfJ^M^t^rhX^f^ (VIII) 4b1§r 

m (vim ^tk*^*^^*^*^*^^^^^-*** 56 ^^ 

JiDflS** (IX) tTZo ittiW (IX) tt*flsK*0»7lcR«K:f*bTflS*«l (X) 

£-r£o (x) ^x^xJUiQTK^sjs^^bT, 7fmm*)i#>m (in 




ll(CH 2 ) 3 COOR 9 




R 



Dieckmann ISo* 



(CH 2 ) 2 
S;00R 9 

(VIII) 



R 



(W = COOR 10 ) 



(XII) 



(W = CHO ) 




0 



▼ 



R 




^f^COOR 
OH ( X ) 



>9 
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5' 



(CHJ 



2' 2 

COOR ! 




(CH 2 ) 2 
COOH 



itS® (XII) * Dieckmann (SI) m&Kfo U. P. Schaefer and J. J. Bloomf ield, 
Org. Reactions, 1967. 15, 1) CttU ftfttt (VIII) ttV^flS** (IX) *§Sl 

irs^i:^*. -fb^* (viii) &v*Mfc^« (ix) i ia<ft©#i£ 

flS** (HI) #IB¥8 - 7 3 4 7 6*&«K 




(XIII) 



(in) 



(XIII) ©*7cEJStt* efleftttO^ttTtxiit^T?**. 
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******** &m*m®it&®\z&z>&7t. s># 

Ttt, ^>-t*>* h*x>. *~>W>* fna*H, «MtK*. s> 

x^ux-^k fh7kHD77>. x*/-M 
y D AV-;k ^;yo/VHk 2 -* h*->x*/-;K n.n-**^** 

ioiicbTnensft^ (id ( In > tt4Ho©#w»«««* 
mee^, »*am. ^7h^7^-^a: 
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<D&&m\zmwmtez*m^m&VT&5--?2>tz#><D*v Mas mm** 

^V->>(didanosine),lf;]/->^ If Xzalci tabineK 7 5 Oamivudine) , 

X?Zfz?> (stavudine) , 7A'*t> (abacavir) , 75*7*^ (adefovir) , 
T^7*t*;U z/tf^^rS>;i/ (adefovir dipivoxil) . 7-*is'7'~J> ^K^rv' 
;i/ (fozivudine tidoxil) fc£©«&^i8M5^#*lfi«&!l J tf > 

15 (nevi rapine) , x^tf;i/^> (delavirdine) . X77k»^ (efavirenz) , 
DtfUH (loviride) » -fA/^^ (immunocal) , *;Vf^7X (oltipraz) 
£©*8B6*jJ5<E^II3Sia*^J (immunocal) , ^-;^y^X 

(oltipraz) ya:£o«k5k:ttiMfc^ffl**-r**«!lt)*tr) 
(saquinavir) , 'J htk'^ (ritonavir) . -4 >i?j-\z)V (indinavir) , 
20 7 << ir \L ;Kne 1 f i nav i r ) . 7 A 7 V ir (ampr enav i r) , rt U ± b* )\> (pa 1 i nav i r ) , 
7vt^ (lasinavir) UE(D7°u^-T-Mm.mn ; UEt^mi^n^b. 
mm^^BmmmMtVX\^ zS\ i 7*z?> (zidovudine) . 
(didanosine) , +f;U'>^t*> (zalcitabine) , 5 5^> (lamivudine) > X 
^yi/> (stavudine) ^f**$f*b<, **«^a*<E^»*ia*»l^bTtt, * 
25 tf^t°> (nevirapine) , 5^^t:^> ? > (delavirdine) t&gifilfr £ b< . 

T— tfMSSfcLTfii, -tr^^-t:;i/ (saquinavir) , 'J htt'Jl/ (ritonavir) , 
< >> ? ^t:;i' (indinavir) . *)V7 4 -TMfr (nelfinavir) ftfcWSl/^. 
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>HU-fe^--C**CXCR4©*SttSy <#U AMD — 3 1 0 O&i:) , HI 
V- 1 <D&mmm\Z*tTZ>$H**>H IV-1 ®9*^>£%>&*£:b-&Tffl^* 

*.#a i Ds^B&^JW^cfcrXA i Dscommmnmmmtvxmmr^^^ 

0 Omg, !fSb<l^l0A^6O0ragT*D, S e>»C»*b< 1 0~ 

2eui> in 2 r<t^ u 3 ^TwiEititiK^ns. 2a*fctt*n 

yF^y> : 1 0 Omg 
v^V : 125~200mg 
: 0. 7 5mg 
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7 5^> : 1 5 Omg 
7,$~JVy : 3 0 — 4 Omg 
V*r±\i)V : 6 0 Omg 
U h:Mi;P : 6 0 Omg 
5 O^kVI/ : 8 0 Omg 
*)V~7 4 irM)V : 7 5 Omg 

£7c, ^ (i) •vm^n^it^^rzut<Dmtm^mmm^nmrz\ty^ 

10 (DtfcA (M5 0Kg) lA^fcO, 5t ( I ) xm2n2>4t-£;Ml£fzitt<Di&m 
10~3 0 0mg$, y H y y >I<1 5 0 ~ 2 0 0 m g iiffi R|— KM 

(Dj&A (M5 0Kg) lA^fc9> 5£ (I) T^£n5fc^£fcte^<Di£*lJ 
15 10~3 0 0mg^ -tJ-+^-tf;^U3 0 0-120 Omg <h#fffl<£7t^-C\ |W|— 

UTizmm.<Dm^mi^mt. $m (Maniatis *zV*=L?—'>?n--y 
if. Cold Spring Harbor Laboratory, 1 9 8 9f) ICfEic^nT^ l> < 

mtm^mt^u ho-)i\zmm-znx^z>jjmz$t-Dtz e 



25 MMM 

(1) thCCR5n*Ol/t^-0i'D-r>y 
ti hJ^JE cDNA^bPCR^CCR5ief©^n-Z>^frofc. 0. 
5ngtf»i« cDNA (3iC#l&, QU I C K -Clone cDN A) 2;iltL> Samson 
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(Biochemistry 35 (11), 3362-3367 (1996)) IT 

wo 99/32100 ommm ( 1 ) iztzmnupm^ : 1 : 34 

5 ^DNA) t 

WO 99/32100 ommm ( l ) £fEtfe£>@B?iJ## : 2 CE?U<Z>fi$ : 3 4 ; 
@2J|J(D^ : mm ; : ! h#D^- : Efi4* ; KyU©«8i : 

^DNA) £ 

£-2 5pmol -roSSJnL, TaKaRa EX Taq MUX, PCRTO 

10 DNAD--TM-f^7-4 8 0 (/V-*>x;i^— ) tCTtT^^: (SJfc^ft 1 : 

9 5t-eim eo'ctfim 75^5^30^^^ . ^-©pc 

Rli^T^D-zm^iL, »1. Okb ©DNABrtf-SrEPRUfc^ 
Original TA Cloning Kit C^nSO fcffl^T, CCR5l^^n-- 

15 (2) t hCCR 5^ffl^5^5 HOf^SSI 

±f2-e#e.nfe^7Xa HS:$iJIE^XbaI (^ffijfi) ^BamHI (t» T? 
iHfcbfc^ 7^o-^y;P«ft*»UTl»l. Okb ©DNA»fjtSrlHliRbfe. 
^(DDNAglritiXbaliBamHI 7f^kbfc8Sl#jttffl^^^^ 5 H pcDN 
A3. 1 (7^-3>» £*g-&U DNA Ligation Kit Ver. 2 (^Mit) 
20 ISUT, *»iJM10 9O3>t:T>W (Sfiifi) M^t^-i:T' 
^7X5F pCKR5 5#L 
(3) kbCCR5»8ffl^S F©CHO-K1»a©»A^ 
10%>)yte)Sii (7-f7fy^tUx>^) ^/\AF12*« (0 
*S^) ^ffl^Tf-f >r>aWt-7773 7 5 0ml (^ h 3P> V 

25 » T4fWcCHO-Kl»0.5g/L hU7*y>- 0. 2 g/L E 
DTA (^-f75 L y^*UX>^;U) Tfj^bfc^ «PBS (^-f ~7 V 
/7tUX>^Jl/) -rSfe&UT&'fr (lOOOrpm, 5#) U PBST'Iilfc. 

it-y/vw- (/Ht7-;Hft) £ffl^T, TSB^&ttfcftoT, DN 
AMtiAlfc. 0. 4cm X+yfto**.*? He 8 x 1 0 6 
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1 0 Mg ©kbCCR5^iffl^7XSH pCKR5$:M, ttJEO. 2 5kV, 
3r^ni/$>7, 9 6 0 n F T~CXl/^ h dt}^ U— > a >b7^ c -£-<7^, fflfaZ 1 

^bT3t^b, ^{C, yi^"» (7'f7f7^tUX>^Jl/) ^5 0 0 m 

1 0 4 «/ml£&££5f::^fRLT9 6 ^x;U^ h (^^ h>^*>y 

^{C. #£*l*:>?x*^ ->>W14tt?:9 6^x;i/^V-h (^h>^* 

10 0 OpMCD C 125 I]-R ANTES (7*7— >^A) *'J^>HtLTttL 
^7^/^7 7- (0.5%BSA, 2 0mM HE PES (?P3fc*fi3S&, pH 7 . 
2) ^CIAAF 1 2igi&) ^tfl&[:T4 0 ^P^^SJ^^tf ^UfeP 
BSTStM> 1M NaOH^ 5 0 jtz l/»>x;i/T^Obttl^bT, r-#^> 
^-T^^tt^SiJ^f S^^T, U#>F#4*JMM:IS£b&inift, CCR5 
15 /CHO**ljRl/fe. 

(4) CCR5S«t^ffltcS^<^«l©M 
9 6">x;i/7'f ^D^lx— H~ 5 x 1 0 4 »/7x;VTCCR 5/CHO 

7yt-r7N*y7 7-2r^^x;WCllDA, 'J^f>KT*5 C 1 2 5 I ) -RANT 
20 ES Sri 0 0pMKl&£ £5 lzWitU&* MUX' 4 OftmfcfoVtZo 

&\Z. 7^-fe-T Ay77 — *!R3l»5fe«, ^*Pb7cPBS-e2[Hl^#b7Co 

2 0 0 m1 O^^Dy>f-2 0 # — H) &&VJ^)V\ZlmX. h7 7** 

i!tJfB<Z)7j&l::ftoT, KUWt^*©CCR 5^PI$¥$rSiJ^b/S:c £S:HI£3t 
25 1 IC^rt*. 
311 



it&mm^ s^ei^ (%) 



i 
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(5) MAG I -CCR5*fflJ&'\(Z)H I V- 1 fiftBih&JR 
H I V- 1 LTROTIt|3-^7^ h~>*~ fe'ite^^ji^bfc^^X^ 
K^CD4itt0HeL a«l:^Al> $ 5. \Z b h C C R 5 iH£^£#Ab£: 
iISH»MAG I -CCR 5£/jn>T, HIV - 1 0 ^ 

5 h->^— tfSft (5-yDt-4-^DD-3-OH l J^-e-D-^7^h 
hf^y vHCD^t3J:^>#fe^fe) £^{r#iJ5ri^Co JM£tfH;:te, MAG I — 
CCR5» 1 0%jfii.m^rDMEMitifc-e5 X 1 0 4 /m 1 tCiHgU 2 0 
0 w 1 f^9 6 Ayix- h©#^ac;KcjiabrCc 3 71:^-^11, 

®§n»5febT, i. 6 uM<Dmm*^&±ummi 0 Om i ts 0 OPFUOH 
io iv-i b a-LtfcSrg-trJtfBJgttii o o i s^jnu 3 7*ct2 BP^iML 

^JJl/rth'^tJPBS) i& 2 0 0 1 iJO tTgi&T 5 ^^Mt, PB 

ST2[hI$c#1/7Co ^fef^ (4//M potassium ferrocyanide, 4 p.M potassium 

ferricyanade, 2 uM MgCl,, 0. 4mg/ml X-ga 1 ^tfPBS) 

15 «• 1 0 0 u 1 ^inbT3 7tT5 0»r«, P B ST 2 Elifc#Lfc. SIKfll 

T#6fc526bfc*fflflS«£»*.TH I V- 1 MlSti bfc 0 ClO^ffiTH I 

V - lJBJfi!|flWSfl!J3tbfcl8*S^2JC^r. 
^2 



20 fts£%)#^ {j^EflOT (%) 

1 8 5 

14 9 1 

16 9 4 

1 7 9 4 
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mmm 

i. x-j-tjim 

( 1 ) mmm i ti# ^n^t^ 4 o m g 

(2) ^7 | — X 7 Omg 
5 (3) fR*Si&-fe;Uo— X 9mg 

(4) Xf7'J>i7^y^A lmg 

ltiy°^L)V 1 2 Omg 
(1) . (2) £ (3) *5«fctf (4) ®l/2*jg|DLfc«, ieftts. dtl 
\zmV<D (4) £iD*T£#£if^>;fc:/izJWc£rAT"5. 
10 2. &j§R| 

( 1 ) hjs^ii i Tin ^ntiit^m 4 o m g 

(2) 7* h — X 5 8mg 

(3) n — >X?—?- 18mg 

(4) «jBS-t;i/D— 7. 3. 5mg 
15 (5) XfT'J^^^A 0. 5mg 

1& 12 Omg 

(1) , (2) , (3) . (4) <D2/3&£Zf (5) <3> 1 / 2 &jgfn«, 

flrrs. ^nc^o© (4) (5) ^ci(D^fcipAx^jtcjnm^MT 

20 ###J 1 

l-*;l^;U-7- (4-^)1**) y 7ii- )V) -2, 3-ykFD-lH-l 
-1> S /7W>- 4 (0. 1 8 g) ^DMF (14ml) 
U TK^rT, mttt-Jl (0. 1ml) £110*.. 3 O^Wii^Lfc. M 

JEETJSii£@*bfc. SSESTHF (5 0ml) fcfflWU 4- [N-*^- 
25 N- (Th7tKD-2H-k7>-4--fJW 7S/*3\H/| T-U> (0. 
13g) , h'JlW^> (0. 3 3ml) ©THF (5ml) 
T. ITlfc. g*S£B&T. £i&T2l$|HM*#Lfc. «JETj§j»*®5feb, tK 
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•*>a>e>?u&i&u 1 -^;us;u-n- [4- [ [n-*^;w-n- c^h^t 
Kd- 2H- tf^>-4--r;u) y^y] y^JH 7x^] -7- (4-^e;u 

*'J/7xn;U) -2, 3 -vt Ho- 1H- 1 -^<> VTif tf >- 4 
(0. 1 6 g) &m&m&tLT'&tio 
5 mp 234-243'C. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 70-1. 75 (4H, m). 2. 21 (3H. s), 2. 60-2. 67 (1H. m), 
3. 03 (2H, t, J=5. 4Hz), 3. 21-3. 26 (4H, m), 3.37C2H, dt. J=2. 8, 11.2Hz), 3. 58(2H, 
s). 3. 87-3. 95C6H, m), 4. 02-4. 07(2H, m), 7. 00(2H. d, J=8. 8Hz). 7. 190H. d, 
J=8. 6Hz), 7. 32 (2H, d. J=8. 4Hz). 7. 47-7. 59 (7H, m), 7. 69(1 H, d, J=2. 2Hz), 
10 8. 55 (1H, s). 

IR(KBr) v : 2953. 2845, 1667cm-'. 

Anal, calcd. for C 3S H 40 N 4 0 4 : C, 72. 39; H. 6.94; N. 9.65. Found C. 72.03; H. 
6. 65; N, 9. 49. 
###12 

15 7- (4-Ih + y7x-;i/) 3-ykh'D - 1 H — 1 — 

^>V7-t*tf>-4-^;i/#>m (0. 2g) £DMF (5ml) iZM^V. 7k 
^T, mtJ-X-fr (0. 1 lml) ZtiUX. 3 0 ftmUftlsZio MEET 

'mm*%4klstZo »THF (15ml) fc»j&>U 4- [N-*^)U-N- 
(^H^k Ha- 2H-b°^>- 4 — 010 7$y/^JH 7-'J> (0. 15 

20 g) , h'JX^>75> (0. 4 1ml) OTHF (5ml) fg^fd^kftT* 

H^ifiu 7- (4-xh^->-7ai-;i/) - 1 -*;u^;i/-N- [4- [ [n- 

25 *3MU-N- (^h^t HD- 2H-tf^>-4 — ( )V) 7^/] 7i 
-)l>]-2. 3-yk HD- 1H- 1 -^>^7i?tf >- 4 -#JP^1t^ H(0. 

2 5 g) *m&mmti>Tmfro 

mp 21 1-215X:. 

'H-NMR(<5 ppm, CDC1 3 ) 1.45(3H. t, J=6. 9Hz), 1. 59-1. 75 (4H, m), 2. 21 (3H, s). 
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2. 60-2. 68(1H. m). 3. 04(2H. t, J=5. 5Hz). 3. 37 (2H. dt. J =2. 8, 11.3Hz). 3. 58(2H, 
s). 3. 93(2H, t. J=5. 5Hz), 4. 01-4. 1 8 (4H. m). 6. 99(2H. d. J=8. 8Hz), 7. 19(1H, 
d, J=8. 6Hz), 7. 32 (2H, d, J=8. 4Hz), 7. 46-7. 58 (6H. m), 7. 68 (1H. d, J=2. 0Hz), 
8. 55 (1H, s). 
5 IR(KBr) v : 2940, 1667cm-'. 

Anal, calcd. for C 33 H 37 N 3 0 4 • 0. 2H 2 0: C, 72. 96; H, 6. 94; N, 7.73. Found C, 72.89; 

H, 6. 91 ; N, 7. 59. 
##00 3 

7- (3. 4-ylh + y7i-JW - l-^$;i/-2, 3-yth'o-lH 
10 - 1 ~^>"JT 4- t!)V#>m CO. 2 5 g) £DMF (5ml) \zm 
£>U *Ki£T, mt^=.)V (0. 12ml) ^i&T3 O^F^Jt^bfeo 

ffife-rmm&^ikisfzo ^thf (2 5mi) £*#u 4- ln-^^jv 

-N- (fh7hHD-2H-h°7>-4-<;i/) 75 7/^] T-U> (O. 
16g) , h'Jl^7S> (0. 46ml) OTHF (4ml) MWC*<$ 

f;i/x-TM^Sigai, 7- (3. 4-:xxh^>:7x-;i/) - l 
;i/-N- [4- [ [N-j^^U-N- (fh7h Ha- 2H-tr^>-4--r;i^) 
20 75/] 7i'JH -2. 3-yhHo - 1H- 1 -^>*/T-tftf >- 

4-*MW$F (0. 2 6g) £^£^,F a <hbT#7c. 
mp 145-148T:. 

'H-NMR(6 ppm. CDC1 3 ) 1.49(3H, t. J=7. 0Hz), 1. 50(3H, t, J=7. 0Hz). 1.62- 

I. 75(4H. m). 2. 2K3H, s). 2. 61-2. 70 (1H. m), 3. 04 (2H, t, J=5. 4Hz), 3. 38(2H. 
25 dt, J=3. 0, 11.2Hz), 3. 58(2H. s). 3. 93C2H, t. J=5. 4Hz). 3. 95-4. 10 (2H, m). 

4. 10-4. 24(4H, m). 6. 97(1H, d. J=8. 8Hz), 7. 11-7. 21 (3H. m). 7. 33(2H. d, 
J=8. 4Hz), 7. 49-7. 59(4H, m). 7. 68(1 H. d, J=2. 0Hz), 8. 55(1H, s). 
IR(KBr) v : 2980, 2944. 1667cm-'. 

Anal, calcd. for C 35 H 4l N 3 0 s -0. 2H 2 0; C, 71. 58; H, 7. 10; N, 7. 15. Found C. 71. 40; 
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H. 7. 00; N, 7. 22. 
#%#J4 

1 -*^>7JU*-;i/- 7 - (4 -^Jl^'J -2, 3-ybFo- 

1H- 1 -s<>V7W>-4-tiJ\,7$>m (0. 3g) £DMF (1 0ml) 

5 izmfrl>. fctfiT. i&lt?-*-)]' (0. 1 5ml) ^*ST3 0#PdHt# 
bfc. ffiJETmUZ'g&lsrzo (5 0ml) {CiMU 4- [N- 

^^•;u-n- (T-h^k hp- 2H- tf^>-4 — r;w y 7- u 

> (0. 19g) . MJlf;P7 5> (0. 5ml) ©THF (5ml) m$&* 
A&m\,*T&.&Lrz 0 ?§£g£®5feU m^B B B ^t#^io H^x^;|//x 

jifr^mziki,, 1 -*^>;*ju*xju-n- [4- [ [n-^jp-n 

- (•r-h^bKP-2H-hr^>-4-'f;U) 75 y] 7i-JH -7 

- (4- ; EM'j;7iz;|/) -2, 3 -f/t HD- 1 H- 1 -^>VTif tT> 
15 -4-^;^^-^^ h* (0. 2 6 g) £$^fei£if|£LTf#7Co 

mp 239-24313. 

'H-NMR(5 ppm, CDC1 3 ) 1. 70-1. 77 (4H. m). 2. 22(3H, s), 2. 60-2. 70 (1H. m), 

2. 89(3H, s), 3. 13(2H, t-like), 3. 21-3. 26 (4H, m), 3. 37(2H. dt. J=2. 6. 11. 5Hz). 

3. 59(2H. s). 3. 87-3. 91 (6H. m), 4. 02-4. 1 1 (2H. m). 7. 00(2H, d. 1=8. 8Hz), 
20 7. 34(2H. d, 1=8. 8Hz), 7. 50-7. 66 (9H, m). 

IR(KBr) v: 2951. 2847. 1661. 1609. 1520cm-'. 

Anal, calcd. for C 35 H 42 N 4 0 5 S-0. 3H 2 0: C. 66. 08; H. 6. 75; N. 8.81. Found C. 66.06; 

H. 6. 50; N. 8. 55. 

#%#I5 

25 7 - (4 - Ih + y7x^JW - 1 - * >7J|/*XJU- 2. 3-ytHo-l 
H- 1 -^>^7iitf>- 4-X)l#>m (0. 1 3 g) £THF (12ml) 
izmmh. 7jcffTF> mttt—)l (0. 0 4ml) tDMF (M^») £Jn*., 
^T2l$p B 1jf#L£. MJET^£^£b7~ 0 M^THF (15ml) fc» 
*>U 4- [N-pWU-N- (^h^k KP-2H-tf^>-4--r;W) 75 



WO 00/76993 PCT/JPOO/03879 

59 

J ^)V\ 7X'J> (0. 0 8g) > h'jX^7$> (0. 14ml) ©TH 
F (5ml) Wto*\Z.*}&Ts ITLfc. ^ffffl^TF, 

5 Mx^/^U->3^5f|»ftL, 7- (4-Ih^y7i-JW -1 

-;<^>7Jl^-;U-N- [4- [ [N-p^U-N- (fh7th*D-2H- 

tf^>-4 — r;i-) T^y] > 3^1/1 7x-jh -2. 3-^tHa-iH-i 

.-^>yy-fcftf>-4-^;i/#+l7-5 H (0. 16g) &M&&&£VT&fz. 
mp 184-186*:. 

10 'H-NMR( 6 ppm, CDC1 3 ) 1. 45 (3H, t, J=7. 0Hz), 1. 64-1. 75 (4H, m), 2. 21 (3H, s). 
2. 61-2. 72 (1H. m), 2. 88(3H, s). 3. 13(2H, t, J=5. 3Hz). 3. 37(2H. dt. J=2. 6, 
11.2Hz), 3. 59(2H, s). 3. 91 (2H, t, J=5. 3Hz), 4. 01-4. 07 (2H. m). 4. 09(2H. q, 
1=7. 0Hz). 6. 98(2H, d, J=8. 8Hz), 7. 33(2H. d, J=8. 8Hz). 7. 48-7. 68 (9H. m). 
IR(KBr) v: 2946. 2843, 1661, 1609, 1518, 1495cm-'. 

15 Anal, calcd. for C3 3 H 39 N 3 0 5 S: C, 67.21; H, 6.67; N, 7.13. Found C. 67.25; H, 
6.33; N, 7.05. 

(4-WJ/ 7 -2, 3-yth'D 

- 1H - 1 -^>V r T-t*tf>-4-*Jl/^>^ (0. 1 5 g) £DMF (8ml) 
20 fc«*»U tKJ^T, (0. 0 7ml) SrflD*.. ii&T30^JI# 

Ufc. «EET*li*«*U/t. M^THF (2 5ml) C»»U 4- [N- 
^^-N- (rh7t Hn-2H-tr7>-4—f;W) 75/^^] 7X'J 
> (0. 12g) , hUx^;i/T5> (0. 2 6ml) ©THF (5ml) 

^wot^u fi*gfi&*§fc. »Kx^;u/^+-y->^6»?nsftb, i-^h 

*->#;U#x;i/-N- [4- [ [N-^^-N- (fh7l: Kn- 2H- tr^ 
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>-4 — 75/] 7i"JH - 7- (4 -^e^^u yyji-ji) 

-2. 3-> ? hKP-lH-l-^>y7-titf>-4-^;i/^^-tf-5 h* (0. 1 
4g) Sifeigi^LWc. 
mp 193-1971C. 

5 'H-NMR(<5 ppm, CDC1 3 ) 1. 57-1. 80 (4H, m), 2. 21 (3H, s), 2. 65(1H. br). 3. 03(2H. 
br), 3. 20-3. 23(4H, m). 3. 37 (2H, dt. J=3. 0, 9. 9Hz), 3. 58 (2H. s), 3. 78(3H, s), 
3. 78(2H, br), 3. 87-3. 92 (4H. m), 4. 01-4. 14(2H. m). 6. 99(2H, d. J=9. 2Hz), 
7. 30-7. 60(1 OH, m). 
IR(KBr) v : 2957. 2855. 1701cm-'. 
10 Anal, calcd. for C 36 H 42 N 4 0 s • 0. 2H 2 0: C. 70. 38; H, 6. 96; N. 9. 12. Found C. 70. 35; 

H. 6.81; N. 9.09. 
###17 

3, 4-v ? X^;U^ai-;^^7^(264mg) b.7 -^D^E- 1 [4 

- [ (fh7kHD-2H-k7>-4--fJW 75/] * 
15 7)V\ 7i"JW -2, 3 -vt KD- 1H- 1 -^>X7if tf>- 4 

>t75 H (406mg) ^ttK : X^/ — ;l/ : h;PX> (1:1:10, v/v, 18. 0ml) 
m&XVVJ* (162mg) £Jn*.£:„ £<£>ig£4&£7;U:*>»B^tT, 
ilTf3 0»WSBfl/. ^b^=¥7,h^yju^)l^Xy^>/^^^ (39mg) 
SrJn^., 7;W>fffi^TTl 3P#^Mil»5t^bfc„ KJgjR^*SI»If;P 

- (45g, siHif;k-i^;-^=2o : i) T»aau $e>^x^y-j^e> 

If^ll^fT? ZLtKJcO 7 - (3, 4-yl5 1 il/7x-;W - 1 - * ^ - N - 
[4- [ [N-^^U-N- (rh7tHD-2H-tf7>-4-<JW 75/] 
25 /^;10 7acXJl/| -2, 3-vth'D-lH - 1 -^>X7^>- A -tl)V 
#>*75K (263mg, 5556) £*t68fl£LT»ifc:. 
mp 1 27-129*0. 

'H NMR (200MHz. CDC1 3 ) <5 1.47 (3H. t. J=7. 0Hz). 1.48 (3H. t. J=7. 0Hz). 

I. 69-1.76 (4H. m). 2.21 (3H. s). 2.53-2.74 (1H. m). 2.96 (2H. t. J=4. 5Hz). 
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3.09 (3H, s), 3.31-3.43 (4H, m). 3.57 (2H, s). 4.01-4.07 (2H. m), 4.13 (2H. 
q, J=7. 0Hz). 4.17 (2H. q. J=7. 0Hz). 6.87 (1H, d, J=8. 6Hz), 6.93 (1H, d, 
J=9. 0Hz), 7.07 (1H, dd, J=6. 9. 2.1Hz). 7.09 (1H, s), 7.30 (2H. d, J=8. 6Hz). 
7.41-7.42 (2H, n). 7.48 (1H, dd, J=9. 1. 2. 3Hz), 7.54 (2H, d, J =8. 6Hz), 7.59 
5 (1H. s). 

IR (KBr) 1653. 1599. 1514, 1503. 1478. 1406. 1312. 1246, 1188. 1 140. 1044 
cm" 1 . 

Anal. Calcd. for C 35 H 4 3N 3 0 4 : C. 73.78; H, 7.61; N, 7.38. Found: C, 73.49; 
H. 7. 54; N. 7. 15. 
10 8 

1- [ (4-^^;U7o:-;l/) XJ\s*-)V] -7 - [4- (4-^e;u*u./) 
7jl~)U] -2, FD- 1H- 1 -^>XTiftf>-4-*;i//^>^X 

(454mg) ZTHFRZfJL? /-)l>(D^mi& (1:1, v/v, 30.0ml) IZtBMtE 
-t*\ lN7KKft^hU£A*#J* (3.0ml) £Jn;L, ilT 6 2 tifmfflfc^tio 1 

m^y*i/V&-v&.m\stco mm^mmr. esu 1- c u-^^u^x 

;i/) *;w*x;i/| - 7- [4- (4-tM'jy) 71^] -2, 3-ytH 
fci- [ (4 -^^7oix;i/) -7- [4- (4 -^e;1/*u /) 

20 7i-JW -2, 3-i?t HD- 1H- 1 -^>X7*W>- 4-fi)l#>&& 
DMF (15.0ml) KMu^it, fflktt—fr (0.15ml) £JD*., Ml? 1 PflHJifc 
WVTz.o «JET*«E*«*U M^^po^^> (10.0ml) 

— 4- [ [ (N-^^;w-N-T-h^th*n-2H-tf^>-4 — r;i/) t 

573 7^'J>-MS (296mg) lCv£DD**> (15.0ml) SrtJD*., 

25 h'JX^7^> (0.88ml) £Jn;L7c. ^CilL^D'J H^Otti 

;^6SISft&fTVi, l- [ (4-/^7irjw x;i^x;u] — N— [4 - 
[ [N-^^;U-N- (fh7k HD-2H-tr^>-4— r;i/) 7$;] 



WO 00/76993 PCT/JP00/03879 

62 

M -Jjl'M -7- [4- (4-^e;u*u/) ~7^-M -2, 

- 1 H- 1 -^>X7t*tf>-4-*M>i75 H (359mg, 60*) SrS^S 

mp 258-262t:. 

5 'H NMR (200MHz, CDC1 3 ) <5 1.70-1.77 (4H, m), 2.21 (3H, s). 2.35 (3H, s), 
2.53-2.74 (1H, a). 2. 98 (2H, t. J=5. 5Hz), 3.23 (4H, t, J=4. 9Hz), 3.38 (2H. 
td, J=10. 4. 3. 2Hz), 3. 58 (2H, s), 3.89 (4H, t. J =4. 8Hz), 3.99 (2H. t. J=5. 4Hz), 
4.01-4.09 (2H, m), 6.99 (2H, d. J=8. 8Hz), 6.97-7.06 (2H, m), 7.19 (2H, d. 
J=7. 6Hz), 7.29-7.34 (2H. m), 7.45 (2H, d, J=8. 6Hz), 7.53 (2H, d. J=8. 6Hz). 
10 7. 50-7. 65 (5H, m). 

IR (KBr) 1663, 1609, 1605. 1518, 1495. 1345, 1308, 1233, 1159. 1121, 1090. 
928, 816. 733. 671 cm"'. 

Anal. Calcd. for C 4l H< 6 N 4 0 5 S (0. 1H,0 addi tive) : C. 69. 49; H, 6. 57; N. 7.91. 
Found: C, 69. 27; H. 6. 63: N. 7. 92. 
15 9 

1 -7±^)U- 7 - [4- (4-tj^'jy) -2, 3-i/tiHP 

- 1H- 1 -1>X7W>-4--ti)Vi£>m (365mg) £DMF (15.0ml) \ZM 

nmt. mttt-ji (o.nmi) £jbo*., m^-v i mmmwvrzo mmTmrn* 

iMyi7DD^^> (10.0ml) izmmz&fro — ^ 4- [ [N-* 
20 3^;i/-N- (5^h^k HP- 2H-tT^>-4--r;U) 75 7] *=?)V\ 7- 'J 
>-^^(327mg)tC> ? ^DD^^>(15. OmD^JDx., h Ux^75>(0. 97ml) 

25 (50g, §mx^;i/: x^y-;i/=9 : i) -e*SS!{U s\*-*>/mm^)i>T~$i 

1 -T±^JV~N- [4- [ [N-*^;l/-N- (f h7kKD-2H- 

tf^>-4 — r;i/) 7$y] -7 - [4- (4-^M'jy) 

-2, Ha- 1H- 1 -^>XTiftf>-4-7^;^>^7 

5 H (116mg, 21%) £#mfeSSil£:L'Tf#fe. 
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mp 141-145*0. 

'H NMR (200MHz, CDC1 3 ) 6 1.65-1.87 (4H. m). 2.09 (3H. s), 2.23 (3H, s). 
2.61-2.78 (1H, m), 2.81-3.05 (3H. m). 3.24 (4H, t. J=4. 7Hz). 3.37 (2H. td, 
J=11.4, 2. 7Hz). 3.60 (2H, s), 3.90 (4H. t, J=4. 8Hz). 4. 02-4. 07 (2H. m). 
5 4.75-4.91 (IH. m), 7. 23-7. 27 (1H, m), 7.34 (2H. d. J=8. 4Hz), 7.52-7.69 (8H. 
in). 

1R (KBr) 1657, 1609. 1514. 1497. 1451. 1395. 1314. 1258. 1235 cm-'. 
Anal. Calcd. for C 36 H 4Z N 4 0 4 (1. 2H,0 additive): C, 70.15; H. 7.26; N. 9.09. 
Found: C, 69. 91; H. 7. 05; N, 9. 03. 
10 1 0 

(4-ylW$/) y^ZLJU^ts^ym (234rag) £ 7 -^O^E- 1 
N- [4- [ [N-*3MU-N- (^h^t Kn-2H-tf^>-4-^;U) 7 
^y] 7x"JH -2, 3-ykKD-lH-l-^>X7t*lf>-4 

-*M>i75F (391mg) ^tK:X^/-;U: V)Vjl> (1:1:10, v/v. 

15 i8.omi) \zmmz^. mmtswi* m%m) ^Mxr^ z.<Dm^m^7)^>n 
(37mg) 7M>#i^Tx*i ommtmmm^vtz.. Rfom&yo&m 

20 tfy7«(- (45g, BMJL^JU : X.? y -)l= 2 0:1) Tfit§S!U ^Kx^y 
-^^If^llSrfT ?Z£\Z£K) 7 - ( 4 - i?JL?-)V7 5 / ^ oi n jl/) - 1 

^;i/-N- [4- [ [n-^^;I/-n- (^h^t FO-2H- tr^>-4--r 

;P) 7^/] pWl/] -2, 3 ->>h KD- 1 H- 1 -^>XTifhf 

>-4-*M>i7$F (145mg, 33%) ^-fe^B B a t UTf#7c. 
25 mp 178-1 80^. 'H NMR (200MHz, CDC1 3 ) 6 1.19 (6H. t, J=7. 0Hz). 1.64-1.76 
(4H. m), 2.21 (3H, s). 2.54-2. 72 (1H. m). 2.95 (2H. t. J=4. 5Hz). 3.07 (3H. 
s). 3.31-3.44 (4H. m). 3.39 (4H. q. J=7. 1Hz). 3.57 (2H. s). 4.01-4.07 (2H. 
m), 6.74 (2H. d, J=9. 0Hz), 6.86 (1H, d. J=8. 6Hz). 7.30 (2H. d. J=8. 4Hz). 
7.41-7. 59 (8H. m). 
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IR (KBr) 2948. 1644, 1597. 1514. 1497. 1406. 1312. 1283. 1246. 1188. 1071. 
810. 733 cm"'. 

Anal. Calcd. for C 35 H 44 N 4 0 2 (0. 1H 2 0 additive) : C. 75.80; H. 8.03; N. 10.10. 
Found: C. 75. 51; H. 7. 95; N. 10. 10. 
5 1 1 

4 -7°Ui£*rz/7 (203mg) t 7 -^n^E- 1 -;*3SM/-N- [4 

- [ [n-*^;1/-n- c^N^t h*D-2H-tr^>-4--r;u) 7$;] * 

3=JH 7x-;H -2, 3 -5^t Hp- 1H- 1 -^>XTiftf >- 4 
>H7$ F (455mg) £rzK : h;Ux> (1:1:10, v/v» 18.0ml) 

10 mmtlV^A (312mg). SrUPAfc. £©^^£T;i^>#HirF, 

tST3 0^F B »b> rh7^hU7x-J^7Y>A7^A (43mg) 
£*n;^ 7;W>fi^TT*l OP#P B ™tftM^£b7~o Sj£^<&#i£ra?x^;u 

15 — (30g, ^X^;U : X^ y — ;P : h U X^;WT 5>=100: 5: 1) TffiiS! 
U ^e>tcx^y-;P//^\^-th>^es^ B ^fTe' dtlci;^ i-*?mu-n- 

[4- [ [N-^^Jl-N- (^h^t KO-2H- tr^>-4-<;P) 75/] 
7i'Jl/] - 7- (4-7D^->7x^JW -2, 3-vhHD-l 
H — 1 — ^>X7iftf >— 4 - ^M>|S75 K (349mg, 69*) $ife^ H tL 
20 T#7Co 

mp 149-1511::. 

'H NMR (200MHz. CDC1 3 ) 6 1.05 (3H. t. J=7. 4Hz). 1.63-1.76 (4H. m). 1.83 
(2H. sextet. J=7. 2Hz). 2. 20 (3H. s). 2. 53-2. 73 (1H. m). 2. 95 (2H. t. J=4. 5Hz). 
3.07 (3H. s). 3.31-3.43 (4H. m). 3.56 (2H. s), 3.96 (2H. t. J=6. 6Hz). 
25 4.01-4.07 (2H. m). 6.87 (1H. d. J=8. 4Hz). 6.95 (2H. d. J=8. 8Hz). 7.29 (2H. 
d. J=8. 6Hz). 7.39 (1H. s). 7.43 (1H, dd. J=8. 6. 2. 2Hz). 7.47 (2H. d. J=8. 6Hz). 
1H (d) was concealed under 7.49. 7.54 (2H. d. J=8. 6Hz). 7.62 (1H. s). 

IR (KBr) 2946. 1651. 1607. 1514. 1505. 1312. 1242. 1182. 814 cm' 1 . 

Anal. Calcd. for C 34 H 4l N 3 0 3 (0. 1H 2 0 additive) : C. 75.41; H. 7.67; N. 7.76. 
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Found: C, 75. 30; H, 7. 75; N. 7. 82. 
###1 1 2 

1 7 - (4-^D^y7i^) -2, 3-ytKD-lH- 

1 -^>XTiftf>-4-*;^>^ (433mg) £DMF (10.0ml) 
5 mttt-)V (0.22ml) SrJPA. ifiT3 0^Wlfc. $J£T^£@3;U 
M^THF (15.0ml) ^iDAfCo 4- [ [N-^^-N- (^ h ^ t 

HD-2H-(f7>-4-'fJW 7$/] 7 - U >-ItI (434mg) 

THF (10.0ml) £}J0;L, £ "MC h U X^l/T = > (1.29ml) *lM7Ltz 0 ^clCH 

nmik&m** 1 -*;i^;u-n- [4- [ [n-*^;p-n- (^f^iifd 

- 2H-tf^>-4--1';P) 757] ^o:Zi;U] -7- (4--7u#*f 
z/7m-)l) -2, HO- 1H- 1 -^.>XTM^y- A-ts)V^>m 

15 7SK (554mg. 81515) $afe^ B tLT#fc. 
mp 207-209t:. 

'H NMR (200MHz, CDC1 3 ) 6 1.06 (3H. t, J=7. 4Hz), 1.63-1.77 (4H, m), 1.85 
(2H, sextet, J=7. 0Hz), 2.21 (3H, s). 2.57-2. 72 (1H. m), 3. 04 (2H, t, J=4. 8Hz). 
3.37 (2H, td. J=ll. 4. 3.1Hz). 3.57 (2H, s), 3.90-4.08 (6H, m), 7.00 (2H. d. 
20 J=9. 0Hz), 7.20 (1H, d, J=8. 2Hz), 7.32 (2H, d, J=8. 4Hz), 7.47-7.54 (6H, m). 
7.57 (1H. dd, J=8. 0, 2. 2Hz), 7.68 OH d, J=2. 0Hz), 8.56 (1H, s). 
1R (KBr) 1669, 1609. 1522, 1497, 1360, 1314, 1252 cm' 1 . 
Anal. Calcd. for C 34 H 39 N 3 0<: C, 73.75; H, 7.10; N, 7.59. Found: C, 73.48; 
H. 7. 11; N, 7. 50. 
25 ###1 1 3 

1 7. )V*~)l- 7 - (4--7u#3r~>7x.—)l) -2, 3-ykFo 

- 1H- 1 -^>XT-t?fc?>-4-#;i/^>^ (236mg) £THF (10.0ml) SlXS 
ttiiCDMFM^t, :*^l7-U;i^nU F (0.13ml) ^JbDA, t^TlP# 
mm.WVTz 0 ffi!£Tmm&'g3kl<. M^THF (10. Oml) &1mz.tzo — Tj, 4 
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- [ [N-^;i/-N- (fh^t Ho— 2H— lf^>— 4— •< )V) 7^ J] * 
7=U>— ttKlft (207mg) 'sTHF (10.0ml) £jbDA, £ & \Z Y »J X^;U 
7S> (0.61ml) £jjp*_£. 5fetHI3U^D'J Hi^OtTiTtfe. 

□ ?h^77^f- (lOg, St^X^U: X^y— h'Jx5 : Jl/7$>= 10 0: 
10:1) TttiHU «ViTX^y-;P^&B^S€:fT^» l-*^;i/X;P*x 
)U-N- [4- [ [N-^^Jl/-N- (fh7tKn-2H-t!7>-4 — X )V) 
10 7] y^JU] 7x-JH - 7- (4-7'D^y7xz;i/) -2, 

Fd-IH-1 — / ^>X7'if If >— 4 -AM>17$ H (205mg/58*) 

mp 199-202*0. 

*H NMR (200MHz, CDC1 3 ) 6 1.06 (3H, t, J=7. 4Hz), 1.63-1.79 (4H, m), 1.85 
15 (2H, sextet. J =7. 0Hz), 2.21 (3H, s), 2.54-2.74 (1H, m), 2.98 (3H, s), 3.14 
(2H, t. J=5. 2Hz), 3.38 (2H, td, J=ll. 3. 3. 2Hz), 3.58 (2H, s). 3.89-4.07 (6H, 
m). 6.96-7.03 (2H, m). 7.33 (2H, d. J=8. 4Hz). 7.47-7.67 (9H. m). 
IR (KBr) 1653, 1609, 1518, 1493, 1341. 1314, 1248. 1154 cm' 1 . 
Anal. Calcd. for C 3 ,H 4 |N 3 0 5 S: C. 67.64; H. 6.84; N, 6.96. Found: C, 67.37; 
20 H, 6. 77; N, 6. 89. 
###J 1 4 

7- (4-X b^v- 3 -7)\,~*U73L-)\,) -l-*?-)V7.)V-fc-)V-2, 
3 -i?\L FD- 1 H- 1 -^>XTi?fcT>-4-*;U^>B6 (182mg) &THF 
(10.0ml) RZfij&mm<DDMF\zmmZl£* WJMDiJ H (0.12ml) £j[JD 
25 A, SSfiTlll*M«B^Lfc. «JET«Ji*S5SL, ^MtCTHF (10.0ml) £}JD 
A^Co -15, 4- [ [N-*3MP-N- (^h^tHP-2H-tf^>-4 — f 
;W T^y] *3\H/| 7-'J>zMI (158mg) CTHF (10. 0ml) £jja;L, $ 
Sfc h 'Jx^7^ > (0. 47ml) £iJDX.7Co SfcfcSISiLfcBi* D U K»aB«[fe 0*C 
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*7^D"7h^77^- (I5g, iiXfJHilil^kl^/-^: MJX 
^>75>=1 0 0:10:1) Tiit, «V»TX^/— ;i/*>&H*SftSff 
5 7- (4-Ih + y-3-7MD7x-;|/) - 1 - ^)V7.)V^~)V-N- [4 
- [ [N-^JU-N- (fh7tFo-2H-h 8 7>-4-^f;i/) 757] * 
7i-JH. - 2, 3 -5?k HD- 1 H- 1 -sOX7-\£¥>-4-%)ltf 
>875 K (140mg, 51*) £B6*SII<!: LXf&fc. 
mp 199-202'C. 

10 'H NMR (200MHz, CDC1 3 ) 6 1.49 (3H, t, J=7. 0Hz). 1.64-1.77 (4H, m), 2.21 
(3H, s). 2.57-2. 70 (1H. m), 2.89 (3H, s). 3.14 (2H, t, J=5. 4Hz). 3.38 (2H, 
td. J=ll. 3. 2. 9Hz). 3.57 (2H. s), 3.91 (2H, t, J=5. 7Hz), 4.02-4.07 (2H, m), 
4.17 (2H, q, J=6. 9Hz), 7.04 (1H. t, J=8. 8Hz), 7.28-7. 35 (3H. m), 7.48-7.61 
(7H. m), 7.65 (IE d, J=8. 4Hz). 

15 IR (KBr) 1661, 1522. 1497, 1343, 1310, 1269. 1238, 1154. 1138 cm"'. 

Anal. Calcd. for C^HjgFNsOjS (0. 3H 2 0 addi t ive) : C, 64. 64: H, 6. 35; N, 6.85. 
Found: C, 64. 46; H. 6. 41; N, 6. 80. 
###J 1 5 

7- (4 -X b*zs- 3 -7)13-13 7 x.—)\s) - 1 5.)l>- 2, 3-^t 

20 HP- 1 H- 1 -^>XTift!>-4-^;^>m (398mg) £DMF (5.5ml) 

k:**£U\ mt7-*-)v (o.20mi) ^jda, ^tax3 oftmmwvtz. m&r 

®m&&&ls. iS'MHF (10. 0ml) SrJPAfc. — 4- [ [N-*^- 

n- (T^h^t HP-2H-tf^>-4 — r;u) 7$;] 7-'J>rl 

(394mg) l:THF (10.0ml) SrflOA, £ MJ X5F;U7 5 > (1.17ml) £ 

*s«&»ffiT» issi^y-M^Bigi^, 7- (4-ih+ 

v- 3-7MD7xZJl/) - 1 -tJn;1/ = ;U-N- [4- [ [N-^tMP-N- 
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(5" h^t Hp - 2H- tr^>- 4 — r;u) 7$/] 7x-M -2, 

3-yhHD- 1H- 1 -^>XT1ftf>-4-*;U^>^7^ K (453mg, 73*) 

mp 193-196*0. 'H NMR (200MHz, CDC1 3 ) 6 1.49 (3H, t, J=7. OHz), 1.64-1.75 
5 (4H, m). 2.21 (3H, s), 2.58-2.74 (1H, m), 3.04 (2H, t, J=5. OHz), 3.37 (2H, 
Id. 1 = 11.3, 3.1Hz). 3.58 (2H, s). 3.92 (2H. t. J=5. 3Hz). 4.02-4.07 (2H, in). 
4. 17 (2H, q. J=7. 1Hz). 7. 05 (1H. t. J=8. 6Hz). 7. 20 (1H, d. 1=8. 4Hz). 7. 29-7. 37 
(5H. m). 7.45 (1H. s). 7.54 (2H. d. 1=8. 4Hz). 7.56 OH. s). 7.66 (1H. d. 
1=2. OHz). 8. 55 (1H. s). 
10 IR (KBr) 1667. 1514. 1501. 1360, 1314. 1269. 1238 cm-'. 

Anal. Calcd. for C 33 H 36 FN 3 0 4 (0. 1H 2 0 additive): C. 70.85; H. 6.52; N. 7.51. 
Found: C, 70. 55: H. 6. 54; N. 7. 45. 
1 6 

5-yD ; E-N-hy;i/7>h7-;Ht^5 1 Jl' (2 0 0 g) (DDMF (4 5 0m 

15 i) mm&KiftT. 6 o %7km<t-i- h v v & (2 5g) ©dmf (somn m 

(7 8g) £4 -yn^g§^x^;U (8 2ml) fifffl^T 8 5 "CT 

2 4 mminmm.ft istio *'jOAt-^h+yF (7 0g) ^tk^tsd^.^^ 

Lfc„ mU&W&V. 7 -^u=E- 5 - t HD^->- 1 - 2. 3-yt K 

□ - 1H- l -^>yTiftf>-4-^;^>^x^;K^^) (M^m (l 
5 3 g) ^fife,fg^^UT#fc e 

'H-NMR ( 6 ppm, CDC1 3 ) 1. 31 (1. 5H. t, 1=7. 1Hz), 2. 29 (2H. t. 1=6. 4Hz). 2. 40 (3H. 
25 s). 3. 72(1. 5H. s), 4. 08(2H. t. 1=6. 4Hz). 4. 17(1H. q. 1=7. 1Hz). 7. 17(2H, d. 
1=8. 2Hz). 7. 38(2H, d. 1=8. OHz). 7. 41-7. 46 (1H. m). 7. 60-7. 66 (2H, m), 
11.83(0. 5H. s), 11. 91(0. 5H, s). 
1 7 

7 -zfn^E- 5 -t FD*y- l - h~>;U- 2. 3 -:/t Hp- 1 H- l 
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^/7-e\z>-4—tj)Vi£>m.jL^)\, (m&m 02. 4g) era 

(2 0 0ml) tiififc^ (120ml) £fln*., 80 C CT2. 5I^SQ^}t#b 
/*:„ tK^CS^ TKm^hU^ATK^T^fPUfeo @1^X3M1/Ttt3tii U W 

5 £@£U ^M£^U#^#^A^D^h^:7^- (^if>/g^mx^;U) 
-?*il$!U 7-^ot-l, 2. 3. 4-fh7t Ko- 1 -^>*/7-t?k? >- 
5-^"> (8. 5 5g) ^itmtbTifc. 
mp 99-101*C. 

'H-NMR(<5 ppm. CDC1 3 ) 2. 18(2H, quint, J=7. 1Hz), 2. 82(2H, t. J=7. 2Hz), 3. 25(2H, 
10 t. J=6. 6Hz), 4. 65(1H, br), 6. 65(1H, d, J=8. 6Hz). 7. 20(1 H. dd. J=2. 2, 8.6Hz), 
7. 82 (1H, d. J=2. 2Hz). 
IR(KBr) v: 3364, 2955, 1661cm" 1 . 
1 8 

7-yot-l, 2. 3. 4-rh7k Ho — 1 — ^>VTif tf >— 5 — 
15 (7g) , v^^MUT^ 7 fcTU > J > (2 2g) SrTHF (2 0 0ml) iCjgj^U 

^^^t-^^u (60g) i. smmmrnvrco mm^m^. tk 

20 -1- (t-yh*y*M^W -1, 2. 3, 4-fh7tKo-l-^> 
VT-fe*tr>- 5 -:<*->£ 7 -7'ot- 1 - ( t - ^ h*~>7j;i/#— ;W - 5 - ( t 
-yh^y^M^M+y) -2, 3-vtHP-lH-l-^>yTifhf> 
©S^ft (2 4. 6g) ^ffe^J^ltiL 

'H-NMR(<5 ppm, CDC1 3 ) 1.43(4. 5H, s), 1.49(9H. s), 2. 15(1H, quint. J=6. 8Hz), 
25 2. 76 (2H, t. J=6. 8Hz). 3. 73(2H, t, J=6. 8Hz), 5. 97(0. 5H, t, J=4. 6Hz). 

7. 17(0. 5H. br), 7. 35(1H, br), 7. 54-7. 59 (1H, m), 7. 98(0. 5H, d, J=2. 6Hz). 
19 

7 -t/D^E:- 1 - ( t -^h^->7J;U^x;i/) - 1. 2, 3, 4-7h7kHD 
- 1 -^>i/Tiitf >- 5 -^->t 7 l -( t -^h^xT^tfxjU) 
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-5- (t-^h^y*M^m-» -2, 3-ykFo-lH-l-^> 

V7W>com&va (33. 3g) *mmi?*?-)v (4oomi) -r 

hU^A^h+vH (2 3. Og) SJQA, fiHHT, 2. 5P$MjIflEL;fc. 
7k7jc4nc&£\ lM*x>K7KJ8i££in;^ ftHi^l'tJifitiilfc. «S^tK. 

SI^yU*yM7A^D7h^77^- (g^x^/^+l^) T*t«lU 
7-^D€-l- (t-yh^/W-JW -1, 2, 3, 4-fh7kh*o 

- l -^>yy-t*tf>- 5 4 -#;u#>^^;u (23. 8g) ssife 

10 'H-NMR(<5 ppm, CDClj) 1.36(4. 5E s), 1.52(4. 5ft s), 2. 43-2. 55 (2H, m). 
3. 39-3. 54(0. 5H, m). 3. 72(1. 5H, s), 3. 84(1. 5H. s), 3. 89-4. 04 (2H, m). 
7. 12(0. 5H, br), 7. 42(0. 5H, br). 7. 51 (0. 5H, dd. J=2. 2, 8. 4Hz), 7. 58(0. 5H. dd, 
J=2. 4, 8. 6Hz), 7. 82(0. 5H. d, J=2. 2Hz), 8. 00(0. 5H, d. J=2. 2Hz). 
###1 2 0 

15 7-^Pt-l- (t-7h + yMfc;W -1, 2, 3. 4-rh7tFa 

- 1 -^>VTift!>- 5 -^>-4-7j;^>®!^^;b (7. 2g) £THF 
(15 0ml) £*j&>U TK^b^^m^-hU^i^ (0. 7 g) ^-40t:TSD 

Afe„ S^fd;*^/-^ (15ml) &J0TFU - 1 5 *CT 1 ^St^Lfco 1 
M*X>R£ijn*.» ^X^l/Ttt&aiL^o W^S^ttK, fiSfoAiftTKTifc^U, 
20 SSTKfifEKT^^^ASrfflViTKiSLfc. «j»«rg56U, M^THF (15 0 
ml) K»j&*U hUxf^7 5> (7. 5ml) £Jjp*_, *tfTF* *£ffc*^> 
7s)V^-)V (2. lml) SrrSTLfc. fiSffi^T, tfiTl. 5 P$raJK#|g, 
DBU (13. 5ml) SifiTiTU S^9 0t:, 1 O^SDl^^b 

1 - (t-yh + y*;^rjW -2. 3-ykFD-lH-l- / <> »/7 
•V\Z>-4-*>)Vt&>M*=?-)\, (5. 18g) £&feSSfl<hbT*#7co 
mp 144-14513. 
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'H-NMR(<5 ppm, CDC1 3 ) 1. 47 (9H. s), 2. 89 (2H. t. J=4. 8Hz), 3. 61 (2H. br), 3. 83(3H, 
s), 7. 27 (1H. br), 7. 39(1H. dd, J = l. 8, 8. 4Hz), 7. 54-7. 55 (2H, m). 
IR(KBr) v : 2978. 1709 cm' 1 . 

Anal, calcd. for C l7 H 20 BrN0 4 : C, 53.42; H. 5.27; N, 3.66. Found C. 53.58; H, 
5 5. 12; N, 3. 52. 

m%m 2 1 

(t-yh^y^jM-JW -2. 3-vth'D-lH-l- 

^>VTV\f:>-4-ts)v#>m*^)v (i. 5g) zmm^ji (somi) 
fc»a»u 6n«8 (2mi) &tiux, 8 o «c, 2 mmmmmwvr^ a iNTicm 

7u^-2, 3-vtHP - 1H- 1 -^>VTiibf>-4-*;U^>^^^;u 

(i. og) &n&&&tvxntz 0 

mp 

15 'H-NMR ( 5 ppm, CDC1 3 ) 2. 85(2H, t, J=4. 8Hz), 3. 35(2H, t, J=4. 8Hz), 3. 80(3H, 
s), 4. 62(1H, br). 6. 49(1H, d, J=8. 4Hz). 7. 15(1H. dd. J=2. 4, 8. 4Hz), 7. 37 (1H. 
d. J=2. 4Hz). 7. 53 (1H. s). 
IR(KBr) v : 3384. 2949. 1694cm-'. 

Anal, calcd. for C l2 H 12 BrN0 2 : C, 51. 09; H, 4.29; N. 4.96. Found C. 51.17; H, 
20 4. 32; N. 4. 97. 
2 2 

€m (0. 4ml) StMtKM (0. 8 4ml) iC^TflTFU fiHi^T, 
5 0 < CT2B#WMit^b^c THF (5ml) £3jnA> 2kft~R 
2. 3 ->*h Ko-lH-1 -'Ol/Tif tf>- 4 -#;i/#>^*3\>U (1. O 
25 g) ©THF (1 5ml) ®m%mTl>fro &J££g*bfc. 

-^D^E- 1 -sJ>;i/S;i/- 2. 3 ->?t H'D-lH-1 -^>*/7-t?t!>- 4 - 
ti)V^>m^)V (1. 0 7g) ^ife^tlTif;. 
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mp 175-1761C. 

'H-NMR(<5 ppm, CDC1 3 ) 2. 93(2H. t, J=5. 3Hz), 3. 80 (2H. t. J=5. 3Hz). 3. 83(3H, 
s), 7. 01 OH, d, J=8. 5Hz). 7. 50(1H. dd. J=2. 2, 8. 5Hz), 7. 58(1H, s), 7. 650H, 
d, J=2. 2Hz). 8. 46 (1H, s). 
IR(KBr) v : 2951. 1713. 1680cm-'. 

Anal, calcd. for C l3 H l2 BrN0 3 : C. 50.34; H. 3.90; N. 4.52. Found C. 50.43; H. 
3. 75; N. 4. 45. 
2 3 

i 2. 3 -->*k Kd- 1 H- 1 -^>V7iikr>-4 

-ts)V^ym^^)V (3. 5 1 g) , y7 3L-)\s\Zom (3. 51 

g) , ftBI^U^A (3. 7 5g) {CtK (2 Oml) , X^/-;U (2 Oml) , 

h;px> d o omi) <Dm-&m&tiaz-+ 7)V3>nmmrf. &».*T?4o#Mflt 

J^Lfe. T^h^^X (h'j7x'M77^» /\°^>^A (0. 52g) SrJO 
A, 7;H*>f£ffl^TT? 1 2^MSitL,feo »BSx3MH?fflfflU W«S£#* 

1 7 - (4-WJ/7irjl/) -2. 3-xkHD-lH-l 
-^>V7-if^>-4-tJj^>m^9-Jl (3. 64g) £jSfcH6ilSft£lxT» 
fc. 

mp 178-18113. 

'H-NMR(dppm, CDC1 3 ) 2. 95 (2H. t, J=5. 1Hz). 3. 23(4H. t. J=4. 9Hz). 3.82- 
3. 92(6H. m). 3. 84(3H. s). 6. 97-7. 04(2H. m). 7. 17(1H. d, J=8. 2Hz). 7.45- 
7. 60(3H. m). 7. 69(1H. d. J=2. 2Hz). 7. 76 OR s). 8. 53(1H. s). 
IR(KBr) v: 2951. 2830. 1709, 1674cm-'. 
&%M 2 4 

l-^;Ua;U-7- (4-WJ7 7I-JW -2. 3-yfcFD-lH-l 
-^>V7^>~4-tl)V^>m.^)V (3. 5 4g) &*?y-Jl (2 5 0 
ml), THF (2 5 0ml) KfcjfrU 1 NTfcgtffc:*- h U £ AzKj£i£ ( 9 0 m 
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l-*frS.)l-7 - (4-^E;i/*'J / 7jl-)V) -2. 3-ykHD-lH-l 
-s<>*J71f¥>-4-j3)l>#>m (3. 30g) ^^fe^^ibT#feo 
mp 247-257t: (dec. ). 

5 'H-NM((5 ppm, DMS0-d 6 ) 2. 75 (2H, t-like), 3. 14-3. 19(4H. m), 3. 70-3. 78 (6H, m). 

7. 03(2H. d, J=8. 8Hz), 7. 36(lH, d. J=8. 4Hz), 7. 62-7. 71 (4H. m), 7. 87 (1H, s). 

8. 51 (1H. s). 
IR(KBr) v : 1671 cm" 1 . 

Anal, calcd. for C 22 H 22 N 2 0 4 • 0. 7H 2 0: C, 67. 57; H, 6. 03; N, 7. 16. Found C. 67. 48; 
10 H, 5. 74; N, 6. 98. 
#%0iJ 2 5 

7-7'Ot-l- ( t -7*h3rz/t})Vtf-)V) -2, 3 -yt h'D- 1H- 1 - 

^>y7ffcf >-4-tl)l<#>m*^)U (2. Og) v 

S5» (1. 2g) , 1MKK*U (1 5m 1 ) , x^/-;U (l 5 

15 mi) , h;i^x> (loomi) (dm^^o^t )^zf>nm^r. ^&T?2 0#ffi 

m&l<rc. ^h^** (h'J7i-MX7^» rt^VOIx (0. 2 4g) £ 

^$r->'J^^r;U*^A^p-7h^^7^— (^X^;i//'^\^l7-» T"«gl, 
20 1- ( t -^h^v^l^X^) - 7- (4-tM'jy7i^jW -2, 3- 
y h H □ - 1 H - 1 - ^ >^7t* tf > - 4 - 2 . Og) « 

mp 183-1 8510. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 49(9H, s). 2. 90(2H, t. J=5. 0Hz), 3. 19-3. 24 (4H. m), 
25 3. 69 (2H, br). 3. 83 (3H. s). 3. 87-3. 91 (4H, m), 6. 98(2H. d, J=9. 0Hz), 7. 48(2H, 
br). 7. 52(2H. d. J=9. 0Hz). 7. 58(1H, s), 7. 73(1 H, s). 
IR(KBr) v : 2973, 1705 cm"'. 

Anal, calcd. for C„H 32 N 2 0 5 : C, 69.81; H, 6.94; N, 6.03. Found C. 69.57; H. 
6. 76; N, 5. 76. . ' 
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2 6 

1- (t-yh + yMfcjW -7 - (4- : 6M'jy7i-JW -2. 3- 
^bHP-lH-l-^>v r Tiitf>-4-^;U^>m^5 1 ;U (2. 0 g) £g£ 
(10 0ml) l»U 6NM (40m.l) ^M, 8013. 30 

$sb7c 0 gftSSSL. 7- (4-tMUy7i=;W -2, 3-ykKo- 
1H- 1 -sOV7W>-4-%Jl,#>m*^)\, (1. 46g) &3tfi*gg£ 

10 mp 1 75-1 821C (dec. ). 

'H-NMR(<5 ppm, CDC1 3 ) 2. 89 (2H. t. J=4. 5Hz), 3. 17-3. 22(4H, m), 3. 41 (2H. t. 

J=4. 5Hz), 3. 81 (3H, s), 3. 87-3. 91 (4H. m). 6. 67(1H. d, J=8. 3Hz). 6. 97(2H, d, 

J=8. 8Hz), 7. 33(1H. dd, J=2. 0. 8. 3Hz). 7. 45-7. 50 (3H, m). 7. 73(1H, s). 

IR(KBr) v: 3378, 2953. 1694 cm-'. 
15 Anal, calcd. for C 22 H 24 N 2 0 3 • 0. 2H 2 0: C, 71. 80; H. 6. 68; N. 7.61. Found C. 71.51; 

H, 6. 72; N, 7. 47. 

###J 2 7 

€m (o. imi) &M7kmm (o. 2mn ic^t^tu, ^mnmn.T. 
5 ox:x~2mmumm.wi<tio thf (2m d &m?L, *<£t, i- u-^e 

20 J^'jy7ir;p) -2, 3-^t Ha- ih- l -^>yT-tfhf>-4-*;u 
#>BS^^;P (0. 3g) 0THF (15ml) ^^ITbfc. SfiTl. 5 

Tte*SIL/fc. i£$££g£U 1 -tfUI/^JU- 7 - (4- ; EMUy7i^) - 
25 2. 3-^k HO- 1H- 1 -^>V7Wy-4-ts)V^>m^)V (0. 3 

g) zmn&mfktisTnrco 

##0!I2 8 

7-T/d^-l- (t -7 h*Fz/fi)Utf-}\,) -2, 3-y*kh*D-lH - 1 — 
^>VTif\d>-4-t!J^>m^)l (1. Og), 4-Xh^y7xZjU5 
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h;ux> (50mi) (Dm^m^7)vzs>nm%r, ifit3o»wt/c. 

rh7^ (HJ :7:nx;i^7.:7^ » A^v^A (0. 1 2 g) £Jn*-. T;U 

JW7A^P7h^77^- (6W&X3\>U/'\*1J->) T?»81U 1- (t-^ 
h^->*;i/^x;i/) - 7- (4-Xh*y7x-;W -2, 3-vth'o-lH 
- 1 -'0*S7W>-4-*)V'#>m.*7)V (1. lg) ^ifeigf B tlTII 
£. 

10 'H-NMR(<5 ppm, CDC1 3 ) 1. 38-1. 49 (12H, m), 2. 91 (2H. t, J=5. 3Hz). 3. 68(2H, br). 
3. 83(3H, s). 4. 09(2H, q, J=7. 0Hz), 6. 97 (2H, d, J=8. 8Hz), 7. 47-7. 55 (4H. m), 
7. 58 (1H, s), 7. 74 (1H. 4). 
IR(KBr) v : 2980, 1705cm-'. 
###J 2 9 

15 1- ( t Y^ri/tUVlTs-)],) -7- (4-Xh^y7x'JW -2. 3 - ^ 
fcFD- 1H- 1 -^>l/Tiflf>-4 -#;i^>m*^ (1- lg) £gf^ 
X3=-;i/ (50ml) iCft^U 6NttK-(10ml) *JPtL, 80t, 40^ 
iP^j^Ufc. lN7K^ft^MJ^A7k^£ffl^T*?aU SKxf^Tttili 

20 ?c. 7- (4-Xh^->7aix;i/) -2. 3-ykHo-lH- 

l-^>\/Ti?H>-4-#;i/tf>&;*5P;M0. 78g) ^ffe^StlTf 
7c 0 

mp 157-158*0. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 43(3H. t, J=7. 0Hz), 2. 88(2H, t, J=4. 6Hz), 3. 40(2H, 
25 t, J=4. 6Hz). 3. 81 (3H, s). 4. 07(2H. q, J=7.0Hz). 6. 66(1 H, d. J=8. 3Hz), 6. 94(2H, 
d, J=9. 2Hz). 7. 31 (1H, dd. 1=2. 2, 8. 3Hz). 7. 41-7. 47(3H, m), 7. 73(1H, s). 
IR(KBr) v : 3380. 2980, 2948, 1699cm" 1 . 
3 0 

€m (o. 0 9mi) &m*mm (o. i8mi) i;:7j<<$TnrF u m.mmmm. 
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~F\ 5 0W2mmmmm.WVrzo THF (2m l) ZbUX. *«TF, 7- (4 
-X Ky7x'Jl/) -2, 3 -^t Ko- 1 H- 1 -^>Vyife>-4 -^7 
)V-^ym^)V (0. 2 5g) ©THF (15ml) gi^lTLf:. M*&"e4 

TS£*sL£:. igJS£g£U 7 - ,(4-Ih + y7x-JW - 1 -~fc)V=L)V- 2. 
3-yfcFd-lH-l — ^O'/T-tf tf > — 4 — ft iV^yWi^^ )V ( 0 . 2 4 g) 

mp iss-uso. 

10 'H-NMR(<5 ppm, CDC1 3 ) 1. 45(3H, t. J=6. 9 Hz), 2. 95(2H, t. J=4. 9Hz), 3.82- 
3. 88(5H, m), 4. 09(2H. q. J=6. 9Hz), 6. 99 (2H. d, J=8. 8Hz). 7. 1 7 (1H, d. J=8. 0Hz). 
7. 49-7. 58(3H, m). 7. 68(1 H, d, J=2. 2Hz). 7. 75(1H. s). 8. 53(1H, s). 
IR(KBr) v: 2980. 2948, 1709. 1678cm-'. 
##0»J 3 1 

15 7- (4-l^y7i-^) - 1 2, 3-ykKn-lH - 1 - 

^>^/7M ¥>-4-tl)V-#>m.*^)V (0. 2 4 g) &*?S—Jl (25ml), 
THF (30ml) fc&j^U 1 N7jc^b^" h U AtK^ (5ml) 

20 *«£fg£U 7- (4-Xh^y7irJl/) - 1 -7^)1^)1- 2, 3-yth'D 
-lH-l-^>VT-titr>-4-^;^>m (0. 2 3g) 

mp 224-226*0. 

'H-NMR(<5 ppm. CDC1 3 ) 1.46(3H, t, J=6. 9Hz). 2. 97(2H, t. J=5. 1Hz), 3. 88 (2H. 
25 t. J=5. 1Hz). 4. 10(2H, q. J=6. 9Hz). 7. 00(2H, d, J=8. 8Hz). 7. 20(1H, d. J=8. 1Hz). 
7. 53(2H. d. J=8. 8Hz), 7. 59(1 H. dd. J=2. 0. 8.1Hz), 7. 70(1H. d, J=2. 0Hz). 
7. 86 (1H, s), 8. 56(1H, s). 
IR(KBr) v : 2982, 1669. 1682cm-'. 

Anal, calcd. for C J0 H l9 N0 4 -0. 4H 2 0: C. 69. 71; H, 5. 79; N. 4. 06. Found C. 69. 80; 
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H, 6. 00; N, 3. 80. 
3 2 

- (t -:/h*->#;i/#— )V) -2, 3-vtHn-lH-l- 
s<>VTW>-4-fj)U#>m*^)l< (1- Og)., 4- 

5 7x.~M3.?m (o. 6g) , \um.mti^o^mm (8 mi) , x^ 

(8mi) , h;i/x> (5 0mi) (DU^^TJV^ymmmrf. 

2 0^WLf;. ^H^X (hU^oiXjP^X^^ » n^WJ* (0. 1 
2g) £JD;L>' T;i/rf>#H^TT-^MML,^:o I^x^l/T^ifl U til 

10 L, il^y'j^;W7^o7h^77>f- (^mx^;i//^if» -e*f 

il, 1- (t-^N+y*M-;W - 7- [4- + 
7i-JH -2, HO- 1H- 1 -^>y7-t?kr>-4-#;io£>^* 

(1. 1 g) *ifi^-f^il/T#fc. 
'H-NMR ( d ppm, CDC1 3 ) 1.26(3H, t, 1=7. 1Hz), 1. 49(9H, s), 2. 91 (2H, t, 1=4. 8Hz), 
15 3. 63(2H. q. 1=7. 1Hz), 3. 68(2H, br), 3. 83(2H. t, 1=4. 9Hz), 3. 83(3H, s), 
4. 17(2H. t, 1=4. 9Hz), 7. 00(2H, d, J=8. 8Hz). 7. 47-7. 53 (4H. m). 7. 58(1H, s), 
7. 73(1 H, s). 

IR(neat) v : 2976, 1705cm-'. 
3 3 

20 1- ( t -7*h*y*M^) - 7- [4- (2-Ih + yIh + y) !7;nX 
;H-2, 3-^h Ho- 1H- 1 -^>V7-iitf>-4-*;U/}?>^^^;Kl . 
1 g) &B*HfeX^;U (5 0ml) fc***U 6NSi (2 0ml) £j&Q*_, 8 0*0, 
4 5Mi^lfe. lN7k$tfl:^HU£A*^£J8V>T*fnU ^X^ 

25 T«*U£. i£$g£M£U 7- [4- (2-Xh^>lh^» 7ocXJU] - 

2, 3-yt Ho- ih- i -^>VT-tftr>-4-^;i/^>^^^;u (0. 7 

g) Sffi^tlTHfe. 
mp 102-108'C. 

'H-NMR(6ppm, CDC1 3 ) 1.26(3H, t, 1=7. 0Hz), 2. 88(2H. t, J=4. 7Hz), 3. 40(2H, 
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t. J=4. 7Hz), 3. 62(2H, q, J=7. OHz), 3. 81 (3H. s), 3. 82 (2H, t. J=5. OHz), 4. 16C2H, 
t, J=5. OHz), 6. 67(1H, d. J=8. 5Hz). 6. 97(2H. d. J=8. 8Hz). 7. 31 (1H, dd, J=2. 2, 
8.5Hz), 7. 42-7. 47 (3H, m), 7. 730H. s). 
IR(KBr) v: 3370, 2976. 2946, 2870. 1698cm-'. 
5 Anal, calcd. for C 22 H 25 N0 4 : C. 71. 91; H. 6. 86; N, 3. 81. Found C. 71. 88; H. 6. 79; 
N. 3.78. 

0mm 3 4 

€m (o. i3mi) &m*mm. (o. 25mn k^tmtu mmmmm. 
Ts 5 ox:-c2mmmmm.&i'fr 0 thf (2m n *m?L. tk^t, 7- [4 

10 - + -2. 3-ytHD-lH-l-^>7 

7t*lf>-4-^M>l^^ (0. 2 5 g) ©THF (10ml) M« 

Tbfco mux— mm&mizLfco Tk^jo^ w&^fr-cmmufro 

v^A^ffl^T^Lfc. mm&^lkls, 7- [4- + 

15 yji-jil - i 2, 3 -v?t Ho- 1 h- 1 -^>i/7i? tf>-4 
-fcjM^B&j*^ (0. 2g) ^4gfe^^<hL.Tt#^„ 

mp 138-142*0. 

'H-NMR(<5 ppm. CDC1 3 ) 1.27(3H, I. J=6. 9Hz). 2. 95(2H. t, J=5. 1Hz), 3. 63(2H, 
q. J=6. 9Hz), 3. 81-3. 88(7H. m). 4. 19(2H, t. J =5. OHz), 7. 03 (2H, d, J=8. 8Hz), 
20 7. 17(1H, d. J=8. 2Hz), 7. 48-7. 59(3H. m), 7. 68(1H. d. J=2. 2Hz), 7. 75(1H. s). 
IR(KBr) v : 2872. 1709. 1678cm-'. 

Anal, calcd. for C 23 H 25 N0 5 : C, 69. 86; H, 6. 37; N. 3. 54. Found C, 69. 88; H. 6. 43; 
N. 3. 49. 

tmm 3 5 

25 7- [4- (2-Xh^>xKy) 7iX^] - 1 2. 3->>t 
KD-lH-l-^> 4 /7t'lf>-4-*M>^fJl/ (0. 2g) J 
-)V (25ml) , THF (25ml) fc*#U 1 NtK^^ h U V AfrmM. 
(5ml) StJOtU ^iST-lftif#L;fc 0 mmh. tK^JdA> INMttfOl' 
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^TgHU;. *Ji*«SU'7- [4- + 7x^JH 

- l -xrukiuu- 2, 3 -^t Ho- i h- l -^>y7iftr>-4-*;p^> 
B£ (0.. 19g) ^i^Iittflfc. 

mp 190-192*0. 

5 'H-NMR(<5 ppm. CDC1 3 ) 1. 27(3H. t. J=7. 0Hz), 2. 97(2H. t. J=4. 4Hz), 3. 64(2H, 
q, J=7. 0Hz), 3. 81-3. 90(4H, m), 4. 19(2H. t, J=5. 0Hz), 7. 03(2H, d. J=8. 8Hz), 
7. 19(1H. d. J=8. 2Hz), 7. 52(2H. d. J=8. 8Hz), 7. 59(1H. dd. J=2. 2, 8. 2Hz), 
7. 69 (1H. d. J=2. 2Hz). 7. 85 (1H, s), 8. 55 (1H, s). 
IR(KBr) v: 2936. 2872, 1682. 1671cm-'. 
10 Anal, calcd. for C 22 H 23 N0 5 : C. 69. 28; H. 6. 08; N, 3. 67. Found C. 69. 00; H. 6. 31 ; 
N. 3. 56. 
###J 3 6 

1 2. 3 -$?fc Ko- 1 H- 1 -^>\/7-b? \t>- 4 

(20g) . 4- + ^x— 

15 (14. 9g) , lMM^'J^A7jc^ (13 0ml) . X^/-;i, (130 
ml) , h;Px> (1 0 0 0ml) (Dm^m^T^ynmpTf. iSt'30^ 
mm&Xstio fh7+X (h V 7 4 » n=7Wl± (3g) £2jd*_, 

20 vU*^r;i/*^Ai7o-7 h^:^ — (@^x^;k/^-tj-» -emmi<. 7- 

[4- (2-Xh+ylh + y) 7 - 1 -^)15.JI- 2 , 3-vtFD 

- 1H- 1 -^>V7if^>-4-^jJlyfs>m^^)l (2 5. 2g) £4*6^11, 

###y 3 7 

25 7-^Dt-l- (t-^h^Fy*M-JW -2, 3-^th'D-lH- 1 — 

^>\/7-if tr>-4-7j;^>^7<^;i/ (i. og) . 4- (3-ih^n 

^:r.x;i4i:-9^ (0. 62g) , lMmmXVy&Jmm (8ml) , 

i^y-ji/ (8mi) . h;ux> (50mi) <dm&®i*7 )V3 ymmmrf . ^ 

&T3 O^iltfiLfc. ^h^** (hU7x-MX7^» A^v^A (0. 
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i2g) £ira*» Tjvz!>mm^T-v~mmm.^rc 0 &&x.3-)w&mv. mm 

»SIU 1- (t -^h^'>*;Usl?-;W - 7- [4- 
'5 7i^] -2, Ho- 1H- 1 -^>y r 7-tftf>-4-^;U7^> 

B&*3\«/ (1. 2g) fcfcftttafcUT»&. 
mp 125-12813. 

'H-NMR(5 ppm, CDC1 3 ) 1.21 (3ft t, J=7. 0Hz), 1.49C9H, s), 2. 02-2. 14 (2ft m), 
2. 91 (2ft t, J=4. 2Hz), 3. 51 (2ft q. J=7. 0Hz), 3. 62(2ft t. J=6. 3Hz), 3. 65(2ft 
10 br), 3. 83(3H, s). 4. 12 (2ft t, J=6. 2Hz), 6. 98 (2ft d, J =8. 8Hz), 7. 40-7. 55 (4H. 
m), 7. 57 (1H, s). 7. 73 (1H. s). 
IR(KBr) v : 2976. 2948, 2872, 1705cm" 1 . 
###13 8. 

1- ( t -7 V^-l/tl )V7S-)),) - 7- [4- (3-lh + ->^P^*» 7i 
15 — )V\ -2. 3-^bh*D-lH-l-^>\/T-tffcf>-4-*;^>^^^;i/ 
(1- 2g) MX^ (50ml) »U 6NM (1 Oral) ^M, 
8 Or. 3 0»«tfc. lN^fb^HJ^A^^ffl^T^ftU 

A*ffilr»Tl£j»Lfc. *§*££@£U 7- [4- (S-lh + y^P^y) 7 
20 x— -2, 3 -5?fc Hn- 1 H- 1 -^>yT't?lf>-4-*;U#>K^5 L 
;i/ (0. 8g) **fi*SatLT#fc. 
mp 99-102*0. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 21 (3H, t, J=7. 0Hz), 2. 01-2. 13 (2H. m). 2. 88(2H. t, 
J=4. 7Hz), 3. 41 (2ft t, J=4. 7Hz), 3. 51 (2H. q, J=7. 0Hz), 3. 62(2H, t, J=6. 2Hz). 
25 3. 81 (3H. s). 4. 10(2H. t. J=6. 2Hz). 4. 78(1H, br); 6. 67(1 ft d, J=8. 5Hz), 
6. 95(2ft d, J=8. 8Hz), 7.320ft dd. J=2. 2. 8.5Hz). 7. 43-7. 47 (3H. m). 7.730ft 
s). 

IR(KBr) v: 3374, 2949. 2868, 1699cm-'. 

Anal, calcd. for C 23 H 2? N0 4 : C. 72. 42; H, 7. 13; N. 3.67. Found C, 72. 24; ft 7.04; 
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N, 3.67. 

3 9 

€Wt (0. 11ml) (0. 22ml) te^WTFiKT U ^.m^fflm. 

T, 5 0 < CT2B#P B WQ^iti$bfe. THF (2ml) £JD*. TkifTF. 7- [4 
5 - (3-Xh^>yn^y) 7x-JH -2, 3 -yk FD- 1 H- 1 

V7-t£X>-4-tl)l'tf>&*3 L )V (0. 3 5g) ©THF (15ml) mffi.& 

rzo mmm&mmymj-hWAymm. 7X. tsfp^mTKT^L, m*m.m-? 
tf*i"yi»&m^T&mvtzo mmz^v. 7-14- (3-xh^>^ 

10 - 1 -*;i^;i/-2, 3 ->>fc Fo- 1 h- 1 -'OVx-fe'tf 

>-4-7t»;U^>m^5 L ;l/ (0. 36g) ll£LT#£:. 
mp 11 2-1 13*0. 

'H-NMR(<5 ppm. CDC1 3 ) 1. 22(3H, t. J=7. 0Hz), 2. 03-2. 15 (2H. m), 2. 95(2H, t. 
J=4. 8Hz). 3. 52(2H. q, J=7. 0Hz), 3. 63(2H, t, J=6. 3Hz), 3. 84(3H, s). 3. 84(2H. 
15 t, 1=4. 8Hz), 4. 13(2H, t, J=6. 3Hz), 7. 01 (2H, d, J=8. 8Hz), 7. 17(1H, d. J=8. 2Hz), 
7. 52(2H, d, 1=8. 8Hz). 7. 56 (1H. dd, J=2. 2. 8. 8Hz), 7. 68(1H, d, J=2. 2Hz), 
7. 75 (1H. s), 8. 53(1 H, s). 
IR(KBr) v: 2951, 2872. 1709, 1678cm-'. 

Anal, calcd. for C 24 H 21 N0 5 • Q. 2H 2 0: C. 69. 78; H. 6. 69; N. 3. 39. Found C, 69. 98; 
20 H, 6. 79; N, 3. 28. 
###| 4 0 

7- [4- 7xZJb] - 1 -*)l/^;i/- 2. 3-zS 

t Kd- 1H- 1 -^>V71£¥>- 4-t))l#>m.*^)l (0. 3 1 g) S:^ 
(25ml) , THF (25ml) £igjfr>u 1 NtKM^^ h U V AtK 
25 (8ml) £iP7L, 5 Or, 1. 5 P#r B Wni*H#Lfc„ *t*SU Tk^flQ;^ 

^7K«v^5/OAT^Lfec mmZIMlkl'* 7- [4- (3-Xh + y^ 
□ 7iXJH - 1 2. 3-^tHo-lH-l-^>^T 

W>-4-%)]/#>m (0. 3g) ^M-fe^<hbT#fc. 
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mp 179-1 Sir. 

'H-NMR(<5 ppra. CDC1 3 ) 1.22C3H, t. J=7. 1Hz), 2. 03-2. 15(2H, m). 2. 97(2H, t, 
J=5. 5Hz). 3. 52(2H. q, J=7. 1Hz). 3. 63(2H, t, J=6. 3Hz), 3. 88(2H, t, J =5. 5Hz), 
4. 13(2H. t. J=6. OHz), 7. 01 (2H, d, J=8. 8Hz). 7. 19 (1H, d, J=8. 1Hz). 7. 52 (2H. 
5 d. J=8. 8Hz). 7. 58(1H, dd, J=2. 0, 8.1Hz), 7. 69(1H, d. J=2. OHz), 7. 85(1H. s). 
8. 55 (1H, s). 

IR(KBr) v : 3036, 2870, 1682cm' 1 . 

Anal, calcd. for C 23 H 25 NO s : C, 69. 86; H, 6. 37; N, 3.54. Found C. 69. 64; H. 6.32; 
N, 3.55. 
10 ###14 1 

( t -Zf h -2. 3-ytKo-lH-l- 
^>*/-7-W>-4-tJJl#>%i*^)l (1. Og) , 3, 4-i>*Xh^->7ai 

—Mztm (o. 6 3g)> iummtiv^A7^mm (8m\) . jl^ (8 

ml), h;i/X> (5 0ml) <DM^m&7)VzI >mm%T. MT3 0#IHMI 

15 #bfc e rb7^ ( h u ^^-;P/jNX^>r » n=>wix (o. i2g) £;bn 

y'J^M7A^D7S^77>f- Ttt®U 1- 

( t -:/h=^ #x;P) - 7- (3. 4->?xh^i>7ai-;i/) -2, 3- 
20 yk KP- 1H- 1 -^>l/Tizhr>-4-7^;U^>^^^;i/ (1. 3 g) 

mp 168-173^. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 45-1. 5305H. m). 2. 90(2H. t, J =5. OHz), 3. 68 (2H, br). 
3. 83(3H. s), 4. 09-4. 23 (4H. m), 6. 95(1H, d. J=9. 2Hz). 7. 09-7. 14 (2H. m), 
25 7. 40-7. 52(2H. m), 7. 57(1H. s). 7. 74(1H, s). 
IR(KBr) v: 2980, 1705cm-'. 

Anal, calcd. for C„H 33 N0 6 : C, 69. 36; H, 7. 11; N, 3. 00. Found C, 69. 17; H. 7. 11; 
N, 2.93. 
###14 2 
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1- (t -Zfb^ri'tl)^— Jl>) -7- (3. 4-yI^y7iZjW -2. 

HO- 1H- 1 -^>v'7izkr>-4-;*7;U#>8L>Wl' (1. 3 g) 
^KiXfJl/ (50ml) IC^U 6NM (10ml) £JP*., 8 0^ 1 

fctb/Co *g$££@5feU 7- (3. 4-ylh + ->7i-JW -2, 3-ykh* 

a- ih- i -^>i/r-tft! >-4-*;u#>m^5 1 ;i/ (0. 7g) 

mp 159-1 64*0. 

10 'H-NMR((5 ppm, CDC1 3 ) 1. 43-1. 52 (6H. n).. 2. 89 (2ft t, J=4. 8Hz). 3. 41 (2H. t, 
1=4. 8Hz), 3. 81 (3H, s), 4. 08-4. 22 (4H. m), 6. 67(1H. d, 1=8. 4Hz), 6. 92(1H. d. 
1=9. 2Hz). 7. 03-7. 07 (2H. m). 7. 31 (1H, dd, 1=2.2, 8. 2Hz) , 7. 45(1H, d, 1=2. 2Hz), 
7. 73 (1H. s). 

IR(KBr) v: 3391, 2980. 1688cm". 
15 Anal, calcd. for C 22 H 25 N0 4 -0. 2H 2 0: C, 71.21; H. 6. 90; N. 3.77. Found C, 71.23; 
H, 6. 88; N. 3. 67. 
###J4 3 

€m (0. 1 lml) £*£7Kgm (0. 2 2ml) iZTk&Ti&TU ^if HM 
T» 5 ox;-c2mmi}nmm.&vtz 0 THF (2m 1) ^iPA, TkftT. 7- (3. 
20 4-yIh^y7iZ^ -2. 3 -S?fc h*D- 1 H- 1 -^>VT-t*tf >- 4 
-ti)V^ym^^)V (0. 3 5 g) ©THF (20ml) i^ITUc. 

x~-mtw'&. mm^^vrz. tr^up*. smx^rafitiiLfc. mmmttm 

^T^Lfeo *g8££^U 7- (3, 4-yIh^y7i^JW - 1 

25 ^;i/-2, 3 -v^t Ho- i h- i -^>yT-tftf>-4-*;^>^^5 : -;i/ 

(0. 3 5g) £&tfe*£JI£LTf#7Co 
mp 152-1531C. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 45-1. 54(6H, m), 2. 95(2H, t, 1=5. 3Hz), 3. 82-3. 88 (5H, 
m), 4. 10-4. 24(4H, m). 6. 97(1H, d, J=8. 8Hz). 7. 11-7. 19 (3H. m), 7. 56 (IH. dd, 
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J=2. 2, 8. 4Hz), 7. 67(1H, d. J=2. 2Hz), 7. 76(1H, s), 8. 53(1H, s). 
IR(KBr) v : 2980. 1709, 1678cm' 1 . 

Anal, calcd. for C 23 H 25 N0 5 -0. 2H 2 0: C. 69. 23; H, 6. 42; N, 3.51. Found C, 69.39; 
H, 6. 39; N, 3. 48. 
5 4 4 

7- (3, 4-z/JLV*i/7 x.-)l) - 1 2. 3-yth*D-lH 

- i -^>\/y-tftr>-4-^;i/^>^^^;p (o. 3 3 g) >v (2 

5ml) . THF (2 5ml) izmfrh, 1 N7K&fc:r- h U ^ A7k*g?& (8ml) 

10 ^7V?tetrju «gjf£7j<, t§fD^7jcTSfe#b, m7K^m^^^~>^AT:Mm 

istzo mm&%3kV, 7- (3. 4-^xh^r->^ai-;w) - i ;u- 2, 

3 -v^k HP- 1 H- 1 -^>l/Tizhf>-4 -#;W2l?>Bfc (0. 3 2 g) 
mp 228-233*0 (dec. ). 

15 'H-NMR(<5 ppm, CDC1 3 ) 1.49(3H. t. J=7. 0Hz), 1. 50(3H, t. J=7. 0Hz). 2. 97(2H. 
t, J=5. 5Hz), 3. 88(2H, t. J=5. 5Hz). 4. 1 1-4. 24(4H, m), 6. 97(1 H, d. J=8. 7Hz), 
7. 11-7. 21 (3H, m), 7. 59(1H, dd. J=2. 0, 8. 7Hz), 7. 69(1 H, d, J=2. 0Hz). 7. 86(1H, 
s). 8. 55 (1H, s). 

IR(KBr) v : 2980, 1682, 1669cm' 1 . 
20 Anal, calcd. for C 22 H 23 N0 5 : C. 69. 28; H. 6. 08; N, 3. 67. Found C. 69. 31; H, 6. 23; 
N, 3. 60. 

4 5 

7 -^n^E- 1 -*JUa;i/- 2. 3-yk Hd- 1 H- 1 -^>yy-tffcf>- 4 
-•tJ)V#>m.*^)V (0. 25g) , 4- (2 -:?*r^>Xh^v) 7iZjH3 
25 -5^(0. 2 3g), IM^^U^AtK^ (2. 5m 1 ) , X^/-;U (2. 
5ml) , Wl/X> (2 5ml) (D^^7 )V3>mmm.T* 
mWXstz.* "rb7*X (h'J7x^MZ7^ » A7y>7^ (0. 0 4 g) £ 
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- [4- + 7i^JH - 1 -jM^^- 2. 3-ytF 

p- i h- i -^>yx-et*>-4-#;i^>m*^;u (o. 2 3 g) 

5 'H-NMR(fi ppm, CDC1 3 ) 0. 94(3H, t. J=7. 2Hz). 1. 34-1. 45 (2H, m). 1. 55-1. 69C2H. 
m). 2. 94(2H. t, J=5. 0Hz), 3. 56 (2H, t. J=6. 6Hz). 3. 79-3. 87 (7H. id). 4. 18(2H. 
t. J=5. 0Hz). 7. 02 (2H, d, 1=9. 2Hz), 7. 17(1H. d, J=8. 4Hz). 7. 48-7. 58 (3H, m), 
7. 68(1H, d, J=2. 2Hz). 7. 75(1H, s), 8. 53(1 H. s). 
IR(neat) v: 2938, 2870. 1713. 1682cm-*. 
10 4 6 

7- [4- (2-7h^>Xb+y) 7xXJH - 1 2, 3-i/t 
Ho- 1 H- 1 -'OV'y-t? ¥>-4-*Ul#>m.*^)l (0. 2 3g) 

(2 5ml) , THF (2 5ml) 1 NTk^Kt^ h U ^AzK*§ 

(5ml) Sim*., 5 5^C, 1. 5Pm&DafcSt#U&. itllSU tK€:JD^., 1 

7KloStm-x'^->^AT^bfco *§g&£@*U 7- [4- (2-y^ylh 
7i-iW -l-*;i^;i/-2, 3-^tHD-lH-l-^>yyiffcf 
>- 4-*U]s#>m (0. 24g) ^ife7^7 77tlTifc:. 
'H-NMR(<5 ppm, CDC1 3 ) 0. 94 (3H, t. J=7. 3Hz). 1. 27-1. 45(2H. m), 1. 55-1. 66(2H. 
20 m). 2. 97(2H. t. J=4. 9Hz). 3. 57(2H. t. J=6. 8Hz). 3. 80-3. 90 (4H. m), 4. 18(2H. 
t. J=4. 9Hz). 7. 06(2H. d. J=8. 8Hz). 7. 19(1H. d, J=8. 2Hz), 7. 52(2H. d. J=8. 8Hz). 
7. 58(1H. dd. J=2. 0. 8. 2Hz). 7. 69(1H, d. J=2. 0Hz). 7. 85(1H, s), 8. 55(1H. s). 
IR(KBr) v: 2955. 2934, 2867, 1682, 1669cm-'. 
##0!J 4 7 

25 7 -^d^e- i ju- 2, 3-vb hd- ih- i -^>yy-tftf>-4 

-tl)\s#>m*?-)V (0. 2g) , 4- [N— (2-Xh^yl^) 
W^y] 7xrjH55f(0. 17g) . (0. 2g),7k(l. 

lml) , X^y-JU (1. lml) , Hl/X> (10. 7ml) £>7g^£T 
;H3*>»fflmTs i^30^f B »lit. Th7+X (hij7i-J^77^ 
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» n^WK (0. 0 3g) ^riJDx.. 7)\s3>mW%T-V— IftitSitLfc. g^BI 

X^;tv"\*1r;» T'tSIL, 7- [4- [N- (2-Ih*xX?JV) -N- 
5 /] 7i^H - 1 2, 3-ytHo-lH-l-^> 

yTiffcr>-4-#Jl/#>^*^;U (0. 2 2g) *ife7W7^tUTf* 

'H-NMR(<5 ppm, CDC1 3 ) 1. 21 (3H. t. J=7. 0Hz), 2. 91-2. 97 (2H. m), 3. 05 (3H. s), 
3. 52(2H, q. J=7. 0Hz), 3. 58-3. 63 (4H, m), 3. 81-3. 88 (2H. m), 3. 84(3H, s). 
10 6. 81 (2H. d. J=8. 8Hz), 7. 14(1H, d, J=8. 2Hz). 7. 46-7. 57(3H, m). 7. 67(1 H, d. 
J=2. 0Hz), 7. 750H, s). 8. 52 (1H. s). 

IR(KBr) v: 1707. 1678, 1610. 1503. 1358. 1261, 1234. 1196cm-'. 
4 8 

7- [4- [N- -N-*^;UT^y] 7i-JH -1 

15 -3j>;ua;u-2. Ha- ih- i -^>yT-fe < tr>-4-^;i/^>^>< 

3^1/ (0. 2 2g) **$J— )V (6. 6ml) , THF (4. 4ml) KlJgj&» 

i N&m4t±hv<y2±7mm (2. 2m 1) stJoa, sia-c— 

fn^7KT^5fe#L, toK^K^*^ AT?tt*SU&. ^«E«:«*L/, 7- [4 
20 - [N- 7xZJW -1-^3 

;i/-2. 3-ytHD - 1H- 1 -s<>V7W>-4-tl)l>-&>& (0. 18 
g) !&ife7 : E^77^i:LTifc 0 

'H-NMR(<5 ppm, CDC 1 3 ) 1. 10(3H, t. J=7. 4Hz). 2. 68-2. 81 (2H. m). 2. 97 (3H, s). 
3. 26-3. 38(2H. m). 3. 44(2H. q. J=7. 0Hz). 3. 54(3H. s). 3. 68-3. 73(2H. m). 
25 6. 79(2H. d. J=8. 8Hz). 7. 36(1H. d, J=8. 8Hz). 7. 56-7. 73(4H, m). 7. 86(1H, s). 
8. 52 (1H. s). 

IR(KBr) v:2975. 2876. 1678, 1611. 1503. 1312. 1431. 1292. 1273, 1194. 1117, 
810cm - '. 

4 9 
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1 -7fr)\,2.;i-2, HO- 1H- 1 -^>V7-tftT>-4 

-^;u^>B6^5 L ;i/ (o. 2g) , 4- [n- (2 -xh^r->x^;i/) -n-x 

^75 7] 7i-JHJ^ (0. 4 6g) , 1M«BS*U^AtK*« (3. 2 
ml) , l^;-;K3. 2ml), h;PX> (2 5 m 1 ) <Dm&W*7)VzS> 

^i?^A (0. 0 3g) SiJD*., 7;^>#i^TT- BHMfcbfc. ihrx^u 
TtfitiJU WttUi&7k. gaf0^7jC7??5fe#, &*^^*v£ATf£*£U7c. 

/^+J-» Ti^b, 7- [4- [N — + -N-X^ 

io r^y] 7x-;i/] -i-*;u^;u-2, 3 ->?t Hn- 1 h- 1 -*<>V7M 

\i>- 4-tt)V^>m.^^)V (0. 2 3g) ^7^7 77tLT#fc„ 
'H-NMR(<5 ppm. CDC1 3 ) 1. 17-1. 26 (6H. m). 2. 94(2H, t, J=4. 8Hz), 3. 42-3. 64 (8H. 
m), 3. 82-3. 87 (5H. m). 6. 78 (2a d, J=8. 8Hz). 7. 13(1H. d, J=8. 1Hz), 7. 47 (2H. 
d. J=8. 8Hz), 7. 540H, dd. J=2. 1, 8.1Hz). 7. 660H, d, J=2. 1Hz), 7. 75(1H, s). 
15 8. 51 (1H. s). 

IR(KBr) v: 2973. 2868. 1709. 1678cm-'. 
02?M 5 0 

7- [4- [N- -N-X^75 7] 7i'JW -1 

-*ju*;w-2. 3-S?ti Ko- 1H- 1 -^>*/7iffcr>-4-;fr;u#>&j* 

20 3^1/ (0. 2 3 g) (25ml) , THF (25ml) Ki£#»U 

lNTKm^hU^ATjc^ (5. 5ml) SriD*., MT-tta#Lfc. 

&7fa?ife#U «l7KliifiK"7^->^ATl£»L/fc. jSttESS^jU 7- [4- [N 
- -N-X^-;UT = y] 7i-Jl/] - l 2. 

25 3-ybFD - 1H- 1 -s<>V7W>-4-%)l>#>m (0. 2g) M 

mp 182-1 84*0. 

'H-NMR(<5 ppm. CDC1 3 ) 1. 17-1. 30(6H. m). 2. 97(2H. t. J =5. 7Hz), 3. 43-3. 65 (8H, 
m). 3. 87 (2H, t. J=5. 7Hz), 6. 79 (2H, d, J=8. 8Hz), 7. 16(1H, d. J=8. 4Hz). 7. 48(2H. 
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d, J=8. 8Hz), 7. 58 0H. dd. J=2. 0. 8.4Hz), 7. 68(1H, d, J=2. 0Hz), 7. 86 OH, s), 
8. 54 (1H, s). 

IR(KBr) v : 2973, 2872, 1682cm-'. 

m-mm 5 1 

5 1 -frJl^Jl- 2, 3 -y'k Ko- 1 H- 1 -^>^Tif tf>- 4 

-#;i^>^y^;u (o. 2 5g) , 4- [n-x^;1/-n- ^-yntf^v 
x^;io T^y] (0. 3g) > ium.mt)W2±*mm. (2. 

5ml) , x^/— ;U (2. 5ml) , h;UX> (25ml) <DM%%Q*T )l>zS 

10 A^v^A (0. 0 4g) £JD*_, T;Hf>^HmT"r— ^^b7to I*&X^ 

+>-» T«§S!U 7- [4- [N-x^ju-n- ( 2 -^d^->x^;p) T 5: 
y] 7x.-)W - i 2, 3 - yt Fo- i h- i tr> 

15 -4-tl)l^>m^^)l (0. 3 1 g) ?r^fe^--f ;U<i:bT#rc. 

'H-NMRC5 ppm, CDC1 3 ) 0. 93(3H. t, J=7. 3Hz), 1. 21 (3H. t. J=7. 0Hz). 1.59- 
1. 66(2H, m), 2. 94(2H, t, J=5. 2Hz). 3. 39-3. 64 (8H, m), 3. 82-3. 87 (5H, m). 
6. 78(2H, d. J=9. 0Hz), 7. 14(1H. d, J=8. 2Hz). 7. 47(2H, d. J=9. 0Hz), 7. 55(1H, 
dd. J=2. 0, 8. 2Hz), 7. 66(1H. d, J=2. 0Hz). 7. 75(1H. s), 8. 52(1H, s). 

20 IR(neat) v: 2942, 2867, 1709, 1682cm-'. 
###J 5 2 

7- [4- [N-X^;i/-N- (2-7°0^yX^) 75 7] 7x-JH - 
1 2. 3 ->?fc KD-1 H- 1 -'OVT-tffc? >- 4 -#;i/7tf>g? 

(0. 3 1 g) &*?y—)l (25ml) , THF (25ml) tdit^U 

25 iN7K^b^-hu , 7A7K^ (7mi) ^jda> 6o*c, i. 5 mmmmuwv 

- [N-x^;U-N- (2-7D^yxfJW 7$;] 7xx;i/J - i 
5;i/-2. 3-i^t KD- 1H- 1 -^>V r Tiftf>-4-^;U^>^ (0. 2 
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9g) &aaHMS»£:bT#fc. 
mp 169-171T:. 

'H-NMR(5 ppm, CDClj) 0. 93(3H. t. J=7. 5Hz), 1. 21 (3H, t, J=7. OHz). 1.56- 
1.66(2H. m). 2. 96(2H, t, J =5. OHz). 3. 39-3. 62 (8H, m). 3. 87 (2a t. J=5. OHz), 
5 6. 78 (2H, d, J=8. 8Hz), 7. 16 (1H. d, J =8. OHz), 7. 47(2H. d, J=8. 8Hz). 7. 58(1H, 
dd. J=2. 0, 8.0Hz). 7. 680H, d, J=2. OHz), 7. 84(1H, s). 8. 54 (1H. s). 
IR(KBr) v : 2967, 2870. 1680cm-'. 
5 3 

7- (4 -^*U J 7zl-)1) -2. 3 -S?h HP- 1H- 1 -^>VTiftf 
10 >-4-#;W#>M*3Ml' (0. 7g) , lfU> 5 > (l. 2ml) ^THF (5 

omi) *?>z>)v*>Mm7k!&) (i. 5g) &mx. ^.mnmnrf. 

15 » tmil, i -;*^>7Ji/*-;i/- 7 - (4- ; e;^uy7ai-;i/) -2. 

3-^fc HD- 1H- 1 -^>V7if bT>-4-^;i/^>^^^;b (0. 4g) 
mp 224-226*0 (dec. ). 

'H-NMR(a ppm. CDCI3) 2.78 (3H. s). 3. 05(2H. t. J=5. OHz). 3. 21-3. 26(4H. m). 
20 3. 85-3. 92 (9H. m), 6. 99 (2H, d, J=9. 2Hz). 7. 50-7. 58 (3H, m), 7. 63-7. 69 (2H. m). 
7. 80 (1H, s). 

IR(KBr) v : 2953. 1709cm' 1 . 

mmm 5 4 

1 -*?>7s)V~fc-)V- 7 - (4- : EJ^ l jy7i-JW -2. 3-yth'D- 
25 1H- 1 -^>VTiftf>-4-*;i/^>m^^K0. 4g)^^;-JKl 
0 0ml), THF (100ml) fcjl^U 1 NtKM^ h U ^ AtK?§*£ ( 1 
Oml) £flP*-> ^*&T-lftit#L£:o 1 NtK^^" h U ^A7fc?gi£ (5ml) 

£iijpu 6 or, i. 5^mmmm.wvr^o mmv, tk^jpa, inmt^ 
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■J /7i-JW -2, 3 - y k HD - 1 H - 1 -^>77t* e> - 4 - *M> 
Bfe (0. 3 6g) £$St6iBS£LT*§fc. 
mp 264-275*0 (dec. ). 

5 'H-NMRC6 ppm, CDC1 3 +CD 3 0D) 2. 79(3H, s). 3. 02 (2H. t. J=5. 1Hz). 3. 21-3. 26 (4H, 
m). 3. 84-3. 92 (6H, m), 7. 00 (2H, d. J=8. 8Hz), 7. 50-7. 58 (3H. m), 7. 64-7. 68 (2H, 
m), 7. 83 (1H, s). 

IR(KBr) v : 2969, 2832, 1671cm-'. 

Anal, calcd. for C 22 H 2 «N 2 0 5 S: C, 61.66; R 5.65; N, 6.54. Found C, 61.48; H, 
10 5. 81 ; N, 6. 25. 

5 5 

7- (4-Ih^>7i-;W -2, 3-yth'P-lH - 1 — ^>\/Tif tf> 
- 4-J])\s#>m*^)l< (0. 25g) , tf'J> ? > (0. 6ml) SrTHF (2 

5mi) *9>7>)ir7fr>&mfrm (o. 6 7g) srjo^., ^mm-mm. 

15 t\ 400, — mtium$twistco *?>x)\s-fc>mm*y!) (o. ng) s^in 

'\=*ptr-» Tfflisib, 7- (4-ih+y7xrjw - i - * >x;u*- 

20 2, 3 -> 5 tHD-lH-l-^>VT1ftr>-4-^;i/^>^^^ 1 ;i' (0. 1 
4g) tlsTntz. 

mp ns-mic. 

'H-NMR((5 ppm, CDC1 3 ) 1. 45 (3H. t, J=7. 1Hz). 2. 78C3H. s). 3. 05(2H, t, J=4. 9Hz), 
3. 84-3. 89(5H, m), 4. 09 (2H. q, J=7. 1Hz), 6. 98(2H, d, J=8. 8Hz). 7. 49-7. 57 (3H, 
25 m), 7. 63(1H, d, J=2. 2Hz), 7. 67UH, d, J=8. 4Hz). 7. 80(1H. s). 
IR(KBr) v : 2984. 171 lcm" 1 . 
#%#J 5 6 

7- (4-Ih+y7i^l/) - 1 -*?>X)\>*~)1- 2, 3-ykh'P-l 

h- i -^>yT-iftf>-4-^;^>m^^;Ko. i 4 g) (2 
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5ml) , THF (25ml) KlfefrU 1 NTKfit-ffc^ h U V Azk*£S£ ( 3 m 1 ) 

bfeo B?«E*:gSU 7- (4-Xh^y7xZJl/) - l - * ^ >7JW*~ ;U- 
5 2. 3-5?t Fo-lH-l-^>*/7i?lf>-4-*;P3p>at (0. 1 3 g) 

mp 237-242T: (dec. ). 

'H-NMR(<5 ppm, CDC1 3 ) 1. 46 (3H. t. J=7. 0Hz), 2. 81 (3H, s). 3. 08(2H, t, J=5. 9Hz), 
3. 89(2H. t. J=5. 9Hz), 4. 10(2a Q, J =7. 0Hz). 6. 99(2H, d, J=8. 8Hz). 7. 52(2H. 
10 d. J=8. 8Hz), 7. 58C1H. dd, J=2. 0, 8. 4Hz). 7. 65 (1H. d. J=2. 0Hz), 7. 70(1H, d. 
J=8. 4Hz), 7. 91 (1H. s). 
IR(KBr) v : 2984, 1669cm-'. 
5 7 

7- [4- 7x^JH -2. 3-^tKD-lH-l 

15 -^>yT-fcftf>-4-*;i/^>^^5 L ;i/ (0. 2 5g) , kfU->*> (0. 5m 
1) £THF (30ml) iCigj^U >x;i^ (0. 6 g) £rin 

^mnmfzLT. sot, — ^UD^it^bfe. ;*^>x;m^>^&tM£i (o. 
i g) &aijnu 5 or, 2i^Mioffttta*bfc. mm&&&i^ zK^anx., gt^ 

^X^;U/^i7-» Ttt*!U 7- [4- (2-Xh^yIh^y) 

- 1 -^^>X;l/^-^-2. 3 -yk Ho- 1 H- 1 -^>l/T-tf fcf >- 4 - 

*;u#>Hfc^^;p (o. i 3 g) ^f^tiTffc. 

mp 143-146^. 

25 'H-NMR(dppm. CDC1 3 ) 1.27(3H. t, J=6. 9Hz). 2. 78 (3H, s). 3. 06(2H, t, J=5. 2Hz), 
3. 63(2H, q, J=6. 9Hz), 3. 81-3. 89(7H. m), 4. 19(2H, t. J=4. 9Hz). 7. 03(2H. d, 
J=8. 8Hz), 7. 49-7. 57(3H, m). 7. 64(1 H, d, J=2. 0Hz). 7. 68(1H, d. J=8. 4Hz), 
7. 81 (1H, s). 

IR(KBr) v : 2932, 2872. 1709cm" 1 . 
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#5#0<| 5 8 

7- [4- (2-Xh^>Xh^» 7x'JW - 1 -*?>7,)l*~)l- 2, 

3- yhHo-lH- 1 -^:>yT-iitf>-4-^;U^>m^5 : ->'U (0. 1 3 g) 
^pt^y-Jl' (2 0ml) , THF (2 0ml) l^jg^U 1 NtKK^ h U V 

5 (3ml) £*n*., ^iST— ttKU TkSrinA, lNfiK 

T^yOATSilf:. iS»&g*U 7- [4- (2-Xh*vXh*v) 
^x~;i/] - l -^^>x;i/^xuu- 2, HO- 1H- 1-1>*/71£ 

tr>-4-*;i/#>m (o. i2g) ^tfe^tbti^. 

10 mp 222-225'C. 

'H-NMR(6ppm. CDC1 3 ) 1.27(3H, t, J=7. 1Hz). 2. 81 (3H. s). 3. 08(2H. t. J=5. 1Hz). 
3. 63(2H, q. J=7. 1Hz), 3. 81-3. 91 (4H, m), 4. 19(2H, t, J =4. 8Hz). 7. 03(2H. d, 
J=8. 8Hz). 7. 52(2H. d, J=8. 8Hz). 7. 57(1H. dd. J=2. 2, 9.0Hz), 7. 64(1H, d. 
J=2. 2Hz), 7. 67 (1H. d, J =9. OHz), 7. 90(1H, s). 
15 IR(KBr) v: 2978, 2872. 1694. 1669cm-'. 
###J 5 9 

7- [4- 7iZJH -2. 3-^tHP-lH- 

i -^>^/T-t*tr>-4-7^;^>^^^ (o. 4g) , tru> 5 > (o. 75 

ml) £THF (3 5ml) K:*#»U * 9 >X)l'& (0. 9 2 g) 

20 £in*.; &mn®m.T. mt— wij*#b;&. >bs*rtk& (o. 2 

5g) fciiirau 5 ox:, — ifeiP^J^b^c tk^jpa, 

nttfr/^tty) -e**stu 7- [4- (3-ih+y7"D^y) 71- 

25 ;w] -l-**>x;i/*x;l/-2. 3 -vfc Hp- 1 H- 1 -^>yy-tftr>- 

4- 77;i/^>m^^;l/ (0. 2 6 g) SrjKHfelBSaibT^fc. 
mp ] 27-12913- 

'H-NMR(<5 ppm, CDC1 3 ) 1.22(3H. t, J=7. OHz), 2. 02-2. 15 (2H. m). 2. 78(3H, s). 
3. 05(2H. t, 1=5. 5Hz). 3. 51 (2H. q. J =7. OHz). 3. 62(2H. t. J=6. 2Hz), 3. 85 (3H. 
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s). 3. 86(2H, t. J=5. 5Hz), 4. 1 2 (2H. t. J=6. 2Hz). 7. 00(2H. d, J=8. 8Hz). 7. 51 (2H. 
d. J=8. 8Hz). 7. 55 (1H. dd. J=2. 2, 8. 4Hz), 7. 63(1H. d, J=2. 2Hz), 7. 67(1 H. d. 
J=8. 4Hz), 7. 80 (1H. s). 
IR(KBr) v : 2951, 2872, 1711cm-'. 
5 6 0 

7 - [4- (3 -X h^i/^o^+v) 7 - 1 -*9>7>)V*—)V- 2, 

3-i/fc HP- 1H- 1 -^>l/Tiftf>-4-^;U#>^^^;U (0. 2 2 g) 
?t*5>J-)V (2 5ml) . THF (2 5ml) £«£>U lN*lftth'J9 
ATfcfttt (5ml) Sim*. WUX— fftjf#b7*:„ igiBSU TK&inA. 1NM 

?n^^AMbL »*««:@*U 7- [4- + 

7oix;u] - l -^^>x;^x;i/- 2. s-^tKD-iH-i-^^M 

tf>-4-^;^>^ (o. 2 3g) ^mn^mPBtvxntz. 

mp 210-212*0. 

15 'H-NMR ( 6 ppm, CDC1 3 ) 1. 22(3H. t. J=7. 2Hz), 2. 03-2. 15 (2H, m), 2. 81 (3H, s), 
3. 08(2H, t, J=5. 5Hz), 3. 52(2H. q, J=7. 2Hz), 3. 63(2H, t. J=6. 0Hz). 3. 89(2H, 
t. J=5. 5Hz). 4. 13(2H. t, J=6. 2Hz). 7. 00(2H. d. J=8. 8Hz). 7.52(2H. d. J=8. 8Hz), 
7. 57 (1H. dd, J = l. 8, 8. 4Hz), 7. 65 (1H. d. J = l. 8Hz), 7. 69(1H, d. J=8. 4Hz), 
7. 91 (1H, s). 

20 IR(KBr) v: 3036, 2870. 1671cm H . 

Anal, calcd. for C 23 H„N0 6 S: C. 62.00; H, 6.11; N. 3.14. Found C, 62.17; H, 
5. 99; N. 3. 17. 
#%#I6 1 

7-^P^E-l. 2, 3, 4-^H^t Ho- 1 -sOV7W>- 5-*> 
25 (0. 6 8 g) &mmi? (1 5m 1) K»j6*U :hHJ£A* h^>H (0. 

9 2g) zmx. ^mmmm.y. smmmmvr^ aczK+fc&^ l^mm^m 
7^- mmx. ! ?)v/^tt» T*st§gu mn&X'Cfr (o. 8 8g) 
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THF (3 0ml) fcftjfcU V U £ A (0. 1 g) ^-40t 

TSOA^Co ££fc**/--;U (3ml) fcflTFU - 1 5 *CT 1 BSMJJBfcbfc:. 

■7^^^A€rffl^T*£*bfe. jg«E£S3cU M^THF (2 5ml) Idig 
5 #>U HJX^7^> (0. 7ml) £2J0*., tKJ^T, ^ >X;U*:n;W 

(0. 6ml) ^TL/:. g*£ffl&T, SifiT— lifttK^, DBU (2. 5 
ml) SIfiTiTb, 3 0#IBJ»»Ebfc. SJfc£g*U TKSriP*., SIX? 

io x^;u/^i7-» -cflMSU 7-^d€-i- / h^->*;P^x;i/-2, 3- 

FD - 1 H - 1 -^>!/7"ift>-4-*;l/3l?>K/^ (0. 3g) 
mp 135-1 36*0. 

'H-NMR(<5 ppm, CDC1 3 ) 2. 92(2H. t. J=5. 1Hz), 3. 70(2H, br). 3. 74(3H. s). 3. 82(3H, 
15 s), 7. 26 (1H. br), 7. 42(1H, dd, J=2. 2, 8. 4Hz). 7. 56-7. 57(2H, m). 
IR(KBr) v : 2951, 1713cm-'. 

Anal, calcd. for C,«H M BrN0<: C, 49.43; H, 4.15: N, 4.12. Found C, 49.53; H. 
4. 08; N. 4. 06. 
#%#1 6 2 

20 7 -^Pt- 1 h^v^l^X^- 2, 3-vhHD-lH-l-^>77 
-£t?>- 4 -77;U#>^;< 3^1/(0. 3g), 4-m'J/7i^g5K (0. 
2 2 g) , 1 M«K* U (2. 5ml), x^y-;i/ (2. 5ml) , 

h;l/X> (2 5ml) 0^^7^3*>#B^T» SlT3 0»IBffl»l/fc. 

^b^*x (hU7xz;^7s7^» A-^i^^A (o. o 4 g) £jbnA, 
;1/^j^a^d^ h^77>r- (KKx^;i//^\^-y-» TfiSgu i-^h=^-> 

#;U#x;i,-7- (4-WJ;7xZJl,) -2. 3-yhh'D-lH-l- 
'<>V7W>-4-*)V#>m*^)\' (0. 3 1g) £jR*fi*Sfi£LT#;fc. 
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mp 21 6-220*0 (dec. ). 

■H-NMR(<5 ppm, CDC1 3 ) 2. 94(2H, t, J=5. 4Hz), 3. 20-3. 25(4H, m). 3. 75(2H, br), 
3. 76(3H, br). 3. 83(3H. s), 3. 87-3. 92 (4H, m), 6. 99 (2H. d. J=9. OHz), 7. 39(1 H, 
br), 7. 50-7. 55(3H, m), 7. 60(1H, s), 7. 73(1H, s). 
5 IR(KBr) v : 2953, 1713cm" 1 . 

Anal, calcd. for C 24 H 26 N 2 O s • 0. 2H 2 0: C, 67. 65; H, 6. 25; N, 6.57. Found C, 67.50; 
H. 6. 10; N, 6. 58. 
6 3 

1 b*isfJ)l#-)\s- 7 - U-^l^U yyjL~Jl) -2, 
10 - 1 H- 1 -s<>V7-t£¥>- 4-Jj)\s#>m*^)l (0. 31g) ^y^y- 
JK40ml) , THF (60ml) Kig^U 1 Nj^mt^ h U V^TkmWi (5 
m 1 ) ^WV-mm.&lsfzo 1 NTK^fl:^- h U <7A7kmm ( 2 . 5ml) 

*>M, *ftt, 1 Y^rzstDl^zDV- 7 - (4-WJ;7xZ;W -2. 
15 3-ykKD-lH-l — yv s>l/Tif tf > — 4 —tJ )\/^>M ( 0 . 2 9 g) 

mp 274-279*0 (dec. ). 

'H-NMR(<5 ppm, DMS0-d 6 ) 2. 78(2H. t-like), 3. 16-3. 18 (4H. m). 3. 60(2H. br). 
3. 66(3H, s). 3. 75-3. 77(4H. m), 7. 03(2H, d, J=8. 6Hz), 7. 40(1H. d. J=8. 4Hz), 
20 7. 58-7. 69(4H. m), 7. 79 (1H. s), 12. 65 (1H. br). 
IR(KBr) v : 2969, 1705, 1678cm-'. 

Anal, calcd. for C 23 H 24 N 2 0 $ -0. 5H 2 0: C, 66. 17; H. 6. 04; N, 6. 71. Found C, 66. 15; 
H, 5. 74; N. 6. 68. 

mmm 6 4 

25 4- (4 -^D^E- 2 -TtVimiyjL-Jl) 75 ypg^X^l/ (3. 16g) 2&Z» 
yJ^nUH (2. 88g) £fcf'J^> (10.0ml) l;:?g8?£-fe*\ fC^MSOtT 

g£U B^^v-'J^y^^A^D^h^^^^- (150g, ^-b->:@t^X 
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9-)V= 6 : 1^4 : 1) T^iU, 4- (4 — T/d^E — 2 -*J^^7xZJW 
-4- [ (4-^^7iZj|/) 7 5/IM£X3\)U (1.47g, 3 IX) 

'H NMR (200MHz. CDC1 3 ) 6 1. 23 (3H, t. J=7. 0Hz), 1. 77 (2H. quint. J=7. 2Hz), 
5 2.35 (2H, t, J=7. 1Hz). 2.45 (3H, s), 3.27-3.38 (1H. m). 3.88-3.96 (1H, m), 
4.09 (2H, q, J=6. 9Hz), 6.60 (1H. d, J=8. 6Hz), 7.29 (2H, d, J=9. 2Hz), 7.44 
(2H. d, J=8. 4Hz). 7.59 (1H. dd, J=8. 5. 2.5Hz), 8.15 (1H, d, J=2. 6Hz). 10.35 
(1H, s). 

IR (KBr) 1732. 1694, 1474, 1377, 1350, 1184, 1163, 723, 655. 579 cm' 1 . 
10 6 5 

4- 2-*)l^)l7 3L~)l/) -4- [ (4-^?^7x-Jl/) 

XJl-^-JU] T5/l§^X^;i/ (1456mg) £ t - -?5 J -JlRZf hJlJL 
mm (1:10, v/v, 66.0ml) IzmMZ^ t -7*h + yi3'J7A (384mg) 

^r>i37A^07hif77^- (75g> ^ij->:Sll5 : ;i/=6 : 1) TflMSU 
7-yn^E-i- [ (4-^^;1/^jc— ;p) -2, 3-ytKn- 

1H- 1 -^>X7iftf>-4-^;U^>^x^Jl/ (413mg, 30X) ZiM&T^ziV 
20 ^T^t LT^fc. 

'H NMR (200MHz, CDC1 3 ) <5 1.29 (3H, t, J=7. 2Hz), 2.35 (3H, s), 2.86 (2H, 
td, J=5. 8, 1.4Hz). 3.87 (2H, t. J=6. 1Hz), 4.19 (2H, q. J=7. 1Hz), 7.13 (2H. 
d. J=8. 0Hz). 7.15-7.19 (1H, m), 7.39-7.55 (5H, m). 

IR (KBr) 1709, 1485. 1350, 1246, 1194, 1163. 1090. 710. 696. 6 cnf*. 
25 ##0»J 6 6 

4- (4-^;i/7jsUy) 7xzM9i (278mg) t7-7*n^-l - [(4- 

tjV*-;!/] -2, 3 -v\l Fd- 1 h- 1 -^>X7*f tf > 

-4-*;^>8x5 : ;i/ (403mg) £7k : X^/-;U : h;i/X> (1 : 1 : 1 0, 
v/v, 18.0ml) izmm^it. mWLXVVA (297mg) SrJnAfc. Z.<Dm&m*7 )V 



WO 00/76993 PCT/JP00/03879 

97 

. (4img) zmx. 7)i3>mm$?LT-vi 3mmmmmwL&i'rz 0 Kit-m^ 

5 D7h^77^- (45g, ^1f>:^X^=4 : 1 -> 3 : 1 ) TfiigfU 1 
- [ (4-/^7i->IV) 7JI/*X.;>] -7- [4- (4- : EMU/) 7i 

x;H -2, 3 HO- 1 H- 1 -^>XT-bftf>-4-^;p^>^x^;i/ 
(460mg, 96*) <h bTttTc., 

'H NMR (200MHz, CDC1 3 ) 6 1.30 (3H. t, J=7. 2Hz). 2.34 (3H. s). 2.87 (2H. 
10 t, J=5. 3Hz), 3.23 (4H, t, J=4. 9Hz). 3.90 (4H, t, J=4. 8Hz), 3.90-3.95 (2H, 
in), 4.20 (2H, q, J=7. 1Hz), 6.99 (2H, d. J=9. 0Hz). 7.12 (2H, d, J=8. 2Hz). 7.36 
(1H, s), 7.45 (2H, d, J=8. 4Hz), 7.53 (2H, d, J=8. 6Hz), 7.46-7.68 (3H, m). 
IR (KBr) 1705. 1609, 1493. 1348. 1233. 1161. 1123. 1092. 932. 818, 671 cm" 1 . 
6 7 

15 7- [4- (4-^l/*'jy) -2, 3-ytFD-lH-l-^ 

>X7^>-4-tD^>m^^)l (369mg) S;THF (10.0ml) izmMZI*, 
\£>)i?> (0.11ml) mST±.^)V^U^) h* (0.086ml) £r-£-*Ven^S£.tf 0 

20 ®m*mj£-F. ®£U 1 -T^)V- 7 - [4- (4-^e;Mn>j /) 7ir;H 
-2, 3-ykh'o-lH- 1 -^>X7"tft°>-4-*;U7^>^^^;K400mg, 
97*) Mfe7^7 7XilW:. 

■H NMR (200MHz, CDC1 3 ) 6 2.05 (3H. s). 2.74-3.19 (3H. m). 3.24 (4H. t. 
J=4. 8Hz). 3.83 (3H. s). 3.90 (4H. t. J=4. 8Hz). 4.73-4.85 (1H. m). 7.01 (2H, 
25 d. J=8. 8Hz). 7.23 (1H. d, J=8. 2Hz). 7.54 (2H, d, J=8. 8Hz). 7.51-7.56 (1H, 
m), 7.67 (1H. d, J=1.8Hz). 7.74 (1H. s). 

IR (KBr) 1709. 1659. 1609. 1497. 1389, 1233, 1123 cm"'. 
#%#J 6 8 

1 -7 ±9-11- 7 - [4- (4-^'jy) 7xZJ|/] -2, 3-ytFD 
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- 1 H- 1 -^>X7if bf >- 4 -tDltfym^fr (394mg) STHFRtfl^ 
J — )V<DU^m (1:1, v/v, 10.0ml) (C?§^$i±, 1 NTKKffc:^ h U £AtKJS 
% (3.0ml) SrSD^, Ml? 1 2P3rMflt#Lfc. 1 NM^MT, mMm&mz 

5 m&ffi&T. l-T-fe^;U-7- [4- (4-^E;U*»J/) 7x.-)l] 

-2, 3-^hh*D-lH-l-^>X7-tffc!>-4-*;^>K (372mg, 98*) 

'H NMR (200MHz, DMS0-d 6 ) (5 1.95 (3H, s). 2.75 (3H, br). 3.17 (4H, t. 

J=4. 7Hz), 3. 76 (4H, t, J=4. 8Hz). 4. 54 (1H. br), 7.03 (2H, d. J=8. 8Hz), 7.46 
10 (1H, d. J=8. 2Hz), 7.63-7.72 (4H. m). 7.88 (1H, s). 
#%0U 6 9 

7>h7-JH6^^ (247. 8g. 1. 30mol) £THF (500ml) \zmmt£it* tf 
U> f > (205. 7g, 2.60ml) thyMaUH (260. 2g, 1. 37mol) 

ntjaA, i4. 5«pm mm m.wvti e Kf&m^mzmm^M tksjd^., 

)V (348. Og) ««!&(^«6fc«l3aS:L/TN- b->Jl>T> b7—)lM*?-Jl> 

(32. 4g) ^rf#feo JR« 380. 4g (96*) . 
20 mp 11 1-1 1213. 

'H NMR (CDC1 3 , 200MHz) 6 2. 36 (3H, s), 3. 88 (3H, s). 7. 03 (1H, td, J=7. 6. 
1.7Hz). 7.22 (2H, d, J=8. 0Hz), 7.45 (1H. td. J=7. 9. 1.5Hz), 7.67-7.78 (1H, 
m). 7.75 (2H, d. J=8. 4Hz), 7.92 (1H, dd, J=8. 0. 1. 6Hz), 10.63 (1H. brs). 
IR (KBr) 3173, 1688, 1493, 1260. 1161, 1090, 567 cm" 1 . 
25 7 0 

N- k>^7>h7-M^fJl/ (lOOg, 328mmol) RZSmm~ b U ^A (29. 6g, 
361mmol) £8 5 (1000ml) TJBSBSi*\ gfflTHSl (21. OmU 408mmol) 

0 8 5%»K«tt (100ml) ^iTbfc, m&®&7 0*Ct?2l5figft#Lfc. 



WO 00/76993 PCT/JP00/03879 

99 

(116. 6g) mmzmmizmmisTs-fn^-N- 

5 h^-;i/^^^;i/ (6. 9g) IKS 123. 5g (98*) . 

mp 123-1 24^. 

'HNMR (CDC 1 3 , 200MHz) <5 2.38 (3H, s), 3.89 (3H, s), 7.24 (2H, d, J=9. 2Hz), 
7.53 (1H, dd. J=8. 8. 2. 2Hz), 7.61 (1H, d, J=8. 6Hz). 7.73 (2H, d. J=8. OHz), 
8.03 (1H, d. J=2. 2Hz). 10.52 (1H. brs). 
10 7 1 

4 -~fU'#3rzs'7x.-)V*Vn. (746mg) L7 -Z?U=E-l - (t-^h^yij 
-2, 3-^kFn-lH-l-^>X7iftf>-4-^j;i/7^>^^ 
(1320mg) &7j<: X^/-;U: h;t/X> (1:1:10, v/v, 42.0ml) (3?^ 
#3"t*\ mm%W& (1145mg) SrJjP^^c. JLOSg^fcTVI/d^BtCT, ^ 
15 *aT?3 0#RfliJt#U ^h^XhU^xXJUTfrX^^/^^A (160mg) £ 
in*., T;Prf>|?ffl^TTl 4. 5RfHSQ«ia«ESrbfc. fi*fi£*b*IH*x^ 

-f — (75g, ^-y-> : &WtJL^)],= 3 : 1) TttaiU 1- ( t -!7* h*->;2j;U 
20 #x;P) -7 - (4-yD^y7ir^) -2, 3 - yh K D - 1 H- 1 

>XTi?tr>-4-^;^>^^^;u^mfeT ; E;u>'T>;<hLTf#/c„ t#^>n^ 

1- ( t -7V*isJ3)V#-)\,) - 7- (4-yP7j?^S/7xx;U) -2, 3- 

Ho- 1H- 1 -^>X7if\^>-4-i3)^>m^)^mM^JV 
(80ml) l~jg£?£-t!:> 6NM (20ml) £^STDQ;L, fOl^lOOtt 

25 3 o^r^^bfe. i N?m<t-r h u ^ASLixesfD^^K^^ h u ^atk^^s 

g£U ^#e>n7 v c:^ B ^gt^X^;i//^1t>T^#b, 7- 

yji'Jl) -2, 3-ytHD - 1H- 1 -^>X7iftf>-4-7J;^>^p<. 
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^)l> (947mg) £*6ttftiUT»&. S?ft£i»ffiU SS§'>iJjb^*7A^ 
□ -7 h^^7^-(15g, s\*D->:mm^)\,= 4 : 1)T*»S!U BfiMfc (I47mg) 
iRSl094mg (94*) . 
mp 134-137'C. 

5 'H NMR (200MHz. CDC1 3 ) <5 1. 05 (3H. t. J=8. 1Hz). 1. 83 (2H, sextet, J=7. OHz), 
2.88 (2H. t, J=4. 4Hz), 3.40 (2H. t, J =4. 8Hz). 3.81 (3H, s), 3.96 (2H, t. 
J=6. 6Hz). 6.67 (1H, d. J=8. 4Hz). 6.90-6.98 (2H. m). 7.32 (1H, dd, J =8. 4, 
2. 2Hz), 7.45 (2H, d. J=8. 4Hz). 7.46 (1H, d, J=l. 8Hz). 7.73 (1H. s). 
IR (KBr) 3384, 2963, 1698. 1609, 1499. 1269. 1242. 1209. 1177, 818 cnf 

10 '. 

Anal. Calcd. for C 2l H 23 N0 3 (0. 1H 2 0 addi t ive) : C. 74.36; H, 6.89; N. 4.13. 
Found: C. 74. 31; H, 6. 81 ; N. 4. 10. 
7 2 

^fm (0.32ml) £MzK§m (0.65ml) fCO'C-eiaA, 6 0tT2PtP B »b^ 
15 &%ilstc'&* THF (10ml) X'^mLfCo 7- (4-^O^y7i-;W -2, 
3 ->*k h*D- 1 H- 1 -^>XTiftf>- 4-tlJ^>m^^-)V (520mg) £T 

hf (lomi) MzmmLtz*mm7k®)THF®mzox;-€ffiTvrz B 
x^;u/^i7->T^b, i 7 - (4 -^o^y7x~;i/) - 

2, 3 -vk Ho- 1H- 1 -^>XTiftf>- 4 -^;^>^^^;U (563mg) 

mp 151. 5-153*0. 'H NMR (200MHz. CDC1 3 ) 6 1. 07 (3H, t. J=7. 5Hz). 1. 85 (2H. 
25 sextet, J=7. 1Hz), 2.92 (2H, t, J=5. 1Hz), 3.84 (3H, s), 3.85 (2H. t, J=5. 5Hz), 
3.98 (2H. t. J=6. 6Hz), 6.98-7.02 (2H, m), 7.17 (1H, d. J=8. OHz), 7.48-7.54 
(2H. m). 7.56 (1H. dd. J =8. 2, 2. 2Hz). 7.68 (1H. d. J =2. OHz). 7.76 (1H. s). 
8.53 (1H, s). 

IR (KBr) 1709, 1678. 1497. 1358. 1236, 1192. 824 cm" 1 . 
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Anal. Calcd. for C 22 H 23 N0 4 : C. 72.31; H, 6.34; N. 3.83. Found: C, 72.35; H, 
6.45; N. 3.83. 
7 3 

7- (4 7 jl~;1/) -2, 3-ykFo-lH-l —^OXYif 
5 tf>- 4 (431mg) £THF (15.0ml) !C?g8?$-ti\ tfU> ? > 

(1.0ml) THF (5.0ml) K^b7c^ >X;U*>^MtR$7 (1. llg) 

zm^mfttco ii^5ot:ti 5B#r^JtJ^L^ 0 M^^^iifji/ 
10 #u 1 -*^;mjI/*x;i,- 7 - (4 -^d#^->7oczi;u) -2, 

KP- 1H-1 -^>XTiftr>-4-*;i/7^>^^^;l/ (238mg) 

LTf#7c. #i&£iS*igU My'JAyM^MDTh^y^- (I5g, ^\ 

:mm^)V=2 : 1) Ttit, gW^^ifc. #£*l7cl 
;i/^n;i/-7- (4 -:/o#^:>7 jlx;1/) -2, 3-ytKn-iH-i-^ 
15 >XT-tftr>-4-^;i/^>^^^;i/^'&^it, THFRt)tx^/-;K7)^g 
(1:K v/v, 40ml) tC^^^iir. 1 NTK^b^- N U ^AtK^ (14.0ml) SrjD 

20 igi^^I^/A^l7>«L 1 - ^f 7 - (4-yD# 

^->^3i-;l/) -2, 3-^h Kd- 1H- 1 -^>XT-fe*tr>-4-^;i//^> 
m (273mg, 53*) ^fi^Hi LTt#£: 0 
mp 261-263'C(dec. ). 

.'HNMR (200MHz, DMS0-d 6 ) 6 1.00 (3H. t. J=7. 3Hz). 1.76 (2H. sextet, 
25 J=7. 0Hz). 2.91 (2H, t-like), 3.08 (3H, s). 3.71 (2H. t-like), 3.98 (2H, t, 
J=6. 6Hz), 7.02 (2H, d, J=8. 6Hz). 7.51 (1H. d. J=8. 4Hz), 7.61-7.65 (1H, m), 
7.67 (2H. d, J=8. 8Hz), 7.75 (1H, s). 7.86 (1H. d, J=l. 4Hz). 
IR (KBr) 1669. 1499, 1435, 1341, 1273, 1248, 1144. 970, 824. 787 cm"'. 
Anal. Calcd. for C 21 H 23 N0 5 S (0. 2H 2 0 addi t ive) : C. 62.27; H. 5.82; N. 3.46. 
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Found: C. 62. 17; H, 5. 87; N, 3. 45. 
#%#J 7 4 

l-*;i^;i/-7- (4-Zfn#3r~>7jL-)l>) -2, 3-yth'P-lH- 
1 -^>XT-tfhf>-4-*;^>g?>5 L ;P (501mg) $TH F&tfX^ /-;KZ) 
5 ^*g$£ (1:1, v/v, 24. Oml) {C^8?£-t*\ 1 NTK^b^ h U ^AtK^ (15. Oral) 

^iS£ii.£§mx^/^i7->T*fe^U 1 -*;i^;w-7 - (4-:/n^v 
10 :7rcX;U) -2, h*D- 1H- 1 -^>XT-titf>-4-^7;i/^>^ 

(482mg) ^afe^tb^#fc. 
mp 21 5-21 7t;. 

'HNMR (200MHz, DMS0-d 6 ) 5 1.03 (3H, t. J=7. 4Hz). 1.71-1.84 (2H, m). 2.79 
(2H, t. J=5.4Hz), 3.75 (2H, t, J=5. 6Hz), 3.98 (2H. t, J=6. 5Hz). 7.00 (2H, 
15 d. J=8. 8Hz), 7.34 (1H, d, J=8. 4Hz), 7.59-7.65 (3H. m), 7.73 (1H, s), 7.82 
(1H. d. J=l. 6Hz), 8. 53 (1H. s). 

IR (KBr) 1701. 1682, 1644, 1501. 1366. 1294. 1256, 1233. 1186. 820 cnf 

Anal. Calcd. for C 2I H Z1 N0 4 : C, 71.78; H. 6.02; N, 3.99. Found: C. 72.08; H. 
20 6. 12; N. 4. 06. 

7 5 

4-Xh + y- 3-7M07i-;^^ (754mg) t 7 — 1 - (t 

-7h*ist})l#-)\,) -2, Kd- 1H- 1 -^>XT-tft!>-4- 

i3J^>m^^)l (1305mg) ^7jc : x^y-;U: Ml/X> (1:1:10, v/v, 
25 42.0ml) lC*gfi?£-t!\ es^U^A (1132mg) ^iJPA/t. C(D^^7 ;H?> 
SS^T, S^T3 O^JfJ^U ^h^X hU7xx;i/7}sX^^ >/\°^>f7 
A (158mg) SrJjnA, X;i^>f?HmTT 1 0 ^MilBf!^ Lfeo 
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V? 1 ??* — (75g, ^+)-> : mWt^)l=4 : 1) THil, 1 - (t-7b 
*risl3)V-&-)V) -7- (4-Ih^/-3-7MD7i-JW -2, 3-^ 

t Kb- ih- i -^>XTifhf>-4-*;^>^^^Ji/^^feT ; e;i/7TX 
i^TUfc. »&ftfci- (t -^K^r->*;u^-;i,) -7 - (4-Ih+y- 
3 -7)V*U7^-)V) -2, 3-ykHn - 1H- 1 -^>XXiftf>- 4 - 
tf)l^>m^^)l^mm^Jl (80ml) (C^^-y:, 1NM (15ml) 
iD^., -^©^g^Sr 10 0 'Ce 1 B#P«BJf #L;to 1 Nim-it-r h U £ A&tf&fcl 

Ai?D7h^77^- (50gv A^1f> : iix?;|/= 9 : l-*4 : 1 — 2 : 1) 
7- Z-7)l-*U7 3L-)V) -2, 3-ykKD- 

1 H- 1 -sOX-7-e¥>-4-tJJl#>m*^JV (1007mg. 86*) ^fe^i 

mp 134-1 37*0. 

'H NMR (200MHz, CDC1 3 ) 6 1.47 (3H, t, J=7. 0Hz). 2.89 (2H. t. J=4. 4Hz). 
3.41 (2H, q, J=4. 8Hz), 3.81 (3H, s). 4.14 (2H, q, J=7. 1Hz). 4.63 (1H, brs), 
6.67 (1H, d, J=8. 2Hz), 6.94-7.03 (1H, m), 7.19-7.31 (3H, m). 7.44 (1H, d, 
J=2. 2Hz). 7.71 (IH, s). 

IR (KBr) 3385, 1696, 1624. 1503, 1478, 1435, 1312, 1292. 1235, 1211, 1173 
cm"'. 

Anal. Calcd. for C 20 H 2O FNO 3 : C. 70.37; H, 5.91; N, 4.10. Found; C. 70.35; 
H. 5. 73; N, 4. 03. 
7 6 

*m (0.31ml) &M7kmm (0. 63ml) iC 0 'CTtinA, 6 0 T^T 2 PfP^Jf #b7t. 
£}£L7c^ THF (10ml) T^lRLfce 7- (4-I^y-3-7MD7 
x—;P) -2, 3-ytFo - 1H- 1 -^>XTiihf>-4-^;i/^>^^^ 
)V (510mg) £THF (10ml) lCigfl?£-g\ ^{Cl^M b7c^M7K#lTHF^{C 



WO 00/76993 PCT/JPOO/03879 

104 

f:^f B ^SfllfJl'/A^>Ti#t > 7- (4-Ih^y-3-7MD7 
X.-JI) - 1 -zfs;i/5;i/- 2, 3 - yk Ko- 1 H- 1 -^>XTiffcT>- 4 - 
5 *})Vtfym*?-)l, (490mg, 8930 &efiif B tbtifc. 
mp 126-127. 5t:. 

'HNMR (200MHz, CDC1 3 ) 5 1. 49 (3H, t, J=7.0Hz), 2. 95 (2H. td, J=5. 5, 1. 1Hz), 
3. 83-3. 88 (2H, m). 3. 84 (3H. s), 4. 17 (2H, q, J=7. 1Hz), 7. 05 (1H, t, J=8. 7Hz), 
7.19 (1H, d, J=8. 0Hz), 7. 28-7.37 (2H. m). 7.54 (1H, dd. J=8. 2, 2. 2Hz). 7.66 
10 (1H. d. J=2. 2Hz). 7.75 (1H. s), 8. 54 (1H. s). 

IR (KBr) 1707. 1674, 1501, 1269, 1236 cm"'. 

Anal. Calcd. for C 21 H 20 FN0 4 : C. 68.28; H, 5.46; N, 3.79. Found: C, 68.18; 
H. 5. 52; N, 3. 70. 
#%#J 7 7 

15 7- (4-Xh^y-3-7;i/tD7xn;P) -2, 3-ykHD-lH-l 

-^>7s'7t*lf >- 4 - *M>SI^^ (345mg) S:THF (10.0ml) \zm&~£ 
it\ hf'J->*> (0.82ml) ^iaX. THF (5.0ml) \zmmi>fr*? >7>)l*>mm 
7k®) (880mg) ^^TfiP^fCo ^^£^i&T?3 7. 5P#r B m#b/c. KISSED 

TOX^;i,/^*1t>T'&#U 7- (4-Ih*y-3-7;i/tD7i^W 
- 1 -*^)V7,)\,-fc-)l-2, 3 -yt Ko-lH-1 -<>X7^lf>- 4 - 
tt)\<#>W.*^)V (193mg) ^afi^tbTffc. ^Sr^SIL, glat£->U# 
-Jt^^A^dv (15g> ^-tf-> : W^k^)V=Z : 1) T*i§S(U 

25 §l^£f#7c. t#e>n^c7- (4-Ih^y-3-7;l/tD7i-JW -1-^ 
^)V7.)V^-)V-2, 3-^h HP- 1H-1 -^>X7-tftf>-4-y^;i/^> 
M^)y£^b-th THF RD^I^ 7 - JP©^ □ il^ (1:1, v/v. 10.0ml) \zm 

ffi-zik. iN7mit'fhw&7mm a 6mn ^jda, ^*sti 6. si^rats^ 



WO 00/76993 PCT/JPOO/03879 

105 

1t>T8fc#U 7- (4-lh^y-3-7Mn7x3jW - 1 -*?-)V7.)V 
X-JU-2, 3 ->>k Ko- 1H- 1 -sOX7W>-4-tl)l>7£>m (213mg, 
5 52*) Safi^iiLTUfc. 
mp 237-239*C. 

'H NMR (200MHz, DMS0-d 6 ) <5 1. 38 (3H, t, J=7. 0Hz), 2. 90 (2H, t, J=5. 4Hz), 
3.09 (3H. s), 3.70 (2H, t, J=4. 8Hz). 4.16 (2H, q, J=7. 1Hz), 7.23 (1H. d, 
J=8. 9Hz), 7.50-7.56 (2H. m), 7. 63-7.71 (2H, m). 7.76 (1H, s). 7.94 (1H. d. 
10 J=l. 6Hz). 

IR (KBr) 1686, 1669, 1622, 1499. 1350, 1271, 1150, 970. 801, 783 cm" 1 . 
Anal. Calcd. for C 29 H 20 FN0 5 S (0. 3H 2 0 addi t ive) : C, 58. 47; H. 5. 05; N, 3.41. 
Found: C, 58. 50; H. 4. 94; N. 3. 44. 
7 8 

15 7- (4-Ih + y-3-7MD7xZJW - 1 2 , 3->?t: 

HP- 1 H- 1 -^>Xy^\f.y-4-ts)V^>m^^)V (441mg) 5rTH F TkZ$ 
JL^ y-)V<Dm^mm (1:K v/v. 20. Oml) IzmMZ^. lN7K®Hfc:hhUC7A 

?mm (12.0ml) ^iD^., Mi&x-i 6mmm&vfr 0 fcfom&vo&^mmv. 

INM^DxT, li^^tcL^, gmx3S>UTttit!Lfco «SJf£7j<&. 

t> g^u tten^^^^Mx^/^^-y-^^L. 7- (4-ih+ 

i/- Z-7)V3rU7 3L-)l) - 1 -*;t/^;i/- 2. 3-ytFo-lH-l-^ 
>XT-t*b°>-4-^j;^>^ (435mg) £afi?gil<i: LTftfc. 
mp 220-222*0. 

25 'H NMR (200MHz, DMS0-d 6 ) 6 1. 37 (3H, t, J=7. 0Hz), 2. 74 (2H. t-like). 3.71 
(2H. t-like). 4.16 (2H. q. J=6. 9Hz). 7.24 (1H, t. J=8. 8Hz). 7.41 (1H. d. 
J=8. 4Hz). 7.53-7.58 (1H. m). 7.65-7.75 (3H. m). 7.99 OH d-like). 8.53 (1H. 
s). 

IR (KBr) 1705. 1655, 1499. 1362. 1304. 1292. 1273. 1231. 1217, 1196. 1 134, 
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816 cm"'. 

Anal. Calcd. for C 20 H 18 FN0 4 (0. 2H 2 0 addi t ive) : C, 66.92; H, 5.17; N, 3.90. 
Found: C, 66. 80; H, 5. 28; N, 3. 81. 

&%m 7 9 

5 4 - [ (2-^)V^) Ih + y] (760mg) £7 -Z/n^E- 

1- (t-yh^y*M-;W -2, 3 - y k K □ - 1 H - 1 - ^ >X7 1' tf 
>- A-i])V^>m^)V (1141mg) ^ttK : X^y— ;i/ : MUX> (1:1:1 
0. v/v, 36.0ml) e^TjU^A (990mg) $jDn^.^„ CKD^^e 

10 A'^v^A (138mg) SriDTt, 7;W>Hi^TTl 0^»IM^Lf; o 

A^D^h^^^^- (50g, ^\*-tr> : HnS!X^JU= 9 : 1 — 4 : 1) 1r*it§SfU 
1- ( t h3ristDV#ZL)l) - 7- [4- (2-^^;U^^) Xh^y7x 
15 x;U] -2, Ha- 1H- 1 -^>XTiftr>-4-^;U^>^^5 1 ;i/ 

(1370mg, 98S) ^6Mr B tlT#^ 
mp 142. 5-143. 5^. 

'H NMR (200MHz, CDC1 3 ) 6 1.50 (9H. s), 2.24 (3H. s). 2.89-2.95 (4H, m). 
3. 63-3. 70 (2H. or), 3. 84 (3H. s), 4. 21 (2H, t, J=6. 8Hz). 6. 99 (2H, d. J=8. 8Hz). 
20 7.46-7.58 (5H. m), 7.74 (1H, s). 

IR (KBr) 1703. 1497. 1391. 1238. 1 163 cm' 1 . 

Anal. Calcd. for C 26 H 3l N0 5 S: C. 66.50; H. 6.65; N. 2.98. Found: C. 66.27; 
H. 6. 68: N. 3. 04. 
8 0 

25 1- ( t h^-^tDV^-fr) - 7- [4- (2-*^)V^jr) Ih^y7 
il-M -2, 3-vbKo-lH-l-^>XT-tftf>-4-^j;i/^>^^^ 
)V (1320mg) £gmx3MU (80ml) Kfgfl?£-fe!\ 1NM (15ml) &WLWL~C'}}UX> 
^(DUG®* 90tTl. smmWLWVtzo l N?m<tj- h U VKmS&ftmm. 
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^*l7->T2$fc#U 7- [4- (2-^^^) xh^>-^jc-;W] -2, 3 
-yhHD-lH-1 -^>XTif tT>- 4 OlOmg) £J£& 

4 — (20g, ^4-1t> : SKl7 t ;l'=4 : 1) TttSSU 7- [4- (2-*^ 
3^) Ih^y7i-JH -2, 3-ytKD-lH-l-^ >XXif tf > — 4 
-#;1/#>&*^JI/ (HOmg) ^ffiigatbWc. iR*, 1020mg (98%). 
mp 114. 5-1 17t:. 

10 'H NMR (200MHz, CDC1 3 ) <5 2. 24 (3H, s), 2.89 (2H, t. J=4. 2Hz), 2.91 (2H, 
t, J=6. 8Hz), 3.41 (2H, t. J=4. 7Hz). 3.81 (3H. s), 4.20 (2H, t, J=6. 9Hz), 
4.63-4.72 (1H. br). 6.68 (1H, d, J =8. 4Hz), 6.96 (2H. d, J=8. 8Hz). 7.32 (1H. 
dd, J=8. 2. 2. 2Hz), 7.46 (1H, d. J=2. 6Hz), 7.47 (2H. d. J=8. 8Hz), 7.73 (1H. 
s). 

15 IR (KBr) 3380, 1698. 1609, 1499, 1269, 1244. 1209. 1174 cm"'. 

Anal. Calcd. for C 21 H 23 N0 3 S: C, 68. 27; H. 6.27; N, 3.79. Found: C. 68.16; 
H. 6. 22; N. 3. 75. 
###18 1 

*m. (o.32mi) *mamm (o. 65mi) totr-rio*-* 5 5x:-v2mmm&Lrz. 

20 ^LfcS, THF (10ml) -C^VTzo 7- [4- {2-^)V^) Jib* 
y7i^] -2, KP- 1H- 1 -^>XT-fe*kf>-4-^;P^>^ 

(565mg) ^THF (15ml) $fcfcW«Lifc:m*8zM&TH Ffe 

^n7c^^<&^x^;u/^-tJ->T^L, i-^;i/$;u-7- [4- (2- 

^^•;i/^^) X h*z/7^~)l] -2, 3-ytKD-lH-l — ^>X7iftf 
>-4-#;i^>^*^;U (578mg, 95*) ^efi^iLtffc. 
mp 160-1 62*0. 
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'H NMR (200MHz. CDC1 3 ) 6 2.24 (3H. s). 2.93 (2H. t. J=6. 7Hz). 2.95 (2H. 
t. J=4. 6Hz). 3. 83-3. 88 (2H. m), 3. 84 (3H, s). 4. 22 (2H. t, J=6. 8Hz), 6. 97-7. 04 
(2H. m), 7. 18 (1H. d. J=8. 2Hz). 7. 49-7. 55 (2H. m), 7. 56 (1H. dd. J=8. 2, 2. 2Hz). 
7.68 (1H. d. J=1.8Hz), 7.76 (1H, s), 8.53 (1H, s). 
5 IR (KBr) 1705. 1673, 1607, 1497, 1435, 1358. 1236. 1192, 824 cm" 1 . 

Anal. Calcd. for C 22 H 23 N0 4 S: c. 66.48; H. 5.83; N. 3.52. Found: C, 66.23; 
H, 5. 93; N. 3. 41. 
##011 8 2 

7- [4- (2-*^;U^:t) I^y7x-JH -2, 3-y'hHn-l- 
10 ^>X7-tftf>- 4-#;i/^>^*5P;i/ (374mg) &<WJ>>> (0.82ml) £TH 
F (10. Oml) THF (5.0ml) >x;v^>mm7^ 

(882mg) ^m^vnatto m&m&5 otti 3mmm.w\^rc e Kjt-m.^^m 

15 A^a^hif^y^C— (25g, ^+r> : gmx^;i/=4 : 1^1 : 1) T«^{L> 

- (2-^^;i/^) Xh + v7xZJl,] -2, 3-ykKP-lH-l-^> 
XTif tf>-4 -^;1/^>^^^;U (201mg, 44S) ££lfeig,f|£ bTt#£. 
mp 157-1 59*0. 

20 'H NMR (200MHz. CDC1 3 ) 6 2.24 (3H. s), 2.78 (3H. s). 2.92 (2H. t. J=6. 8Hz). 

3.05 (2H. td-like, J=5. 4Hz (t)). 3.86 (3H. s). 3.87 (2H, t. J=5. 9Hz). 4.22 

(2H. t. J=6. 7Hz). 7.00 (2H d, J=8. 8Hz). 7.49-7.57 (3H, m). 7.64 (1H. d. 

J=2. 0Hz), 7.68 (1H. d. J=8. 4Hz). 7.81 (1H. s). 
IR (KBr) 1709, 1493, 1343. 1248. 1155 cm" 1 . 
25 Anal. Calcd. for C 22 H 25 N0 5 S 2 : C. 59.04; H, 5.63; N, 3.13. Found: C, 58.91; 

H, 5. 65; N, 3. 08. 

###J 8 3 

i-*;i^;u-7- [4- (2 -*^;hf*-) xh+^>7x-;H -2, 3-. 

5*k HP-1H-1 -^yXT^\d>-4-tl)V^>m^)V (531mg) £THF 
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S—)l><Dm&&m (1:K v/v, 40.0ml) fcigtfSi*, 1 N*»-fk^- N U 
tfAzfcJgiR (13.5ml) £*Q;5U SfiTl 4«IBia»l/&. RJfcg£«!>£:^F«!tg 

MEET, e*u WSnfclSllSftKx^/^-y-^^U, i-*;u==;u 

-7 - [4- (2-^^^) Ih + y7i-JW -2,'3-vkKD-lH 
- 1 -^>XTif ¥>-4-%)U#>m (470mg, 9230 &Sft*gS<i: LT»fc. 

mp 1 99-201 r. 'HNMR (200MHz. DMS0-d 6 ) <5 2. 18 (3H, s). 2.76 (2H. 1-1 ike), 
2.87 (2H, t. J=6. 6Hz), 3.72 (2H. t-like), 4.21 (2H. t. J=6. 2Hz), 7.04 (2H, 
d, J =8. 8Hz). 7.40 (1H, d, J=8. 8Hz), 7.67-7.74 (4H. m). 7.91 (1H, s), 8.53 
(1H, s). 

IR (KBr) 1688, 1671, 1501, 1422, 1364, 1292, 1256, 1194. 1182, 1019. 822 
cm"'. 

Anal. Calcd. for C 21 H 21 N T 0<S: C. 65.78; H. 5.52; N. 3.65. Found: C. 65.49; 
H. 5. 62; N. 3. 58. 
###1 8 4 

l-*?-)VXJVfr=.)V-7- [4- (2-*^Jltt) X b3Fis7ji-)l] - 
2, 3-:xt HO- 1H- 1 -^>X7-fe*tr>-4-#;^>^^;i/ (169mg) 

&THFRzfx.? y— jKDm&mm (m, v/v, 20. omo izmm^a. intkbs 
{cr v u v &7kmm (5. 5mi) sao*., mti 4i$H&#bfc. Ri&m&to&m 
^*»u lNmm&mxT. mwt&mm\zi,jt'&, ftiif^tttBifc. w 

7 - [4- (2-^5=-;^^-) X h + y7xZJH -2, 3- 
yk Ho - l H - 1 -^>X71?k;>-4 - *;Pj1?>K (157mg, 96*) 

mp 234-239*0 (dec. ). 

'HNMR (200MHz, DMS0-d 6 ) <5 2.17 (3H. s). 2.87 (2H. t. J=6. 6Hz). 2.90 (2H, 
t-like). 3.08 (3H, s). 3.70 (2H, t-like), 4.21 (2H. t. J=6. 6Hz). 7.05 (2H. 
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d, J=8. 8Hz), 7.51 (1H. d. J=8. 0Hz). 7.61-7.75 (4H. m), 7.86 (1H. d-like). 
IR (KBr) 1669, 1495, 1437, 1343. 1271, 1250. 1240. 1144. 824. 517 cm" 1 . 
Anal. Calcd. for C 2l H 23 N0 5 S 2 : C. 58. 18; H, 5.35; N, 3.23. Found: C. 58.39; 
H. 5. 39; N. 3. 17. 
5 #%#J 8 5 

4- (2-yo#+y) Ih + y7x-M^i (920mg) t 7 -^n^E- 1 - 
( t --7Y*^t})V#-)V) -2, 3 ->?t Ko- 1 H- 1 -*OX7M. kf>- 
4 -fDy#>WL*7)V (1308mg) ^TKrX^y— )V : h;PX> (1:1:10, 
v/v, 42.0ml) iZ&mtSIt* mmtlVOA (1135mg) £riD*./io d©jg-&4&*T;U 
10 =f>#ffl^,T. Si&T3 0^f B »U fh7+XMJ7iZM77^>/t7 
v^A (119mg) ^D*., 7M>iiITT14. 5^WioHftjgSS* bfe. KJft 

A^D7h^77^ (50g, ^-tf> : @^mx^;P=9 : 1—3 : 1) T*MSU 
15 1- ( t -ZTh^tf)V^)V) -7- [4- (2-Xn^:» 3Lh*~>-7x. 
x;i/] -2. 3-yth'D - 1H- 1 -^>XT-^ft^>-4-*;^^>^^^;^ 
(1536mg, 93*) Zmte*^ JltVT'&fZo 

'H NMR (200MHz. CDC1 3 ) <5 0.95 (3H, t. J=7. 4Hz). 1.49 (9H. s). 1.66 (2H. 
sextet. 1=7. 1Hz). 2.91 (2H. t, J=4. 7Hz). 3.52 (2H. t. J=6. 7Hz). 3.55-3.82 
20 (2H, br). 3.82 (2H. t. J=4. 9Hz). 3.83 (3H. s), 4.18 (2H. t. J=4. 9Hz). 7.01 
(2H. d, J=8. 8Hz), 7.45-7.58 (5H, m), 7.74 (1H, s). 

IR (KBr) 1705. 1497, 1391, 1287, 1236, 1163, 1086 cm-'. 
###1 8 6 

1- (t-7*h^yiJJ^ZJW -7 - [4- (2-7 , D^-» 
25 i-JH -2, 3 -vt HP- 1 H- 1 -^>X7*fcftT>- 4 -#;M*>^;*?- 
)V (1536mg) SH^KX^ (80ml) Ki§8?$-fcf\ 1NI1 (20ml) ^MTlJPA, 

ffob^c H^x^£an*_, W*»Ji*#$ftU fiSfn^gSTK*^- h U £A#igfi& 
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MEET. ^e>n^S^^X^/^\^>Tgt^b, 7- [4- (2 

-Xptf^vO x h + y7i^] -2, 3 -i?t Hp- 1H- 1 -^>X7i? 
k*>- 4 -^;i/^>^^^;i/ (523mg) &Hfi*Sfi£ LT»fc. ««[^«JET»« 

5 3:1) Tiib, 7- [4- Ih=^y7i^] -2, 3 

-5?fc HP - 1 H - 1 -^>X7ifhf>-4.-^j;i/^>m^^;U (606mg) fcftfi 
iitbttfc. 1129mg (93%) . 

mp 86-88*0. 

'H NMR (200MHz, CDC1 3 ) <5 0. 94 (3H, t, J=7. 4Hz), 1. 65 (2H, sextet, J=7. 2Hz). 
10 2.89 (2H, t, J=4. 5Hz). 3.40 (2H, brs). 3.51 (2H. t, J=6. 8Hz), 3.81 (3H. s 
and 2H, t. J=4. 9Hz), 4.16 (2H, t, J=5. OHz). 4.60 (1H, brs). 6.67 (1H, d. 
J=8. 4Hz), 6.95-7.01 (2H. m), 7.32 (1H, dd, J=8. 2, 2. 2Hz), 7.42-7.48 (2H, m), 
7.46 (1H, d. J=2. OHz), 7.73 (1H, s). 
IR (KBr) 3380, 1698, 1611. 1501, 1269, 1246. 1209. 1177. 820 cm" 1 . 
15 Anal. Calcd. for C 23 H 27 N0 4 : C, 72. 42; H. 7. 13; N. 3.67. Found: C. 72. 28;' H. 
7. 09; N. 3. 73. 
###J 8 7 

*m (0.25ml) (0.51ml) IZO^-CUdX. 5 5T:'V2t%mmfrLtZo 

QtitVittit* THF (10ml) T^fRbfco 7- [4- ih^ 
20 ->7iZjb] -2, 3-vtHP-lH- 1 -^>XT-tftf>-4-*;U^>^ 
(462mg) $TH F (15ml) Kig#£l2\ ftfcWSSLfc^K&TM&TH FiS 

25 e>n^^ B ^^mx^;u/'\^it>T^#L^ l-*;U5;U-7- [4- (2- 
:/ptf*:» lh+y7i'JH -2, 3-vkh'P-lH-l — ^>X7if tf 
y-4-t})V^>m^^)V (496mg) ^e^itbTUfc. 
mp 107-108*0. 

'HNMR (200MHz, CDC1 3 ) <5 0. 95 (3H, t. J=7. 3Hz). 1. 62 (2H. sextet. J=7. 2Hz). 
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2.95 (2H, t. J =4. 7Hz), 3.52 (2H, t. J=6. 7Hz), 3.80-3.88 (4H. m). 3.84 (3H, 
s), 4.18 (2H. t. J=4. 9Hz), 7.03 (2H. d. J=8. 8Hz), 7.17 (1H, d, J=8. 0Hz), 7.51 
(2H. d. J=8. 8Hz), 7.56 (1H. dd, J=8. 0. 2.2Hz), 7.68 (1H. d. J=l. 8Hz), 7.75 
(1H, s), 8.53 (1H. s). 

IR (KBr) 1709. 1678, 1360, 1291, 1236, 1192, 824 cnf 1 . 

Anal. Calcd. for C 24 H 27 N0 5 : C, 70.40; H, 6.65; N, 3.42. Found: C. 70.37; H. 
6.64; N, 3.41. 
###1 8 8 

7- [4- Ih^x7i-^] -2, 3-yth'O-lH 

- 1 -^>XTifkr>-4-*;i/^>M^^;U (600mg) &tffcfUS?> (1.53ml) 
£THF (20.0ml) THF (10. 0ml) \zmmV1t*9 >XJl^>m 
MfcOn (1.64g) SrMTfiraAfc. M-e>yo$:5 OtTl 4. 5P£IW«#L;fc. Kfo 

^^I^^A^DT h^y-f — (35g, ^+J-> : »8tx5=-;i/= 4 : 1 — 2 : 1) 

;U-7- [4- {2 -zfU7$*is) Ih+y7x-;W -2, 3-ykh'O-l 
H- 1 -^>XTiftf>- 4 )\>T£>m*?-)V (231mg) ^fifeSgll,*: bT#7io 
#fBc£MJET»l8U ^^S>'J^7y;U^7^A^D-7h>7^7^- (350g, ^ 
-t*->:P^X^=3 : 1-2 : 1) Tllll, 1 7. )V*-)V- 7 - [4 

- (2-yD^y) lh + y7i"JH -2, 3-ytFo-lH-l-^> 
XTiftf>-4-^j;U^>^^^;U (170mg) feefiftfttUT^. iRg. 402mg 

(56%) 0 

mp 119-1 21 *0. 

•H NMR (200MHz, CDC1 3 ) 6 0.95 (3H, t, J=7.4Hz). 1. 65 (2H. sextet, J=7.3Hz). 
2.78 (3H, s), 3.05 (2H, t. J=5. 5Hz). 3.52 (2H, t, J=6. 8Hz), 3.80-3.89 (4H, . 
m). 3.85 (3H, s). 4.18 (2H. t, J=5. 0Hz), 7.02 (2H, d. J=8. 8Hz), 7.51 (2H. 
d. J=8. 8Hz). 7.54 (1H, dd, J=8. 4. 2. 2Hz). 7.63 (1H, d, J=l. 8Hz), 7.67 (1H. 
d. J=8. 4Hz). 7. 80 (1H, s). 
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IR (KBr) 1709, 1493, 1345, 1289. 1248. 1188. 1155. 1132. 1103 cm"'. 
Anal. Calcd. for C 24 H 29 N0 6 S (0. 4H 2 0 addi t ive) : C, 61.76; H. 6.44; N. 3.00. 
Found: C. 61. 61; H. 6. 22; N. 2. 96. 

8 9 

5 1 7 - [4- (2-7 p D#+y) I^y7i-JW -2, 3- 

5>k Kd- 1H- 1 -^>XTiftf>-4-*;i/^>^^5 1 ;K445ing) ^THF 
Wx^/ — )V(DU^mm (1:K v/v, 30. Oral) fcig#£-e\ 1 NtK^^ h U 
*A*jg$£ (11.0ml) £inA» SfiTl 3^IHJfiE#bfc. SrtSfi^«*^i«*g 
U lNm^^rUDX-T, P86tt»*»CLfc«, RKx^TifflLfe. *T*8Ji£: 

-7- [4- (2 -^O/i^v') Ih^y7i"JW -2, 3-vhFP-lH 
- 1 -^>XT"tftT>-4-*;P3j?->gft (430mg) ^SfiiSi:L«. 
mp 165-166'C. 

15 'H NMR (200MHz. DMS0-d 6 ) <5 0.88 (3H. t. J=7. 5Hz). 1.54 (2H. sextet. 

J=7. 1Hz). 2.75 (2H. t-like). 3.43 (2H, t. J=6. 8Hz). 3.72 (4H. t. J=4. 6Hz), 
4.15 (2H. t. J =4. 6Hz). 7.04 (2H, d. J=8. 8Hz), 7.40 (1H. d. J=8. 0Hz). 7.69 
(2H, d, J=8. 8Hz), 7.67-7.74 (2H, m). 7.92 (1H d. J = l. 8Hz). 8.53 (1H. s). 
. IR (KBr) 1682. 1499. 1360. 1291. 1258, 1246, 1192. 1130. 820 cm"'. 

20 Anal. Calcd. for C 23 H 25 N0 5 : C. 69.86; H. 6.37; N. 3.54. Found: C. 69.69; H. 
6. 38; N. 4. 59. 

9 0 

1 -*?S>I/X;i/*— )V- 7 - [4- (2-yD^y) Ih^y7i^] - 
2, 3-i/t h*o- 1H- 1 -^>XTiftf>-4-*;U#>^^^;U (354mg) 
25 $THFRrJx^y-;«^l (1:1, v/v, 30.0ml) 1 NtKH? 

fl2± h U ^AtK*IK (7.7ml) ^JO*., miaTl 5. 5H*ra8t#U&. 
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7 - [4- lh^>7iZJH -2, 3 - 

Kn-lH-l-^>X7izh?>-4-#;U#>^ (337mg, 98%) 

mp 213-215'C. 

'H NMR (200MHz. DMS0-d 6 ) (5 0.88 (3H, t, J=7. 3Hz), 1.54 (2H. sextet, 
J=7. 0Hz), 2.50 (3H, s). 3.33 (2H, t-like). 3.43 (2H. t, J=6. 6Hz), 3.72 (4H. 
t-like). 4.15 (2H, t-like), 7.04 (2H, d. J=8. 8Hz), 7.51 (1H, d. J=8. 0Hz). 
7. 63-7. 75 (4H, m), 7. 88 (1H, s). 

IR (KBr) 1669. 1493. 1341. 1294. 1271. 1250. 1154, 1128.785. 519 cm-'. 

Anal. Calcd. for C 23 H 2J N0 6 S (0. 1H 2 0 addi t ive) : C. 61.75; H. 6.13; N. 3.13. 
Found: C. 61. 50; H. 5. 88; N. 3. 01. 
9 1 

4 -[[N-(^>^D^5»^;p^-Jl,]T^y]gS^(50. Og)£THF (1000ml) 

\zmmt£i±. mtyu\±)v ai. 5 g ) s^a^t^bu^A (94. 4g) ^jda, - 

5tT6 0%*f?trt;±hUr>A (25. 2g) iZb\\?Ltz. ^KiffHIaT, 

SrOlClfl Sftmm&L. $e>tl7 5tt4BFWb^ KfoM^VottffimT 

mmvs 7k&imz.tz 0 Tkm&KMitj-hWA mm ^^tphi iku 
j^-^ji (2m) t^l^o 7km*mi&m&m^TpH2izVs mm^ju o 

- [ CN- (^>>>n^» -n-^d tf;uy ^ y ] gg^ (35. 8g, 

61*) 

'H NMR (200MHz. CDC1 3 ) 6 0.88 (3H. t. J=7. 3Hz). 1.50-1.57 (2H. m). 

1.85-1.90 (2H. m). 2.34-2. 41 (2H. m). 3.17-3.30 (4H. m), 5.13 (2H, s), 7.35 
(5H. s). 

mmm 9 2 

4- [[N- (^<>vd^-» -N-^Dtf;UT^y] IS^ (35. 8g) 

^t-~7$;-)l (350ml) SrJDA, t -7^)1 (I40g) £*JD*_£ 0 

l:y^W$y tf'Jv?> (4.69g) $JDA, ^T3 0^*«^L7to SJtSS^ 
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^ffe^^tbT4- [ [N— K>yD + y) -N-^otf;i/ 
75/] KBIt-^;U (23. 8g, 55*) £f#7c. 

'HNMR (200MHz, CDC1 3 ) <5 0. 88 (3H, t, J=7. 3Hz). 1. 45 (9H, s). 1. 52-1. 59 (2H, 
5 m). 1.81-1.84 (2H. m). 2.23 (2H. t, J=7. 1Hz), 3.17-3.27 (4H. m), 5.13 (2H. 
s). 7.35 (5H, s). 

IR (KBr) 2969. 1728, 1703. 1476. 1456. 1422. 1368, 1242, 1155. 1136 cnf 1 . 

m%m 9 3 

4- [ [N — K>yD^y) — N — "7°0 tf;UT5 /] SS^ t - 

10 y^;K23. 7g) — ;K250ml) l:jg»St, 10%/\°^:/^A-£*P?i (2. 37g) 

i^METSib, m&*-1 )l>tl,T 4 - 7u¥j]s7 2. S&Wl t - Zf^Jl [16. 8g 

'HNMR (200MHz. CDC1 3 ) 6 0.92 (3H t, J=7. 1Hz). 1.45 (9H, s). 1.47-1.67 
15 (4H, m). 1. 70-1.85 (2H. m). 2.25 (2H. q. J=7. 9Hz). 2.60 (2H. dt. J = ll. 6. 
7. 2Hz). 3.21 (1H. m). 

IR (KBr) 2967. 2936. 1728. 1480. 1456, 1424. 1368. 1246, 1155 cm' 1 . 
9 4 . 

4-7u¥)l7E= yUffi.t (14. 2g, 70. 7mmol) ©DMF (20ml) mm. 
20 I: 5 - T'D t - 2 - 7MD^>X7^r t H (14. 4g. 70. 9mmol) Xtf&Bfe* U 
OA (14. 7g. 106mmol) ^i&TJiI^OTL/io 8 0 'CTr 9 AmmtHWV 

> ^'a xi&m b Tie £MJ±Tig£ b , mm & > u # ^ a ^ p 

?h^77^f- (^it> : »B6X5 L JU= 1 0 : 1) Till, fWJ^b 

25 T4- (4-7'D ; e-2-*;Rji'7xz;i/) yDhf;uT^ygsmt -73-)V 

(14. 2g> 5235) £t#7Co 

'HNMR (200MHz. CDC 1 3 ) 6 0.84 (3H. t. J=7. 8Hz), 1.45 (9H, s). 1.42-1.63 (2H. 
m). 1.81 (2H. quint. J=7. 4Hz). 2.19 (2H, t. J=7. 5Hz). 3.09 (2H. t. J=7. 6Hz). 
3.17 (2H. t. J=7. 5Hz), 7.06 (1H, d, J=8. 8Hz), 7.56 (1H, dd, J =8. 7. 2. 5Hz). 
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7. 90 (1H. d, J=2. 6Hz), 10. 24 (1H, s). 

IR (KBr) 2971, 1730. 1694, 1480. 1368. 1244. 1157 cm-'. 
###J 9 5 

4- (4 -7*n^E- 2-*)V^)V7 x.-)l) •?U\d)\,mm.t-73-)V (14. lg) 
5 £ t -7$ ;—)\sm$h))s3L> (1:10, v/v, 440ml) t-^h 
^->^-h'J^7A (5. 29g) £^&T*7JQA. 1 R5Ntt)[]fgtiItfE (9 01C) £bfc 0 ^ 
imx^;UT^U tK. 0. 5 NTK^k:^- h u ^A7j<jt^ zK&Tj^fnft 

^2:i>U^y;i/^7 7A^D7 h^!7^ — ('N^+r^ : M£X5 L ;U=4 : 1) T 
10 iltSb, tfet-fJ^LT7-ya ; E-l-7°Dtf^-2 I 3-vkh'D-lH 

- 1 -^>XT-£¥>-4-t>)l#>mt -7*^)1 (8. 07g, 60S) £f#£: 0 
'H NMR (200MHz. CDC1 3 ) 6 0.95 (3H. t. J=7. 5Hz). 1.53 (9H. s). 1.68 (2H. 

sextet, J=7. 6Hz), 2.75 (2H. t. J=4. 4Hz). 3.18-3.26 (4H, m). 6.67 (1H. d. 

J=9. 2Hz). 7.22 (1H. dd, J=8. 8, 2. 6Hz). 7.39 (1H. d. J=2. 6Hz), 7.46 (1H, s). 
15 IR (KBr) 2969. 1698. 1497. 1368. 1269, 1254. 1159 cm-'. 

###J 9 6 

7 -yot- l --?u¥)l>- 2, 3 -v?b FD- 1 H- 1 -^>XX-hffcr>- 
4-*M>it-^ (8. 05g) £Mx^;U (80ml) 4NIH 
lt^X^;M£S& (80ml) SriDx., <DU%m 1 2 Btf^lt^b^o tJc^Jp 
20 ^^>{3tSfDM^7K^^-h'J^A7K^$rffl^iX^CDpH$r2<tL, g^^X^ 

@#<D^&£^*l7->-@^x^T&#L. tfi^ B tLT7-^- l - 
yptf;U- 2, 3 - v^h Ho - l H- 1 -^>XTiftf>-4-^;i/^>^ 
(2. 61g. 39*) &ntzo 
25 mp 172-173X:. 

'H NMR (200MHz, CDC1 3 ) 5 0.95 (3H. t. J=7. 3Hz). 1. 70 (2H. sextet. J=7. 5Hz). 
2.81 (2H. t. J=4. 6Hz). 3.22-3.29 (4H. m), 6.70 (1H, d, J=8. 8Hz). 7.25 (1H. 
dd. J=8. 8. 2. 6Hz). 7.43 (1H. d. J=2. 0Hz). 7.69 (1H. s). 
IR (KBr) 2963. 1674. 1497. 1410. 1277. 1171 cm" 1 . 
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Anal. Calcd. for C l4 H l6 BrN0,: C, 54.21; H, 5.20; N, 4.52. Found: C. 54.17; 
H, 5.05; N. 4.42. 

mrnw 9 7 

7 -Zfu^E- l -^ohf;i/- 2, 3 -5?b Fn- 1 H- 1 -^>X7f t?>- 
5 4-*;i^#>K (2430mg, 7. 83mmol) §DMF (12ml) tZ®m%1t. mttt- 
)l (1.4ml) MT3 O^Wit^Lfe. »i»£«JBETe5&U ^S^rTH 

F (50nl 4- [ [N-;*3\N/-N- (x h 7 fc H O - 2 H- tf 

^>-4--r;U) 757] T— U>2tt[B64ft (2757mg) iZTH F (40ml) 

£Jp*., MJXfJl/7 5> (8.2ml) SriBTFU ifit3 0^Wlfc. Ol^T, 
10 SfefcWUKbfcBS^DU KTHFJ^ifc&O'CTJRTbfc. iI^»££i&T?2 1 B# 
IHJSt#b&. KJfci&&*&£iit8U ^IXfJ^iDA, 7KX^fiSfti^*toKT0^ 

WW7A^D7b^77<- (ftSx^ws^iu^ : i^y-;i-= 1 0 : 

1) Tf»«L/*6fc»*x5 : -;i'-^lJ->*^?l«Sa*ff^ ffeigitLT 
15 7-^Dt-N- [4- [ [N-^^;l/-N- (^h^t KD- 2H-hf^>- 

4 — r;w T^y] y^io - 1 -:/d tf;u- 2, 3-ytKo-i 

H- 1 -^>XT-ife>-4-^j;U^>^TS F (3219mg. 80*) 
mp 134-1 36*0. 

'H NMR (200MHz, CDC1 3 ) 6 0.97 (3H, t, J=7. 5Hz). 1.60-1.80 (6H, m). 2.21 
20 (3H, s). 2.57-2.70 (1H. m). 2.89 (2H, t, J =4. 6Hz). 3.22-3.30 (4H. m), 3.37 
(2H, td, J=ll. 1, 2.8Hz), 3.57 (2H, s), 4.01-4.07 (2H, m), 6.71 (1H. d. 
J=9. 2Hz), 7.19 (1H, s), 7.24 (1H, dd. J=9. 0. 2. 6Hz), 7.30 (2H, d. J=8.4Hz). 
7.41 (1H, d, J=2. 6Hz), 7.50 (1H, s). 7.52 (2H, d. J=8. 4Hz). 
IR (KBr) 2957. 1645, 1597, 1514. 1497. 1406. 1314, 1246. 1173 cm-'. 
25 Anal. Calcd. for C 27 H 34 BrN 3 0 2 : C, 63.28; H. 6.69; N, 8.20. Found: C, 63.19; 
H, 6. 54; N, 8. 05. 

mmmi «b#« 1 ©mst) 

7- [4- (2-Xh^>Ih^y) 7i-Jl/] - 1 3-^t: 
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HD- 1H- 1 -*<>*S7W>- >WL (0. 18g) £DMF (1 
0ml) K*a>U 2kftT> mttt—fr (0. 0 9ml) £JDA, m^T30 
ftmrnWlsfr* «JET»J«£S*Lfc. M^THF (2 0ml) 4 

- [N-^JU-N- (-rh^kFP-2H-tf^>-4--r;i/) 7$; 

5 7— U> (0. 12g) , h UX^l/7$> (0. 3 3m 1) ©THF (1 Om 

i) »tt+tcak?&T. iTiL ^mnmm.T. Mmrc—mmfcistz. mitTm 

il^/A^U->i^S»aL, 7- [4- [ 7i 
10 =. ;U] - 1 -sM/SJU-N- [4- [ [N-^JU-N- (fh7th'D-2H 

- fcf^>- 4 75/] 7i-^] -2, 3-ytFD-lH- 
1 -^>l/Ti?tf>-4-*;>#^U-5 F «b^»l) (0. 2 3g) 

mp 1 92-194*0. 

15 'H-NMR(<5 ppra. CDC1 3 ) 1.26C3H, t. J=7. 0Hz), 1. 59-1. 75 (4H. m). 2. 21 (3H, s), 
2. 59-2. 70OH. m), 3. 02(2H. t, 1=5. 1 Hz), 3. 37(2H. dt. 1=1.5. 11. 4Hz). 3. 57(2H. 
s). 3. 63C2H, q. J=7. OHz). 3. 83(2H, t. J=4. 8Hz). 3. 91 (2H, t. 1=5. 1Hz), 
4. 01-4. 07(2H, m), 4. 18(2H, t. 1=4. 8Hz), 7. 02(2H, d. 1=8. 8Hz). 7. 18 (lft d, 
1=8. 4Hz). 7. 31 (2H. d. 1=8. 4Hz), 7. 45-7. 57(6H. m). 7. 65(1H, br), 7. 66(1H, d. 

20 1=1. 8Hz). 8. 54 (1H. s). 

IR(KBr) v : 3297. 2946. 2847. 1669cm-'. 

Anal, calcd. for C 35 H 41 N 3 0 s : C. 72.02; H. 7.08; N. 7.20. Found C, 71.90; H. 
6. 79; N. 7. 05. 

25 7 - [4- (3 -xh^->y°D/}?^-» yj^-ji] - l -*c;u^;i/- 2. 3-v? 
tHo-lH-1 -s<>V7W>-4-J])l,#>n (0. 2 5 g) SrDMF (5 
ml) \<zmfrls. frlfcT. (0. 12ml) £JnA> iST30^ 

mm.w\stzL. mfcTmrnzm^isTco si^thf asmi) 4- 

[N-^^-N- (rh7kFD-2H-t!7>-4 — ( Jl) 7$/^fJW 
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T-U> (0. 16g) , MJX^H5> (0. 44ml) ©THF (5ml) 

5 ^P/^U-^SfHSftb, 7- [4- (3-lh + y7"D7t?^» 7i-^] 
- 1 -*;U^-N- [4- [ [N-p<^;l/-N- (fh7hh'D-2H-tf7 
>-4--iJl) 757] ^^;H 7x"JW -2. 3-ytHD-lH-l-^ 
>yT-t?tf>-4-*;^+1t5 K Mfr&*2) (0. 29g) ^i^s^b 
T*§7c„ 
10 mp 166-1 69*0. 

'H-NMR(<5 ppm. CDC1 3 ) 1. 22(3H, t, 1=7. 0Hz), 1.64-1. 82 (4E m). 2. 02-2. 15 (2H. 
m), 2. 2K3H, s). 2. 60-2. 68 (1H, u), 3.03(2H, t, 1=5. 5Hz). 3. 37(2H, dt. 1=2.6, 
11.2Hz). 3. 46-3. 66 (6H, m). 3. 92(2H. t. 1=5. 5Hz), 4. 02-4. 07 (2H, m). 4. 13(2H. 
t, 1=6. 3Hz), 7. 01 (2H. d, 1=8. 8Hz), 7. 19(1H, d. 1=8. 2Hz), 7. 32(2H, d, J=8. 6Hz). 
15 7. 47-7. 60(6H, m), 7. 68(1H, d, 1=2. 0Hz), 8. 55(1H, s). 
IR(KBr) v : 2946, 2849, 1669cm H . 

Anal, calcd. for C3 6 H 43 N 3 0 5 : C. 72.34; H. 7.25; N, 7.03. Found C, 72.54; H. 
7. 1 1 ; N, 7. 00. 

20 7 - [4- (2-7h+yl^» 7izjH - 1 -fr)l5.Jl-2, 3-~>*t: 
HD- 1 H- 1 -^>V r Tiftf>-4-*;l/^>^ (0. 2 3g) §DMF (5 
ml) fc»j&>U mt^ZL)V (0. llml) MT3 0^ 

mm&l>rz. «JET&$i&e5£l>fc. SI^THF (2 5ml) £i§a>U 4- 
[N-^^-N- (fh7hFP-2H-t°7>-4 — fJl/) 7$7^fJH 

25 7-U> (0. 15g) . MJX^J)/7^> (0. 4ml) ©THF (5ml) 

-M^Mil> 7- [4- (2-7h+yXh+y) 7x'JW - 1 
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a;i/-N- [ [4- [ (N-^^Jl-N- HD- 2H-tf^>-4- 

-r;i/) 7^;) pwu] 7izjw -2. 3 -s>t hd- 1 h- 1 -^>i/:r-t? 

e>-4-Mm5K (ft^*3) (0. 2 3g> *«fi*Sft£LT#fc. 
mp 171-1 73*0. 

5 'H-NMR(<5 ppm, CDC1 3 ) 0. 94(3H, t, J=7. 2Hz). 1. 31-1. 49 (2H. m), 1. 55-1. 65(2H, 
m), 1. 70-1. 75 (4H, m), 2. 21 (3H. s), 2. 60-2. 71 (1H, m). 3. 04(2H, t, J=5. 5Hz), 
3. 37(2H, dt, J=3. 2. 11.3Hz), 3. 53-3. 59(4H, m). 3. 82(2H. t. J=4. 9Hz). 3. 92C2H, 
t, J=5. 5Hz). 4. 01-4. 07(2H, m). 4. 18(2H, t. J=4. 9Hz), 7. 03(2H. d, J=8. 8Hz), 
7. 19C1H, d. J=8. 2Hz). 7. 32(2H. d, J=8. 4Hz), 7. 46-7. 56 (6H. m). 7. 68(1H, d, 
10 J=l. 8Hz), 8. 55 (1H, s). 

IR(KBr) v: 2940, 1669. 1518. 1497cm-'. 

Anal, calcd. for C 37 H 45 N 3 0 5 : C. 72.64; H. 7.41; N, 6.87. Found C. 72.48; H. 
7. 11; N. 6. 71. 

15 7- [4- [N- (2 -Xh^S/X^) -N-^^Jl/T^y] 7iZJl/] -1 

2. 3 Kn- ih- l -^>i/Tiftr>-4 -^;p^>^ 

(0. 17g) 5DMF (3. 5ml) fc***U ^^T, mt^-fr (0. 
0 8ml) £iQ*. ^fflT3 0^RSJ«j^bfc. «JBET«jK*S*Ufe. 8IS£T 
HF (2 5ml) KjgjfcU 4- [N-*^;U-N- h ^ t K □ - 2 H- tf 
20 7>-4-^;i/)7iy^f;H 7-UX0. llg), K'Jx^l/75>(0. 
3 1ml) ©THF (6. 5ml) 8J*+K3kimF, iRTUfc. SE*3?ffl»T> 

5:y'J*yM7A^D7h^77^- (gf^x3MK/x^y-;p) Sffl^Ti 
25 S!bffiHSii£»fc. X^y-;i/^e»H^ B b, 7- [4- [N- (2-Ih + y 
X^;P) -N-^^757] 7x-JH - 1 -*;|/^;i/-N- [4- [ [N- 
*^;|/-N- (f h7t FD-2H-tf^>-4 — 7$/] *3-M 7x. 
x;H-2. 3->?t HD-1H- 1 -^>V r T-tffcf>-4-^;^+it^ KOffc 
£4&4) (0. 1 4g) LT»£. 
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mp 157-15813. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 21 (3H. t, J=7. 4Hz). 1. 59-1. 82 (4H. m). 2. 20(3H. s), 
2. 64(1H, m). 2. 96-3. 06 (2H. in). 3. 05(3H, s), 3. 30-3. 43 (2H. m). 3. 52(2H. q. 
J=7. 0Hz). 3. 57(2H, s). 3. 56-3. 63 (2H. m), 3. 88-3. 94 (2H, m), 3. 99-4. 07(2H, m), 
5 6. 80(2H, d, J=8. 8Hz), 7. 16(1H, m), 7. 29-7. 56 (7H. m), 7. 66(1H. s), 8. 53 (1H, 
s). 

IR(KBr) v: 2946, 2849, 1669, 1609. 1505. 1360. 1316, 1204, 1113. 814cm" 
i 

mffiM5 ({fc^#J5(Mi£) 
10 7- [4- [N- + -N - Jl^JlT ^ /] 7irjH -1 

2. 3 — >^ti Hp- 1 H- 1 -^>V , T-tftf>-4 
(0. 2g) £DMF (5ml) 3K?&T» Mittt—fr (0. 0 9m 

1 ) £3&DA, giST3 O^^bfe. MEET^^Scbfc., M^THF (2 
5ml) izmfrV. 4- [N-^^;U-N- (fh7t HD-2H-t?7>-4 
15 — 1)V) 75/^f;i/] T— U> (0. 2 0g) . HJXf;i/7$> (0. 3 5 
ml) OTHF (5ml) **+fc:*?&T, iTIL 

U fiHSIIS^fc. SiX5 1 >/A*lJ->^f>SiSt, 7- [4- [N — (2 
20 -Ih + yl^JW -N-X^7$y] 7x.-)l] - 1 [4 
- [ [N-j*3Ml/-N- (rh7th'D-2H-tf7>-4 — UV) 757] ;* 
-2. 3-^fc FD- 1H- 1 -^>V7W>- 4 
K (ft^5) (0. 2 3g) «f^r a tLt#fc. 
mp 162-164*0. 

25 'H-NMR(<5 ppm, CDC1 3 ) 1. 17-1. 30(6H, m), 1. 70-1. 80(4H. m). 2. 21 (3H. s). 
2. 55-2. 75 (1H. m). 3. 03 (2H, t. J=5. 2Hz). 3. 33-3. 62(1 2H. m), 3. 92 (2H. t. 
J=5. 2Hz), 4. 01-4. 14(2H. m), 6. 78(2H, d, J=8. 8Hz), 7. 16(1H. d. J=8. 4Hz), 
7. 32(2H, d. J=8. 4Hz), 7. 45-7. 56 (6H. m), 7. 66(1H, d. J=2. 0Hz). 8. 54(1 H. s). 
IR(KBr) v: 2849. 1661. 1609, 1552, 1501cm"'. 



# 
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Anal, calcd. for C 37 H 46 N 4 0 4 -0. 2H 2 0: C. 72. 33; H, 7. 61; N. 9. 12. Found C. 72. 30; 
H, 7. 70; N, 9. 23. 

7- [4- [N-X3^l/-N- (2--7°D^^'>X^;W 7^ J] 7i-iH - 
5 1 = 2. 3 -i^h KD- 1H- 1 -^OVTi£\f>-4-i3JU^>m. 
(0. 2 5g) £DMF (7ml) Kjg^U *?&T, mt^-iV (0. 11 
ml) O^StJ^bfco MffiTi£*g£®3cb7cc M^THF 

(2 5ml) 4- [N-^^-N- (^ h ^ t H P - 2 H- tf ^ > 

-4— r;U) 75 7/^] 7-U > (0. 16g) , MJX^75> (0. 

io 4imi) ©thf (5mi) mm^iz^T. mtltco ^.mnmnrf. mm. 
s*u a»asi§fe. »»i^/^u->* &'neAi/. 7- [4- cn- 

15 - [4- [ [N-*^;i/-N- (fh7tKP-2H-if7>-4-<JW 7 5 

y] 7ai-;n -2. 3 -->*t Fn- 1 h- 1 -^>V7-t?t!>- 4 - 

(fc^»6) (0. 2 7g) ^Mfe^tLTifc. 

mp 146-149*0. 

'H-NMRC3 ppm, CDCI3) 0. 93(3H, t, 1=7. 3Hz), 1.20(3H. t, 1=6. 9Hz), 1.59- 
20 1.75(6H. a), 2. 21 (3H. s), 2. 55-2. 75 (1H. m). 3. 03(2H. 1, J=5. 4Hz). 3.31- 

3. 6K12H. m), 3. 92 (2H, t. 1=5. 4Hz), 4. 01-4. 14 (2H, m), 6. 78(2H. d. 1=9. 2Hz), 

7. 16 C1H. d, 1=8. 4Hz). 7. 32 (2H, d. 1=8. 4Hz), 7. 45-7. 56(6H, m), 7. 66(1H, d. 

1=2. 2Hz), 8. 54 (1H, s). 

IR(KBr) v : 2942. 1669cm-'. 
25 Anal, calcd. for C 38 H 4S N 4 0 4 • 0. 3H 2 0: C. 72. 42; H. 7. 77; N. 8.89. Found C. 72.57; 

H, 7. 53; N. 8. 59. 

7- [4- 7irjW - 1 - ;* ^ >7.)V^~)V- 2 , 

3-vtHD- 1H- 1 ~^>'/T^\f.y- 4-tS)V^yW. (0. 14g) £T 



WO 00/76993 




PCT/JP00/03879 



123 

HF (15ml) *#T, mttt—fr (0. 0 4m 1 ) tDMF (M 

mm) £Jjpa. siTi. smmm.&isfco mzr^m^^vtzo m^th 

F (15ml) 4- [N-j*3\>U-N- (-r h ^ k H n - 2 H - k^ 

>- 4 — r;u) 75/^^] 7— y> <o. osg) , hux^;P7^> (o. 

5 14ml) ©THF (15ml) ^"flcMIrT, nTFUfc. ^Hffl^T> ^ 
iaTlBf^it^Lrco MHTR&*££^*U TKSrtJPA, H^x^UTtt&ffiLfco 

7- [4- + 7i^] - 1 -^>7JU 

^~;i/-N- [4- [ [N-*3SM/-N- (5^h^ti KP-2H-tf^>-4- 
10 -i)V) 75 7] *?-)V\ 7x-JV] -2. 3 -5?fc Hp- 1H- 1 -^>V7if 
bf>-4-^;l/^^5 H <ffr&«&7) (0. 15g) *45fe7 : E;i'^TX<hL 

'H-NMR(<5 ppm, CDC1 3 ) 1. 26(3H. t. J=7. 0Hz). 1. 60-1. 76 (4H, m). 2. 22(3H. s). 
2. 67(1H. br), 2. 89(3H, s), 3. 14(2H. t, J=5. 2Hz). 3. 37(2H. dt. *J=3. 0. 11. 0Hz). 
15 3. 59C2H. s). 3. 63 (2H. q. 1=7. 0Hz), 3. 83 (2H, t, J=4. 8Hz), 3. 92 (2H, t, J=5. 2Hz), 
4. 01-4. 07(2H. m). 4. 18C2H. t, J=4. 6Hz). 7. 02(2H, d, J=8. 8Hz), 7. 33(2H, d, 
J=8. 8Hz), 7. 49-7. 67 (8H, m). 

IR(KBr) v: 2934, 2849, 1661, 1609, 1520, 1495cm-'. 

Anal, calcd. for C 35 H 43 N 3 0 6 S: C. 66.33; H, 6.84; N. 6.63. Found C, 66.39; H. 
20 6. 76; N, 6. 57. 

7- [4- (3-lh^>7"D^» 7xXJH - 1 -*$>7,)Vfc-)V- 2, 
3 ->*k Ho- 1 H- 1 -sOVT-V ¥>- 4-%)l-#>M (0. 2 0 g) £T 
HF (5ml) fc«j&*U tK/^T. mttt—)V (0. 06ml) £DMF (flfe 

25 mm) *iPA, sfflT2NFwa^Lfc. «eet*»&9*u*:. M5THF (1 

5ml) fc»j&*U 4- [N-^^U-N- (5=- H 9 k Ho- 2 H- tf 7 >- 4 
-<JW 7$^?JH 7-'J> (0. llg) , HUX3MU75> (0. 19 
ml) ©THF (5ml) JStt+KlSW&T, flSTbfc. g*£H&T. ^fflT— 
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U fi*Sfi€:»&. ftttx^U/^t^jfcSHIgilU 7- [4- (3-Xh 

*'>^n#+'» 7x-jW - l -^^>x;u^-jb-N- [4- [ 

;U-N- (Th7hKD-2H-tf7>-4-<JW 7^7] *^)V\ 7x.-)V] 

5 -2, 3 -s?t Ho- ih- i -^>»/7-tftr>-4-*;u#^-y-5 K (fc£>4tl 

8) (0. 2 2 g) " Sfc6«Sfl£l/T#fc. 
mp 157-160*C. 

'H-NMR(<5 ppm, CDC1 3 ) 1. 22(3H. t. J=7. 0Hz). 1. 65-1. 76(4H, m), 2. 06-2. 15 (2H, 
m). 2. 22(3H. s), 2. 55-2. 78(1H. m). 2. 89(3H, s), 3. 14 (2H, t, J=5. 1Hz), 3. 38(2H, 
10 dt. J=2. 6, 11. 2Hz). 3. 46-3. 65 (6H, m), 3. 92(2H, t, J=5. 1Hz), 3. 95-4. 1 5 (4H, 
m), 7. 00(2H. d, J=9. 2Hz), 7. 34(2H, d, J=8. 4Hz). 7. 49-7. 67 (9H, m). 
IR(KBr) v: 2926. 2851. 1671. 1595. 1524cnf'. 

4- (2-Xh4vlh^» 7x.~)V*0m (315mg) t. 7 —Z/u^E— 1 -;* 
15 ^)l-N- [4- [ [N-^5P;i--N- (^h^k HD-2H-hf^>-4 — f 

;u) 7$y] 7xz;n -2, 3 -s?t Ho- ih- 1 -^>XT-t?tr 

>— 4 -^M>i7$ H (485mg) &7j< : / : h;Ux> (1:1:10, 
v/v, 18.0ml) IzmmZlt. mWtjjWA (332mg) £Jjn*.£:o ^©jg-&<»*T;i/ 
3>Hi^T. Iffl73 0»|illlWfU ^ h^** MJ :7xx;|/**:7.r >/\°^ 
20 y9A (46mg) *in*, T;Uzf>#ffl^TT 1 0 &ffli)D*&IftE& L/c. R/£ZI<& 

W?b#57 4— (30g. KHl^:I^;-;i/=9: 1) TtiU, ££KX 
5> y-)\sfr£>&m&%fioZ£\z<kr) 7 - [4- 7oi 
25 x;l^ -l-^^U-N- [4- [ [N-^;i/-N- (rh7kh'0-2H- 

tr^>-4--r;u) 7^y] 71^] -2. 3-ytFn-iH-i 

-^>XT-tf tf>-4-7J^>l75 H «t&®9) (230mg, 40%) £3t6jSg 
mp 122-125»C. 
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'HNMR (200MHz, CDC 1 3 ) <5 1.26 (3H, t, J=7. OHz). 1.23-1.76 (4H, m), 2.20 
(3H. s), 2.53-2.71 (1H. in). 2.94 (2H, t, J=4. 4Hz), 3.07 (3H, s). 3.32 (2H, 
t, J=4. 5Hz), 3.37 (2H. td. J=11.4, 2. 9Hz), 3.56 (2H, s), 3.62 (2H, q, J =7. OHz). 
3.81 (2H, t. J=4. 9Hz). 4.01-4.07 (2H, m). 4.16 (2H, t, J=5. OHz). 6.86 (1H, 
5 d, J=8. 6Hz). 6.97 (2H. d. J=8. 8Hz). 7.29 (2H. d, J =9. OHz), 7.38 (1H. s), 7.43 
(1H. dd, J=8. 6, 2. 2Hz), 7.47 (2H, d, J=8. 8Hz), 1H (d) was concealed under 
7.49, 7.54 (2H, d. J=8. 6Hz). 7.66 (1H. s). 

IR (KBr) 2946. 2847. 1653, 1607. 1501. 1312. 1244. 1186. 1119. 814 cnf 

i 

10 Anal. Calcd. for C 35 H 43 N 3 0 4 : C. 73.78; H. 7.61; N. 7.38. Found: C, 73.93; 
H. 7. 39; N. 7. 44. 

m mm 1 o 1 o omm) 

1 -*J-)V7,)V-fc~)\s- 7 - [4- (2-*^)Vtt) Ih + ->7i-JH - 
2, 3-ytHo - 1H- 1 -^OXTiftf >-4 (207mg) £DM 
15 F (5.0ml) \zmm^^ mt^-Jlt (0. 09ml) SrJD*., ^i&T 3 0 ^Jt^b 
fco MEE~Rg*££^3;U ^SlCTHF (10.0ml) SrtJDAfco — 4 — [ [N 
-*9-)V-N- (fb7kKD-2H-b!7>-4 — ( )V) 7^7] ^J-M T 
Z'J>- MMM (168mg) 1CTHF (5.0ml) &lm7L. £ £ \Z h 'J JL^JVTS. > 
(0.50ml) &lMtto 5fe(liilf:ii7DU KI»OttiTLfc. W&%Q 

M^y'J*^7A^D-7h^77^- (15g, S^X^-MX^ 
;i/ : y— Jl/ : h'JxW5>=l 00: 10: 1) T*fMb> Mt^TX^ 

/— ;i^e>?i§££ji£m^ 1 -^jk^i^x^-n- [4- [ [N-pwu- 

25 N- (^h^t Ho- 2H-tf^>-4--f;i/) 7$/] 7xX;U] - 

7- [4- (2-75 1 ;i/^) Xh+y7i^] -2, 3-ykKD-lH- 
1 -^>X7iztf>-4-*;i/^>^7$ H Offc^lO) (176mg, 58$) £B 

mp 174-1 77*0. 
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'H NMR (200MHz, CDC1 3 ) 6 1.64-1.77 (4H. m), 2.21 (3H. s), 2.24 (3H, s). 
. 2. 60-2. 72 (1H. m), 2. 89 (3H. s). 2. 92 (2H. t. J=6. 9Hz). 3. 14 (2H, t. J=5. 3Hz), 
3.38 (2H, td, J=l 1. 4. 2. 9Hz), 3.58 (2H. s). 3.92 (2H. t, J=5. 3Hz), 4.02- 
4.07 (2H. m). 4.22 (2H, t, J=6. 8Hz), 7.00 (2H, d. J=8. 8Hz). 7.33 (2H. d, 
5 J=8. 4Hz), 7.50-7.67 (9H. m). 

IR (KBr) 1655, 1607, 1517, 1493, 1341, 1314, 1248, 1154 cm"'. 
Anal. Calcd. for C 34 H 41 N 3 0 s S 2 : C, 64.22; H. 6.50; N. 6.61. Found: C, 64.03; 
H. 6. 51; N, 6. 55. 

mmm 1 1 utsm 1 1 <om& 

10 1 7 - [4- (2 - Ih + y7i-W -2, 3- 

z?\l HP- 1H- 1 -^>X7-titf >-4-#;t/^>m (484mg) ^DMF 
(10.0ml) \zmffi2-&. mttt-fr (0. 23ml) .^iUX. gzaT3 0^fWL 
tzo ffiTM^SSt, mm^THF (10.0ml) ZtiUXtzo — 7t\ 4 - [ [N 
-*^)l-N- (rh7hHD-2H-ti7>-4 — f )V) 7 5./] *J-)V\ 7 
15 — U>— (444mg) ICTHF (10.0ml) £jjnA, ~£Z\Zh UlW=> 

(1.32ml) Zlmtto JfelllSb^DU HWSrOtTlTLfe. 

*U »>''J^M7A^07h^77^ - (30g, ^X^;U-*^X^ 

20 ;u : x^y-;u : hux^;uT5>= 1 o o : i o : i) t?««!U m^TJL? 
y-)\sfrt>nmgk*n^* i-^ji^ji-n- [4- [ [n-^^;i/-n- (j- 
h^t ho- 2H-tr^>-4--i';i/) T^y] *^;i/l 7i-jw -7- [4 

- (2-*^;U^:t) X h^->7i-JH -2, 3-yhFD-lH-l-^> 
XT-tftr>-4-7a;^>^T5 H 1 ) (555mg. 75X) £afe*£#l,£: 

25 bTtffc. 

mp 180-183*0. 

'H NMR (200MHz, CDC1 3 ) <5 1.64-1.77 (4H. m), 2.21 (3H. s), 2.24 (3H, s), 
2.59-2.67 (1H. m). 2.92 (2H, t. J=6. 8Hz), 3.04 (2H, t. J=4. 6Hz). 3. 37 (2H, 
td, 1=11.2, 2. 9Hz), 3.57 (2H, s), 3.92 (2H. t, J=5. 3Hz), 4.01-4.07 (2H. m), 
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4.22 (2H. t. J=6. 8Hz), 7.01 (2H, d, J=8. 8Hz), 7.20 (1H. d. J=8. 0Hz), 7.32 
(2H, d. J=8. 8Hz), 7. 47-7.58 (7H, m), 7.68 (1H. d. J=l. 8Hz), 8.55 (1H. s). 
IR (KBr) 1667, 1607, 1514, 1497, 1360. 1314. 1246. 824 cm" 1 . 
Anal. Calcd. for C 34 H 39 N 3 0 4 S (0. 2H 2 0 additive): C, 69.29; H. 6.74; N, 7. 13. 
5 Found: C. 69. 09; H, 6. 58; N, 7. 01. 

mmm 1 2 ut&w 1 2 amm 

4- (2-^o^yXh+y) 7x.—)\sfc'yM (242mg) £ 7 -^Dt- 1 - 
j*3MU-N- [4- [ [N-^^;i/-N- h^b FP- 2H-tf^>-4- 
75/] 7i-JH -2, 3-vhFo-lH-l-^>X7f 

10 t:>-4-*M>i7$H (436mg) £zK : X;* y -Jl/ : Y)VJL> (1:1:1 
0, v/v, 18.0ml) IzmmZlt* mM^^A (299mg) £in*_7Co £<£>2g^£ 
7;W>#iIT, ^t&T3 0#f B 18l#U rh7^h'J7i-MX7^> 
n^WK (42mg) SrJPTl, 7;^>Hi^Ttl 0 P#TO^M^2r b7c e Kfo 

A^D7fi/77^- (30g. mm.^)l: X^y— ;i/: h 'Jx^7$>= 1 8 
0:20:1) -CttSIU £ £tCX^ y-^/^^rtt^^^^^fr^ £ £fc 

cto, i-*^;i/-N- [4- [ [N-y^-N- (^h^t kd- 2H-tr 

^>-4--r;l/) 757] y^;H 7i-JW - 7- [4- (2-7°D^vI 
20 7xrjl/] -2, 3-> ; t:FD-lH-l-^>XT-t*tf>-4-^;i' 

4^>^7$ H «b^l2) (186mg, 35$) £J£fe&SJI<i: bTt#7co 
mp 136-138*0. 

'HNMR (200MHz, CDCI 3 ) 6 0. 94 (3H. t. J=7. 3Hz), 1. 65 (2H, sextet. J=7. 2Hz). 
1.69-1.76 (4H. m). 2.21 (3H. s), 2. 57-2.72 (1H. m). 2.96 (2H. t. J=4. 4Hz). 
25 3.09 (3H, s), 3.32-3.43 (4H, m). 3.51 (2H. t, J=6. 8Hz), 3.56 (2H, s). 3.81 
(2H, t. J=5. 0Hz). 4.01-4.06 (2H. m). 4.16 (2H, t. J=4. 9Hz). 6.88 (1H. d, 
J=8. 4Hz). 6.98 (2H. d. J=8. 8Hz). 7.30 (2H. d. J=8. 6Hz). 7.40-7.56 (8H, m). 

IR (KBr) 1651. 1607. 1514. 1501, 1312. 1244, 1186 cur'. 

Anal. Calcd. for C 36 H 45 N 3 0 4 (0. 3H 2 0 additive): C. 73.39; H. 7.80; N, 7.13. 
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Found: C. 73. 12; H, 7. 67; N. 7.08. 

mmm 1 3 «t<£® 1 3 <omm.) 

4- 7^~)VfrVm. (250mg) i7-^Dt-l- 

^^;i/-N- [4- [ [N-*^;i/-N- (^h^bHD-2H-t°^>-4- 

5 -cm y^y] -2, 3 kd- 1 h- 1 -^>X7f 

t!>-4-*;U7^>my^ H (450mg) £7jc : X;* /-JU : h;Px> (1:1:1 
0, v/v, 18.0ml) {C2gfl?£-th MU^A (308mg) £iD7Lfco dOrg^^ 

/i^v^a (43mg) £in*_, y;u^>#HmT-ei OPtTO^jl^^bfeo £j£ 

A^D7h^77^- (25g, BtSIX^;i/: x^y— JU: h l JX5 1 JV7$>= 1 0 
0 : 10 : 1) -eM^b, ZZ\zjl? s-ju/^vyfrzmifegh&fto^tiz 
7 - [4 - (3-Ih4y7"D^y) 7i-JH - 1 -*^;U-N- [4 
15 - [ [N-^5P;U-N- (^h^b Ha- 2H-tf^>-4--r;U) 75y] ^ 
5=-;U] 7x-JH -2, 3-yhHD- 1H- 1 -^>X7-fef k?>- 4 -#;i/^ 
>^T^F (ft^l 3) (359mg, 66%) tn^^tVxmtz 0 
mp 98-100*0. 

'H NMR (200MHz. CDC1 3 ) <5 1.21 (3H. t, J=6. 9Hz), 1.63-1.79 (4H, m). 2.07 
20 (2H, quint, J=6. 3Hz). 2.21 (3H, s), 2.54-2.75 (1H. m), 2.96 (2H, t, J=4. 4Hz). 
3.09 (3H, s), 3.31-3.43 (4H. m). 3.51 (2H. q. J=7. 0Hz), 3.56 (2H. s). 3.62 
(2H, t, J=6. 3Hz), 4.00-4.07 (2H. m), 4.10 (2H, t. J=6. 2Hz), 6.88 (1H, d. 
J=8. 6Hz), 6.97 (2H, d, J=8. 8Hz), 7.30 (2H. d, J=8. 6Hz). 7. 40-7.56 (3H. m). 
7.40 (1H, s). 7.48 (2H. d. J=9. 0Hz). 7.54 (2H, d, J=8. 6Hz). 
25 1R (KBr) 1647. 1607. 1514. 1501. 1312. 1244. 1182. 1115 cm" 1 . 

Anal. Calcd. for C 36 H 4S N 3 0 4 (0.- 2H 2 0 additive) : C, 73.62; H, 7.79; N. 7.15. 
Found: C. 73. 53; H. 7. 63; N. 7. 11. 

mmm 1 4 ut&w 1 4 <dm&) 

l-*;i^;U-7- [4- (2-7°D#*>-) X h + ->7x^] -2. 3- 
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Fo-lH-1 -^>XTiffcT>-4-*;U^>Be(379mg)SrDMF(9. 5ml) 

\zmm%-&* mttt-jv (o. ismi) ^jda, iiat»3 0^fwifc, meet 

gH*£g*U Sfi^THF (15.0ml) *lq^.fc. — 4- [ [N-*^;U- 
N- (fh7k KU-2H-tf7>-4— T;W 757] TX'J >~i£ 

5 (337mg) KITHF (10.0ml) $rJPA. $ ^>1C h U X^7$ > (1.00ml) £ 

$->UiJ7-'JW7A^DTh^77^- (35g, ftKxf;i/^S!lxf;kx^; 
10 — ;i/= 10:1 — IflKX^W : 7 — Jl/ : h U X3MI/7 $>=100 : 10 : 
1) TttKU IggViTX^/— ;l/^6>?f«SaSfT^^ 1 -3fcJI/ = ;U-N- [4- 
[ [N-*3^U-N- (ff7th'D-2H-e7>-4-<JW 757] 
;U] 7i^] -7- [4- (2-yn4?^-» Ih^->7xXJH -2, 3- 
v^t Kn- 1 H- 1 -^>X7-fe*fcf>-4-7j;l/^>^75 H Ut&<M 1 4) 
15 (459mg, 80*) &efi*Sfi£ bT»fc. 
mp 187-1 89*0. 

'H NMR (200MHz. CDC1 3 ) 6 0.95 (3H, t, J=7. 4Hz), 1.57-1.74 (6H. m). 2.20 
(3H. s), 2.56-2.72 (1H, m). 3.03 (2H, t. J=5. 2Hz), 3.37 (2H, td, J=l 1. 0. 
2. 8Hz), 3.52 (2H, t, J=6. 8Hz). 3.57 (2H. s), 3.82 (2H. t. J=4. 9Hz). 3.92 (2H, 
20 t, J=5. 3Hz), 4.01-4.07 (2H, m). 4.18 (2H, t, J=4. 9Hz), 7.03 (2H. d. J=8. 8Hz), 
7.19 (1H, d, J=8. 4Hz), 7.31 (2H, d, J=8. 4Hz), 7.46-7.58 (7H. m), 7.67 (1H, 
s). 8. 55 (1H, s). 

IR (KBr) 1667. 1609. 1518. 1497, 1360. 1314. 1248. 824 cnf'. 
Anal. Calcd. for C 36 H 43 N 3 0 5 : C, 72.34; H. 7.25; N, 7.03. Found: C, 72.39; 
25 H. 7. 32; N. 7. 08. 

mmm 1 5 1 5 <omm) 

1 - *^)V7s)V*-)\<- 7 - [4- Xh^i/7xXJl/] - 

2, 3 -5?b HP- 1H- 1 ~^>XY J i£if>-4-tUV^>m (296mg) £DM 
F (6.5ml) izmmZ-G* Wtf"*—* (0.12ml) £jUDA, tfiT3 0^f B »b 
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7Co «JETS**e*L» iStTHF (15.0ml) SriOAfc. — USn 4 - [ [N 
-^^;P-N- (5 L h^hh*0-2H-tf^>-4--l';L') 7^7] *^J!/J 7 
- U>-Mtt (234mg) KTHF (10.0ml) £3jdA, 5bl:SU X^Jl^a > 
(0.69ml) ZtiUtto jfefclUUfci^niJ H«W**0t:-CjRTUfc. S^«iJ 

*U «»Sy'J*^*7A^D7h^77^ - (25g, RilfJHIItlf 
;W : x^-y-;U : h 'JI^75>= 10 0:10:1) IriiU, 8fcV>TX* 

y— ;i/^e»?93ii»*ffv>, i -^^;i/x;i/*:x;w-N- [4- [ [n-*^;i— 

10 N- (fh7tFo-2H-(f7>-4--fJW T^y] y^;H 7i;JW - 
7- [4- (2-^D^v) Ih^y7xZjl/] -2, 3-yhh*D-lH- 
1 -^>XTi?tr>-4-*;i/#>KT5 H (fl:^ttl 5) (248mg, 58*) £fi 

mp 161-162*0. 

15 'H NMR (200MHz. CDC1 3 ) 5 0. 95 (3H. t, J=7. 3Hz). 1. 65 (2H, sextet, J=7. 1Hz). 
1.69-1.77 (4H. m). 2.21 (3H, s), 2.54-2.70 (1H. m), 2.88 (3H, s), 3.13 (2H, 
t. J=5. 0Hz), 3.37 (2H. td. J=11.4, 5. 6Hz), 3.52 (2H. t. J=6. 8Hz). 3.57 (2H, 
s). 3.82 (2H, t, J=4. 8Hz), 3.91 (2H, t, J=5. 7Hz). 4.01-4.07 (2H. m), 4.18 
(2H. t. J=5. 0Hz). 7.00-7.04 (2H. m), 7.32 (2H. d, J=8. 4Hz). 7.50 (2H, d. 
20 J =8. 8Hz), 7. 48-7. 66 (7H, m). 

IR (KBr) 1663. 1609. 1516. 1493. 1343, 1310. 1248. 1154. 667 cm-'. 
Anal. Calcd. for C 36 H 45 N 3 0 6 S: C. 66.74; H. 7.00; N. 6.49. Found: C. 66.56; 
H. 7. 03; N. 6. 36. 

mmm 1 6 at^m 1 6 <omt) 

25 4- + ^jlXJI^^K (339mg) i:7-7'o€-l-I 

^)V-N- [4- [ [N-*3\>U-N- (rh7t FD-2H- tf^>-4--T 
)V) 7^7] *3-)V\ yjL-)V\ -2, 3-yt Kd - 1 H — 1 — y "OX7iffc? 
>-4-*;^>S7SH (537mg) ^ttK : X^ j —)\, : h;Ux> (1:1:10, 
v/v, 18.0ml) izmM^it. £&JjVK7& (357mg) £inAfc. H<DM^t:7JV 
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y9A (somg) sapa, 7)\,3>mmnrFvi immumtWffi&isfro Rfcm-s 

5 D7h^77^- (35g, RKx^-BWfcx^U : x^ J -Jl= 10:1 — 
, JL^)V : 3-9 J— )V : h iJXf^75>= 10 0:10:0. 5) T?fiM8U £ 
£>\Zft$m^)V/ \ PE*^flJISS*fT-5Clt»C<fcO, 7- [4- 
ylh + y) 7i"M - 1 -X3MI/-N- [4- [ [N-^tMP-N- h 
5kKD-2H-t!7>-4-'r;V) 75 7 3 y^~)l~\ -2, 3-v 5 

10 k KP- 1H- i-'<>X7'iftr>-4-*;i/#>KT5 b* ({£-&$& 1 6)(332mg, 
53*) 

mp 114. 5-116. 5*C. 

'H NMR (200MHz. CDC1 3 ) 6 1.26 (3H, t, J=6. 9Hz). 1.32 (3H, t. J=7. 1Hz), 
1.63-1. 76 (4H, m), 2.21 (3H, s), 2.59-2.69 (1H. m), 2.91 (2H, t, J =4. 8Hz). 
15 3. 31-3. 42 (4H. m), 3. 44 (2H, q, J=7. 0Hz). 3: 57 (2H, s). 3. 64 (2H, t, J=6. 9Hz). 
3.82 (2H, t. J=4. 8Hz), 4.01-4.06 (2H, m). 4.16 (2H, t. J=5. 0Hz), 6.91 (1H, 
d, J =8. 8Hz). 6.98 (2H. d. J=9. 2Hz), 7.30 (2H. d, J=8. 4Hz). 7.40 (1H. s), 7.47 
(2H, d. J=9. 2Hz). 7.53 (2H, d, J=8. 4Hz). 7.40-7.56 (3H. m). 
IR (KBr) 1651, 1607, 1514, 1501, 1312, 1244, 1 175. 1140, 1119 cm-'. 
20 Anal. Calcd. for C 36 H 45 N 3 0 4 (0. 2H 2 0 additive): C, 73.62; H, 7.79; N, 7.15. 
Found: C. 73. 45; H. 7. 85; N, 7. 05. 

mm 1 7 m&m 1 1 omm) 

4- + 7i^M71 (272mg) £7 -?U=E- 1- 

X^JU-N- [4- [ [N-*9\)P-N- (^h^k Ho- 2H-kf^>-4- 
25 <i)V) J 3 ^J-M 7xZJH -2, 3 -J?t Fa- 1 H- 1 -^>X7f 
e>-4-*M>i7=F (404mg) <&7K:X^y-;i/: h;PX> (1:1:1 
0. v/v. 18.0ml) £jg#S"ti\ #flfc&U£A (269mg) £2JDA7£„ 
7;Pxf>#H^iT, iiat3 07>r»U rH7^h'J7xxMX7^> 
K7-77A (37mg) £flDA, T^xf >fi^TT 1 4^Jp^jSgfESrL7^ 0 



# 
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A^o^h^^w- (30g. ^iXfJW^Ifjl/ : I^/-Jl/= 1 0 : 1 — 
ftKX?;V : X* y — ;U : h U X^;U7 =>=100 : 10 : 0. 5) U 

5 £ s K@mx^;w/ 1 PE^e.njBa$ff ^ntjcko. i-x^;u-n- [4 
- [ [n-^^;u-n- (^h^t hp- 2H-tf^>-4 — r ;io 7$/] * 

7i-JW - 7- [4- 7x"Jl/] -2, 3 

-yhFP-lH-1 -^>XTiffcf>-4-*;P^>^T^ K (fc^ 1 7) 
(221ng, 46S) **6*g«tDT#fc. 
10 mp 106-108 , C- 

'H NMR (200MHz, CDC1 3 ) 6 0.94 (3H. t, J=7. 5Hz). 1.32 (3H, t, J=6. 9Hz), 
1.65 (2H, sextet, J=7. 1Hz). 1.70-1.76 (4H, m). 2.21 (3H. s). 2.56-2.69 (1H. 
m), 2.92 (2H, t, J =4. OHz), 3.31-3.46 (6H, m), 3.51 (2H, t. J=6. 8Hz). 3.56 
(2H. s). 3.81 (2H. t, J =4. 9Hz). 4.01-4.06 (2H, m). 4.16 (2H, t. J=5. OHz). 
15 6.92 (1H, d. J=8. 4Hz). 6.98 (2H, d, J=8. 8Hz). 7.30 (2H. d. J=8. 8Hz). 7.40 
(1H. s), 7.47 (2H. d, J=8. 8Hz), 7.54 (2H, d, J=8. 8Hz), 7.40-7.56 (3H, m). 
IR (KBr) 2928, 1651. 1645. 1607, 1514, 1501, 1314, 1244, 1175 cm" 1 . 
Anal. Calcd. for C 37 H 47 N 3 0 4 (0. 3H 2 0 additive): C, 73. 67; H, 7.95; N, 6.97. 
Found: C, 73. 52; H, 7. 76; N. 6. 95. 

20 mmm 1 8 ut^m 1 8 <omm) 

4- (2-7*h + yIh^y) 7ii—)l<fcVm. (324mg) <b 7 -^D^- l 
^;U-N- [4- [ [N-*3\>l/-N- (fh7t KO- 2H-fc?^>-4 — f 
)V) T^7] 7xz;i/] -2, 3 -ist h'o- 1 H- 1 -^>X7t' tf 

>-4-*M>i75H (440mg) &7jc : J — )V : h;Wx> (1:1:10, 
25 v/v, 18.0ml) fc?g#<*i*\ ftBI^'J^A (301mg) SrjHlAfc. ZOfg&m&TJl 

S^A (42mg) SrJPA, T;Urf >^i^TT 1 0 Pf FMf&jtSft*: Lfco KJ&ig£> 

to*»Kx^;i/T*Ru 7KRtK^?D^7KT-€-n^n^#b, wm^^tkme 
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D7h^77^- (30g> fflllf Jl^iltlT 1 ^ : I^/-JN 1 0 : 1 — 
X^)l>: X^y-JU : h'JX^JU7^>= 10 0:10:0. 5) TttSU £ 
6»CB^Kx^;i// I PEd^HSS^fT^ :ii:iO, 7- [4- 
->lh + y) 7i-il/] -1-*3\JP-N- [4- [ [N-^^;l/-N- h 
5 7hHo-2H-tf7>-4-f;W 7*/] 7xx;i/J -2, 3-v 5 

t Ho- 1H- 1 -l>X7W>-4-%)l'tf>Wt7* 8)(287mg, 
53*) ^t^Itltifc, 

mp 107-llOt:. 'H NMR (200MHz, CDC1 3 ) 6 0.93 (3H. t, J=7. 2Hz), 1.39 (2H, 
sextet, J=7. 3Hz), 1.55-1.79 (6H. m), 2.21 (3H, s), 2.57-2.75 (1H, m), 2.96 
10 (2H. t. J=4. 4Hz), 3.09 (3H, s), 3.31-3.38 (2H, m). 3.37 (2H, td, J=11.6, 
2. 7Hz). 3.55 (2H, t. J=6. 6Hz), 3.57 (2H. s), 3.81 (2H. t, J=5. 0Hz), 4.00-4.08 
(2H, in), 4.16 (2H, t. J=4. 9Hz). 6.88 (1H, d, J=8. 6Hz), 6.96-7.01 (2H. m). 
7.30 (2H, d. J=8. 4Hz), 7.40-7.56 (4H, m). 7.48 (2H. d. J=9. 0Hz), 7.54 (2H. 
d, J=8. 6Hz). 

15 IR (KBr) 2955, 2936. 1651. 1607. 1514. 1312. 1244. 1186 cm-'. 

Anal. Calcd. for C 37 H 4? N 3 0, (0. 1H 2 0 addi t ive) : C, 74.12; H, 7.93; N. 7.01. 
Found: C, 73. 90; H, 7. 82; N, 7. 12. 

mmm 1 9 1 9 comm) 

4- (2-7h4 : ylh+y) 7izM^| (301mg) <h7-7'o ; E- 1 -X 
20 [4- [ [N-*3MI/-N- (^h^t K D - 2 H- tf^ >- 4 — f 

M ray] *^)V] 7iz;w -2, 3 -s?t kd- 1 h- 1 -^>xr-if t? 

>-4-*M>^75F (420mg) ^r7K:X^y-;i/: Hl/X> (1:1:10, 
v/v, 18.0ml) kS^U^A (279mg) ^iP^.fe 0 d TJP 

25 v^A (39mg) £jjnA, 7;Urf >HHmTT 1 4l$NHnJMl%& Vfc* RfcfeG 

DThdf^w — (30g. iti^H^x^jki^y-^i o : l— mm 

jl^JI : x^y-;i/ : hUX^;i/7^>= l 0 0 : 1 0 : 0. 5) TttSlU $ 
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eiCKSlXf^/IPE^eS^^^CilCiO, 7 - [4- (2-fh^r 
ylh^y) ?xx;U] - 1 -X^JU-N- [4- [ [N-^^U-N- <cr Y 
7tHP-2H-t7>-4-r;W 757] ^zcZlM -2, 3-:/ 

t K D — 1 H— 1 -^>X7iitr>-4-^;^>^T^ F(^#J1 9)(218mg, 
5 42%) &n&@iih£VTntc. 
mp 102-1 06*0. 

'H NMR (200MHz, CDC1 3 ) 6 0. 93 (3H. t, J=7. 1Hz), 1.32 (3H. t, J=7. 0Hz). 
1.39 (2H, sextet, J=7. 4Hz), 1. 54-1.76 (6H. m), 2.21 (3H, s). 2.54-2.72 (1H, 
m), 2.92 (2H, t. J =4. 6Hz), 3.31-3.50 (6H, m), 3.55 (2H, t. J=6. 6Hz), 3.57 
10 (2H. s), 3.81 (2H, t. J=4. 9Hz). 4.01-4.07 (2H. m). 4.16 (2H, t. J=5. 0Hz). 
6.92 (1H. d. J=8. 6Hz). 6.98 (2H, d, J=8. 8Hz), 7.30 (2H, d, J=8. 4Hz). 7.40 
(1H. s). 7.44-7.56 (3H, m), 7.47 (2H. d, J=9. 0Hz), 7.54 (2H, d. J=8. 4Hz). 
IR (KBr) 2953. 2932. 1651, 1605, 1514, 1501, 1406, 1314, 1244. 1175 cm". 
Anal. Calcd. for C 3g H 49 N 3 0 4 (0. 2H 2 0 additive): C. 74.16; H. 8.09; N, 6.83. 
15 Found: C, 73.92; H, 8. 19; N, 6.59. 

mmm 2 0 at^w 2 0 amm) 

4- [ (2-lh^y) xh=!r->] - 3 -~7)V*U7 3L-)VttW. (355mg) £ 
7 -7*D^E- 1 -*;U5;i/-N- [4- [ [N-*^;i/-N- (rh7th'n- 
2 H- kf 4 — r;U) 75/] 7x.-)l] -2, 3-yth'O-l 

20 H — 1 — ^>X7"t*tf>— 4 —$3)\''#>Wt7S. K (517mg) £?K:X^y — )V : h 
)IX> (1:1:10, v/v, 18.0ml) \zmffitS"&. mMXVOA (344mg) £210 

7xzM7 7^ >/1^v^7A (48mg) ££D;i, T;io*>J?ffl^TT 1 O 

S^->U^y;i/*^A^7DTK^^7^- (30g, ill^SiXfJl':!^ 
y-;U= 1 0 : l—I^X^rX^/— MJx^;U7^>= 100:10: 
1) TiSt, 2Zlzx.?y-)lfrt>nmik*ft : 5Ztlz<i:r). 7- [4- (2 
-Ih^y)lh^> - 3-7WD7x^] - 1 -*;i/^;i/-N- [4 - [[N 
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-*^)V-n- (fh7kh*o-2H-t!7>-4 — r;w) 7^7] 7 

x x;|/| -2, 3-^kFD - 1H- 1 -^>X7W>-4-ti)ltf>nT5. 
K ak^2 0) (476mg, 76S) tVT'&Tz. 
mp 188-191*0. 

5 'H NMR (200MHz. CDC1 3 ) «5 1.26 (3H, t. J=7. 1Hz). 1.64-1.77 (4H. m). 2.20 
(3H, s), 2.57-2.72 (1H. m), 3.04 (2H. t. J=5. 2Hz), 3.37 (2H, td, J=11.3. 
2. 9Hz), 3.57 (2H. s). 3.63 (2H, q. J=7. OHz). 3.85 (2H. t, J=4. 9Hz), 3.92 (2H. 
t, J=5. 6Hz). 4.01-4.07 (2H, m), 4.25 (2H. t. J=4. 9Hz), 7.09 (1H. t, J=8. 6Hz). 
7.20 (1H, d. J=8. 2Hz). 7.29-7.36 (2H. m). 7. 32 (2H, d, J=8. OHz), 7.45 (1H. 
10 s), 7.53 (2H + 1H, d. J=8. 8Hz), 7.56 (1H. s), 7.65 (1H, d, J=2. 2Hz), 8.55 
(1H. s). 

IR (KBr) 1669. 1501. 1358. 1314, 1269. 1238. 1198. 1138. 1125 cm"'. 
Anal. Calcd. for C 35 H 40 FN 3 0 5 : C. 69.86; H, 6.70; N, 6.98. Found: C, 69. 66; 
H. 6. 40; N. 6. 71. 

15 mmm 2 1 «t&® 2 1 omm) 

3 _/7 P p_4_ ( 2 -xh*-» ih^y^izWi (280mg) £7-7 
U=t- 1 -Jj^l/S^-N- [4- [ [N-^^U-N- (fh7kh'D-2H- 
t?^>-4--Ol/) 757] -2, 3-yhHD-lH-l 

-^>XTif lf>-4 -*M>t75 H (380mg) £:7K:X^y— )V: h;UX> 
20 (1:1:10, v/v, 18.0ml) &ffltlJW/* (253mg) £iD*_;fc. 

jifcxyj >k?wj* (35mg) &imx, 7 j],zf >nmm.TT 1 o mmuammm 
25 *WW7A^D-7h^77^- (25g, ^x^;^^x5 L ;i/:x^y-;u= 

10:1 -♦ftilf^ : X^ J —)V : V U X3MU7 ^ >= 100: 10:0. 5) 

Tilt, $e>icx^y-;u^e.^ B B B ^ff 7- 

4- (2-Ih+y) lh^>7iZJl/] - 1 -*;i/S;i/-N- [4- [ [N- 

(fh7t Hn- 2H-tr^>-4-< ;w ray] 71 
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-2, 3-vtFD-lH-l-^>XT-te*fc?>-4-#;i/#>&7= H 
«£'£>%Q2 1) (342mg, 7350 $6^ a i:UTIIfc. 
mp 198-20013. 

'H NMR (200MHz. CDC 1 3 ) <5 1.26 (3H, t. J=6. 9Hz), 1.64-1.76 (4H, m), 2.20 
5 (3H, s). 2.57-2. 69 (1H. m). 3.04 (2H, t, J=5. 2Hz), 3.37 (2H, td, J=ll. 1. 
2. 9Hz). 3.57 (2H. s). 3.67 (2H. a J=7. OHz), 3.88 (2H, t, J=5. OHz), 3.91 (2H, 
t. J=6. OHz), 4.01-4.06 (2H, m). 4.24 (2H. t. J=4. 9Hz), 7.05 (1H. d, J=8. 4Hz), 
. 7.20 (1H, d, J=8. 2Hz), 7.32 (2H, d. J=8. 4Hz), 7.43 (1H, dd, J=8. 6. 2. 4Hz), 
7.44 (1H. s). 7.54 (2H + 1H, d. J=8. 4Hz), 7.56 (1H. s), 7.61 (1H, d. J=2. 2Hz). 
10 7.65 (1H, d. J=2. 2Hz), 8.55 (1H. s). 

1R (KBr) 1669. 1599. 1516. 1493. 1360, 1314. 1292. 1260. 1 140. 1065 cm-'. 
Anal. Calcd. for C 3 5H 40 C1N 3 0 5 : C. 68.00; H, 6.52; N. 6.80. Found; C. 67.71; 
H. 6. 43; N. 6. 71. 

nmrn 2 2 at&m 2 2 ©sd 

15 4- -7U#*~>7 (270mg) £ 7 -^O^e- 1 

-*)l=L)l-N- [4- [ [N-*^;i/-N- (T^h^k KP-2H-tf^>- 
4--f;P) 7Sy] 7^=^)11 -2, 3-yth*D-lH-l-^>X 

7-W>-4-tl)l#>M7 2. H (377mg) £7k:X^/ — )V: h;UX> (1:1: 
10, v/v. 18.0ml) izmm^it. m&X , )v& (251mg) &Unz_rz. C<DM-&W 

20 ^y^ymmmrf. tfiT3o^rwu rh7*xh'j7i-MX7^ 
>/t^>?»>A (35mg) 7)i^>mmm.yvi ommiJummm^Ltzo s 

mikmm-? #*zs7 j±-e%mvtL. 'mm%mj£T. fg^u mm&isvjjtf^ti 

7A7P7h^77^- (25g, g^x^;u-*imx^;i/ : x^/-;i/= 1 0 : 1 

25 -*mm^J-)V : X^ 7 — )V : h U X.^)V7 = >= 100: 10:0. 5) T*f M 

U $<b£x^ ;-)Vfrt>m%£&*:fto^t\z£r). i-*;i^;i/-N- [4- 
[ [n-^^;|/-n- {7- Y7\l h*o- 2H-tr^>-4 — r;u) 757] ;*5f 

)V\ 7jc-)1] -7- [4- (3-yD^^-» ^D^+y7x-JH -2, 3 
-ykHD-lH-1 -^>XT-tftf>-4-7j;U^>^yS F Ut£>®2 2) 
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(304mg, 66*) &&&m&£VT'&fto 
mp 174-177^. 

'H NMR (200MHz, CDC1 3 ) <5 0. 92 (3H, t, J=7. 3Hz). 1. 60 (2H. sextet, J=7. 1Hz), 
1.69-1.76 (4H, m), 2.08 (2H, quint, J=6. 2Hz), 2.20 (3H. s), 2. 59-2.69 (1H, 
5 m). 3.03 (2H. t, J =4. 9Hz). 3.31-3.41 (2H. m). 3.41 (2H, t. J=6. 6Hz), 3.57 
C2H, s), 3.61 (2H, t, J=6. OHz). 3.92 (2H, t, J=5. 3Hz), 4.01-4.09 (2H, m), 
4.12 (2H. t, J=6. 4Hz), 7. 00 (2H, d. J=8. 8Hz), 7.19 (1H. d, J =8. OHz). 7.31 
(2H. d. J=8. 4Hz). 7.46 (1H, s), 7.51 (2H. d. J=8. 4Hz), 7.54 (2H. d. J=8. 4Hz), 
7. 49-7. 58 (2H, m), 7. 67 (1H, d, 1=1. 8Hz). 8. 54 (1H. s). 
10 IR (KBr) 2940, 1669, 1607, 1516. 1497, .1360, 1314, 1248. 1119 cm"'. 

Anal. Calcd. for C 37 H 45 N 3 0 5 : C. 72.64; H, 7.41; N, 6.87. Found: C, 72.46; 
H. 7. 62; N. 6. 95. 

mmm 2 3 at&®} 2 3 vmm) 

3-Ih + y-4- (2-7n#3ris) X b*z/7 x. (324mg) iz 7 
15 -^D^E- 1 -frJl^Jl-N- [4- [ [N-^;i/-N- (rh7tFD-2 

H-tf^>-4--r;p) T^y] 7i-;i/] -2, 3-^tKn-iH 

- 1 -^>XTiftf>-4-^;^>^T^ K (401mg) £7K:X^y-;U: h)l> 
1X1:1:10, v/v, 18.0ml) iZtemZH* (267mg) SriJQTl 

20 xzM7 7^>/^7y , 7A (37mg) £inA, 7;^>^igTTl OMPi 

^isVtltf 7 2*2 w?b >f 774 — (25g, ^x^l/^Hx^kX^y 
-;i/= 1 0 : l^iX^Jl/ : X^y-;i/ : b 'Jl^7$>= 1 0 O : 1 O : 
25 0. 5) X-mmi^ PE^e>f?«SSSrfT-5Cltfc:cfc«9. 7 

- [3 (2 -yp^+y) Ih^v7i-JW - 1 JU 
-N- [4- [ [N-^^-N- (7=-h^h HO-2H- tf^>-4--T;P) 
757] 7x^JH -2, 3-ybh*D-lH-l-^>X7t*t?>- 
4-77;^>mT^K «fc^l2 3) (317mg, 61*) £fi£*£il<h LTf#7c:. 
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mp ln-nst:. 

'HNMR (200MHz, CDC 1 ,) 6 0. 94 (3H. t. J=7. 3Hz), 1. 48 (3H, t, J=6. 9Hz), 1.64 
(2H, sextet. J=7. 2Hz), 1.64-1.76 (4H. in), 2.20 (3H, s), 2.57-2.70 (1H, m), 
3.03 (2H, t. J=3. 6Hz), 3.37 (2H, td. J=ll. 2. 2. 7Hz), 3.53 (2H, t, J=6. 7Hz), 
5 3.56 (2H. s), 3.84 (2H, t, J=5. 1Hz), 3.92 (2H, t, J=5. 3Hz), 4.01-4.07 (2H, 
m). 4. 16 (2H, q, J=7. 1Hz), 4. 22 (2H. t, J=5. 2Hz), 7. 03 (1H. d. J=8. 8Hz), 7. 10 
(1H, s). 7.11 (1H, dd, J=8. 4, 2. 2Hz). 7.18 (1H, d. J=8. 4Hz), 7.32 (2H. d, 
J=8. 4Hz), 7.50 (2H, d, J=8.4Hz). 7.54 (1H, d, J=8. 4Hz). 7.57 (1H. d, J=2. 6Hz), 
7.60 (1H, s), 7.57 (1H. d, J=l. 8Hz). 8.54 (1H. s). 
10 IR (KBr) 2942, 1671. 1597. 1514. 1499. 1408. 1360, 1316, 1254, 1202, 1140 
cm" 1 . 

Anal. Calcd. for C 3s H 47 N 3 0 6 (0. 1H 2 0 addi t ive) : C. 70.92; H, 7.39; N, 6.53. 
Found: C. 70. 71; H, 7. 36; N, 6. 47. 

nmM2 4 ut&%!)2 4(Dmm) 

15 (2, 3-^hHD-l, 4-^>yv?3-^>>- 6 — r )V) *«7^ (221mg) 
t 7-7'Dt- 1 [4- [ [N-*^;i>-N- (fh7kHn- 

2H-tf7>-4-fW T^/] -2, 3-yhHD-l 

H-l-^>XTiftf>-4-7j;^>^T5 K (397mg) £zk:X*y-;U: h 
;UX> (1:1:10. v/v, 18.0ml) 0^77 U^7A (272mg) £2jn 

20 Afco z.(DU€>%o$:T)i3>nmm.T. iiai?3o^r«i, Th7+7hu 

7xr;^X7^>/t7y^A (38mg) SrJjflA, 7;^'>Hi^TTl OfltPIJlD 

25 i) T*tis!U $e,^x^y-;^e>M^B^ff ^cii:}-<tJ3 7- (2, 3-^ 

h h*n- 1, 4-^>y^^v>- 6 — t)V) - 1 -^^;U-N- [4- [ [N 

-t<^;u-n- (^h^fcHD-2H-tf^>-4 — r;w T^y] 7 

i-iW -2, 3 -yk Kn- 1H- 1 -^>XZiftf >- 4 -7j;i/^>^T^ 
H (fb^tl2 4) (215mg, 49*) ^Hfe^<h bTt#7to 
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mp 164-165*0. 

'H NMR (200MHz, CDC1 3 ) <5 1.63-1.76 (4H, m). 2.20 (3H, s), 2.53-2.73 (1H. 
m). 2.95 (2H. t, J=4. 4Hz), 3.07 (3H. s), 3. 31-3..43 (4H, m), 3.56 (2H. s). 
4. 01-4. 07 (2H. m), 4. 29 (4H, s). 6. 86 (1H, d. J=8. 4Hz), 6. 90 (1H, d. J=9. 6Hz). 
5 7.05 (1H. dd. J=10. 4, 2. 2Hz). 7.07 (1H. s), 7.29 (2H, d, J=8. 6Hz), 7.37- 
7.55 (3H, m), 7.54 (2H, d. J=8. 6Hz), 7.62 (1H, s). 

IR (KBr) 2948. 1644. 1597, 1514, 1497, 1406. 1312. 1283. 1246. 1188. 1071, 
810. 733 cm-'. 

Anal. Calcd. for C 33 H 37 N 3 0 4 (0. 2H 2 0 additive): C. 72.96; H, 6.94; N. 7.73. 
10 Found: C. 72.86; H, 6.91; N, 7.70. 

mmm 2 5 2 5 <dui&) 

4- + 7^ZL)l*OW. (246mg) <b 7 - Z/n^- 1 - ^ 

Dtf;U-N- [4- [ [N-^A-N- (rh7kh*0-2H-tf7>-4- 
757] *<?)V\ 7x.-M -2, 3 -S?t Ha- 1 H- 1 -^>XTif 
15 tf>-4 -*^tH>^TS K (400mg) £t|c:X^/ — ;U : h;PX> (1:1:1 
0, v/v, 18.0ml) «K*U^A (259mg) ^SD^feo H©ig^«!J* 

7J^*>HiIT, 0#P B 1M#U ^h^X h 'J > 

rt^WJ* (36mg) Sin*., 7;m*>fi^TTl OPf^jD^^lxfco ^ 

A^7D7h^77^- (30g, Six^JHUiX^kx^y-^lO : 1) 
TfttSIU ^bl:»fj[,- I PE^SflJea^ff^^tJCkO 7- [4- (2 
-ih + yXF^y) 7iXJH — N — [4- [ [N-^^-N- (^h^t 

KD-2H-tr^>-4— r;i.) x^/] 7iz;h -i-yatf;u- 

25 2, 3 -v?t Ha- 1H- 1 -^>XT1ftf>-4 -#;1^>^T^ H (ftl'&tt 
2 5) (216mg, 46X) £Sc6*gfl£ LT#fc. 
mp 144-147 "C. 

'H NMR (200MHz, CDC1 3 ) 6 0.99 (3H, t. J=7. 4Hz). 1.26 (3H, t, J=6. 9Hz). 
1.63-1.84 (6H, m), 2.20 (3H, s). 2.56-2.69 (1H. m). 2.91 (2H, t. J=4.4Hz). 
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3. 28-3. 43 (6H. m), 3. 56 (2H, s), 3. 62 (2H, q, J =7. 0Hz), 3. 81 (2H. t, J=4. 9Hz). 
4.01-4.06 (2H, m). 4.16 (2H, t. J =4. 8Hz). 6.90 (1H. d. J=8. 6Hz), 6.98 (2H. 
d, J=8. 8Hz), 7.29 (2H, d, J=8. 4Hz), 7.37-7.55 (8H. m). 

IR (KBr) 2957, 2940, 1644. 1605, 1499. 1406, 1312, 1240. 1177. 1140. 1121 
5 cm" 1 . 

Anal. Calcd. for C 37 H 4 ,N 3 0 4 : C. 74.34; H, 7.92; N. 7.03. Found: C, 74.13; 

H. 7. 76; N. 7. 17. 

mmm 2 6 ut&m 2 6 

4- + yjL~)l^m (260mg) £ 7 -^U=E- 1 - 

10 ^Dtf;i/-N- [4- [ [N-^^Jl-N- (fh7t Ho- 2H-tT^>-4 

— r;i/) 7$;] *^)V\ 7x-;w -2, 3-^hd-ih-i-^>X7 

-t?fc?> — 4 -A;^>i7$ K (396mg) £:7R:X^y-;U: b)lJL> (1:1: 
10, v/v, 18.0ml) Kig#£i3\ £«*7 U £A (256mg) £jD*-fc. Z.<DMG® 

15 >/t7y^A (36mg) SrjDA, T;Wrf>»HSLTT 1 ORplfflinflftjBijiESrUfc. £ 

7A^DTh^7^- (25g> KiXf«S6lf;kI^;-Jl.= 10:1) 
T««U,$&tc»Kx^;p- I PE^e>S^^T"5^tJc«kON-[4-[[N 

20 -*3\H,-N- (^h^fc HD- 2H-tf^>-4--<;U) T^y] V 
acx;u] - 7- [4- 7i"JH - 1 -ynfc?;i/- 

2, 3 -yt KP- 1 H- 1 -^>X7"fe*tf>-4-7j;i/^>^T^ H (fc-&#7 
2 6) (252mg, 53*) ftlt'felSJIt l/T#fc. 

mp 128-130 *C. 

25 'H NMR (200MHz. CDC1 3 ) 5 0.94 (3H. t. J=7. 5Hz). 0.99 (3H, t. J=7. 6Hz). 

I. 59-1.81 (8H, m), 2.20 (3H, s). 2.56-2.69 OR m). 2.92 (2H. t-like), 

3. 28-3. 43 (6H. m). 3.51 (2H. t. J=6. 7Hz). 3.56 (2H. s). 3.81 (2H. t, J=5. 0Hz), 
4.01-4.06 (2H, m). 4.16 (2H, t. J=5. 0Hz), 6.90 (1H. d. J=8. 4Hz). 6.98 (2H. 
d. J=8. 4Hz), 7.29 (2H. d. J=8. 8Hz), 7.38-7.55 (8H, m). 
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IR (KBr) 2957, 2940. 1644, 1605. 1499. 1406. 1312. 1240. 1177. 1140. 1121 
cm"'. 

Anal. Calcd. for C 38 H 49 N 3 0 4 : C, 74.60; H. 8.07; N. 6.87. Found: C. 74.31; 

H, 8. 21; N. 7. 12. 

5 mmm 2 1 ut&yo 2 7 omm) 

4- 73L-)VfcVm (519mg) i7-7'ot-l-/D 

hr;t--N- [4- [ [N-^^;l/-N- (fh7hh'o-2H-t'7>-4-'f 
)V) 757] t^M 7xrjW -2, 3-ykHn-lH-l-^>X7ftf 
>-4-*M*>i75 H (745mg) ^7K:X^y-;P: h;|/X> (1:1:10, 
10 v/v, 24.0ml) izmm^it. mm%W2* (482mg) «riD*.&. Z.<om&to&7 )V 

K (67mg) £Jn*., T;i^rf>#H^TTl OI^KiJPl^il^^Ljt. KJ£i!g-& 
15 07h^7^- (35g. SlIfJ^iSlfJkl^y-JNl 0:1) T*S 

$ e.i-gmx^u- i PEj&>£is*sa€:fT3 ntfc<fco 7 - [4- (2- 

+ 7iZJH — N— [4- [ [N-pWP-N- (rh^th* 

D-2H-tr^>-4 — t)V) 7$/] 7xzjh - 1 -yatf;p- 2, 

FD- 1H- 1 -^>X7iftf>-4-^;^>MT5 V(it&%}2 7) 
20 (453mg, 50*) <&St6*8S<i: UT^fc. 
mp 122-124*0. 

•H NMR (200MHz. CDC1 3 ) <5 0.93 (3H. t. J=7. 1Hz), 0.99 (3H. t, J=7. 3Hz). 

I. 39 (2H. sextet, J=7. 2Hz). 1.54-1.80 (8H. m). 2.20 (3H. s). 2.53-2.71 (1H. 
m). 2.91 (2H. t. J =4. 0Hz). 3. 27-3.43 (6H, m). 3.52-3.58 (4H, m), 3.80 (2H. 

25 t. J=5. 0Hz). 4.01-4.06 (2H. m). 4.15 (2H. t. J=4. 7Hz). 6.89 (1H. d. J=8. 8Hz). 
6.97 (2H. d. J=8. 8Hz). 7.29 (2H. d. J=8.4Hz). 7.37-7.59 (8H. m). 

IR (KBr) 2957. 2940. 1644. 1605. 1499, 1406, 1312. 1240, 1 177, 1 140, 1121 
cm"'. 

Anal. Calcd. for C 39 H 51 N 3 0 4 : C. 74.85; H, 8.21; N, 6.71. Found: C, 74.64; 
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H, 8.36; N, 6.93. 

mmm 2 8 ut^rn 2 8 <dmm) 

7- [4- yx.~JU] - 1 -fc)V$)l-N- [4- 

[ [N-*3\JU-N- (fh7t KP- 2H- tT^>-4 — fJU) 757] ^ 
5 ;W -2. 3-ykh'D - 1H- 1 -^>l/T-fcf tf>- 4 

t5K (1- 4g) (50ml) , THF (50ml) £ig#»U 4. 

**b&. &&&9£U. 7- [4- (2-7'h + yXh + y) 7i^] -N- 
10 [4- [ [N-^^U-N- (T-h^t h*D-2H-tf^>-4 — f;U) 757] 
7irW -2, 3-ykHD - 1H- 1 — 'Ol/T-fe* h?> — 4— fills 
(ft^*2 8) (1. Og). *tfii(SfltbT^fc. 
mp 119-123 "C. 'H-NMR («5 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 3 Hz). 1. 34-1. 75 (8H, 
m). 2.21 (3H, s). 2. 60-2.65 (1H. m), 2.96 (2H. t-like), 3.32-3.58 (8H, m), 
15 3. 80 (2H. t, 1 = 5. 0 Hz). 4. 01-4. 07 (2H m). 4. 16 (2H. t. J = 5. 0 Hz). 4. 57 
(1H. br). 6.70 (1H, d. J = 8. 2 Hz). 6.98 (2H. d. J =9.0 Hz). 7.26-7.32 (4H, 
m). 7.43-7.56 (5H. m). IR (KBr) v: 3328. 2946. 2851. 1651. 1609, 1514. 1499 
cm" 1 . Anal, calcd. for C 36 H 45 N 3 0 4 • 0. 25H 2 0: C. 73.50; H, 7.80; N. 7.14. Found 
C. 73. 54; H. 7. 79; N. 7. 15. 

20 mmm 2 9 «t&® 2 9 <dmm) 

l-ZfUtt-)l-7 - [4- (2-7 t D^yIh + y) 7iZJW -2. 
3-yth'D-lH-l-^/7-ift!>-4-*M>|| (0. 2 g) £DM 
F (5ml) fc**>U ^K?pT. &Xc&-Hr~)\, (0. 09ml) SrflD*., MT? 
30#^i£#bfc. «JET«K&e*bfc. M^THF (15ml) fcfcjfcU 
25 4- [N-*3MU-N- (rh7hFn-2H-^7>-4 — ( Jl) 7$;^? 
;U] 7-'J> (0. 15g) , hUX^Jl/T5> (0. 3 4ml) (DTHF (5 
ml) ^iWKTk&T, iS&Tbfc. SE*»HflT» ifiT-»bf;. MEET 
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#*->Xh3r-» 7xZJH -N- [4- [ [N-^^;U-N- (r h 7 1 F O 
-2H-tf7>-4-^Jl/) 7^7] 7X-JI/] -2, 3-yth'D- 

1H- 1 -^>V/7iflf>-4-*;^^5 H Wfc^»2 9) (0. lg) S 

5 mn&m&tisxwt. 

mp 167-169 t:. 'H-NMR (6 ppm. CDC1 3 ) 0. 95 (3H, t, J = 7. 3 Hz). 1. 08 (3H. t, 
J = 7. 5 Hz). 1.58-1. 75 (6H. m). 2.12-2.21 (1H. m). 2.21 (3H. s). 2.40-2.75 
(2H. m). 2. 75-3. 00 (2H. m). 3.10-3.30 (1H. m). 3.37 (2H, dt. J = 2. 8. 11.2 
Hz). 3. 52 (2H. t, J = 6. 7 Hz). 3. 58 (2H. s). 3. 82 (2H. t. J = 4. 8 Hz). 4. 01-4. 06 
10 (2H. m). 4.19 (2H. t. J = 4. 8 Hz). 4.81-4.88 (1H. m). 7.03 (2H. d. 1 = 8. 8 
Hz), 7.24-7.34 (3H, m). 7.50-7.56 (6H. m). 7.67 (1H. s). IR (KBr) v: 2944. 
1653 cm' 1 . Anal, calcd. for C 3g H 47 N 3 0 5 '0. 5H 2 0: C. 71. 90; H. 7. 62; N, 6. 62. Found 
C. 71. 84; H. 7.48; N. 6. 71. 

mmrn 3 0 3 0 <Dm&) 

15 1 - y^)V- 7 - [4- 7i"JH -2. 3-v? 

fc hp- ih- i -^>y7-feftr>-4-#;i/#>m (o. 3 0 g) £dmf (6 

ml) KljgjfrU MT, (O. 15ml) ^t&T»3 0# 

mmftistz. ffi&Tmm&'giki'tco m^thf (20ml) \zmmv. 4- 

[N-y^U-N- (^h^hKD-2H-tf^>-4 — OV) T^J^M 
20 7^U> (0. 17g) , MJxfjl/7 = > (0. 4 2ml) OTHF (5ml) 

^X^x-^WSJO^tBUfcttlK^^flXb. 1-^^-7- [4- (2 - 
+ 7i-M — N— [4- [ [N-*3^-N- (t* h 5 t 

HP-2H-tf^>-4 — r;W 75/] y^~M -2. 3-ytK 

□ - 1H - 1 -^>l/7^£>-4-#;U#*l7-5 K^fil8*«fc^«3 0) (0. 
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3 6g) ^Mfe7^7 7XiLT|#^ 

'H-NMR (<5 ppm. DMS0-d 6 ) 0.84-1.02 (6H. m), 1.30-1.45 (2H. m), 1.49-1.70 (4H. 
m), 1. 70-1. 95 (2H, m), 1. 95-2. 20 (2H, m), 2. 58 (3H, d, J = 5. 0 Hz), 2. 80-2. 85 
(2H, m). 3.20-3.46 (8H, m). 3.66-3.84 (3H, m), 3.96-4.14 (3H, m), 4.12 (2H. 
5 t, J = 4. 7 Hz). 4. 39-4. 45 (1H, m), 6. 93-7. 02 (3a m). 7. 41-7. 63 (7H, m), 7. 81 
(2H, d. J = 8. 4 Hz), 10.00 (1H, s), 10.22 (1H, br). IR (KBr) v: 2691, 2930. 
2872. 1653. 1609. 1518. 1501 cnf'. Anal, calcd. for Cj^^O, • 2HC 1 -H 2 0: C. 
65.35; H. 7.73; N. 5.86. Found C. 65.04; H. 7.88; N. 5.66. 

mmms 1 «t&®3 kdm^) 

10 7 -yot- 1 -ix^nyDhf^-N- [4- [ [N-^^-N- d^h^ 
hh*D-2H-t!7>-4-'fJW T^y] *3S>KI 7 -2. 3-i?\i 
Fo-lH-1 -^>yy-£tf>-4-#;U#3r-tfi= H(0. 45g), 4-(2 
-^h+yih+y) 7^~MZom (0. 23g) , 1 umMts U ^AtK^ 
(1. 5ml) . X^y— )V (1. 5ml). h;Ux> (2 5m 1) <D&^m& 

15 7^3*>fiIT. ^"^3 Oftmm.ftlsfzo ^b^^rT. (h'j7xzj^7;7 
>r» A7y>yA (0. 0 5 g) £;bn*_. T;l/rf>#fflmTT 3 B#P^il»ftbfeo 

20 ;P-^-y->^6Httftb, 7- [4- (2-7h + ylh + y) 7x-Jl/] - 
1 -v^nyotr;P-N- [4- [ [N-y^JU-N- (f h7kHn-2H- 
tf^>-4 — r;i/) 75/] y^;l/] 7jl-JU] -2. 3-vkKD-lH-l 
-^>y7-iftf>-4-*;^^1t5 H Wfc^4b3 1) (0. 2 5g) 

25 mp 117-120 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0.55-0.62 (2H. m). 0.85-0. 93 (2H. m). 
0.93 (3H. t. J = 7.0 Hz). 1.21-1.76 (8H. m), 2.20 (3H, s). 2.56-2.74 (2H, 
m), 2.90 (2H. t-like). 3.34 (2H, dt, J = 8. 0, 11.4 Hz). 3.43-3.59 (6H. m), 
3. 80 (2H, t. J = 5. 0 Hz), 4. 00-4. 06 (2H, m). 4. 16 (2H. t. J = 5. 0 Hz). 6. 98 
(2H, d. J = 8. 8 Hz). 7.25-7. 36 (3H. m). 7.42-7.54 (7H, m). Anal, calcd. for 
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C 39 H 49 N 3 0 4 : C. 75.09; H, 7.92; N, 6.74. Found C. 75.09; H. 8.14; N. 6.78. 

mmm 3 2 3 2 <D$nm) 

1 -^>i?)l- 7 - [4- 7i^] -2, 3- 

Ho- 1H- 1 -s<>V71* \f>-4-tum>Wt (0. 15g) SrDMF 
5 (4ml) tK^T, mttt—fr (0. 06ml) SriD*. ^fit3 

0#rait#Lfc. *jETS«E*e*b*:. »THF (2 5ml) »C**>U 
4- [N-^^;U-N- (^F^fc: Fo- 2H-lf7>-4-<;l/) 7S7^f 

;u] y-y> (o. 09g) , h'jxw^v (o: 23mi) cdthf (i 

omi) mmwzKinT* ffiTistzo &mmmm.T. mu~c-mm.wvfz. ms. 

if)l<t> 7A^PTb^77^- mWX-^fr/* ? J -)V/ F U X3^7 5 » 

l-^>v;i/-7- [4- (2-7*D^vXh^y) 7iZJl/] — N — [4- 
15 [ [N-^^;i/-N- (fh7t KD- 2H-tf^>-4 — OP) 7^7] 

)V\ 7i-JH -2, 3-i/t Fo- 1H- 1 -^>l/T-bftf>-4-^^^^ 
D-5K<tt* Mfc^ft3 2) (0. 14g) ^7^7 7X^:11^. 
'H-NMR (<5 ppm, DMS0-d 6 ) 0. 87 (3H, t, J = 7. 3 Hz). 1. 48-1. 59 (2H, m). 1. 65-2. 15 
(4H, m), 2. 57 (3H, d. J = 4. 8 Hz), 2. 81 (2H, s). 3. 25-3. 45 (7H, m). 3. 98-4. 13 
20 (5H. m). 4. 39-4. 46 (1H. m). 4. 66 (2H, s). 6. 86 (1H. d, J = 8. 8 Hz), 6. 99 (2H, 
d. J = 8. 8 Hz). 7.27-7.57 (11H. m). 7.67 (1H. s). 7.81 (2H, d. J = 8. 4 Hz), 
10.04 (1H. s). 10.44 (1H. br). IR (KBr) v : 2963. 2868. 1655. 1607. 1518. 
1499 cm-'. Anal, calcd. for C 42 H 49 N 3 0 4 -HC1 • 1. 5H 2 0: C, 69.74; H. 7.39; N, 5.81. 
Found C. 69. 35; H. 7. 40; N, 5. 84. 

25 mmm 3 3 ({t£r#i 3 3 (omm) 

1 -^>z/)l- 7 - [4- (2-7h + yIh^» 7xX;H -2. 3 - V 
t Fa- 1H- 1 -^>77if tf>- 4 -#;i/#>^ (0. 3 g) £THF (5 
ml) fc»*>U *<£T> ^b^-^trU;!/ (0. 1 1ml) , DM F (M^fi) 
SiB*. gfiT3 0»Ma^l/fc. «flETJS&£S*Lfc. »THF (2 5 
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ml) \zmfrL>, 4- [N-*3=-;l>-N- (rh7b Hd- 2H-tT^>-4- 
-iMT^J^M T-'J> (0. 15g) , h'Jxf;i/75> (0. 4 4m 
1) CDTH F (10ml) ^f(C7k^T> ^TLTto ^IJfSlaT* 

1 -1>-J)V- 7 - [4- (2 h^SxXh^v-) 7i"JW -N- [4- [ [N 

-*^;i/-N- (^h^t hp - 2H-tf^>-4— r;w 75y] *3mu] 7 
10 - 2, 3 -v^t Hp- ih- 1 -^>yT-fe*tr>-4-^;u#^^ H 

«t^3 3) (0. 2 6 g) £gfcftft|8S£UT»fc. 
mp 127-131 r. 'H-NMR (6 ppm. CDC1 3 ) 0. 93 (3H, t, J = 7. 1 Hz), 1. 30-1. 75 (8H, 
m). 2.21 (3H, s). 2.55-2.70 (1H, m), 2.85 (2H, t-like). 3.31-3.38 (4H, m), 
3.52-3.58 (4H, m), 3.80 (2H, t. 1 = 4. 9 Hz), 4.01-4.05 (2H, m). 4.16 (2H, 
15 t. J = 4. 9 Hz). 4. 61 (2H. s), 6. 90 (1H d, J = 8. 4 Hz), 6. 98 (2H, d, J = 8. 8 
Hz), 7.26-7.56 (14H, m). IR (KBr) v : 2934. 2851, 1651. 1601. 1514, 1501 cm-'. 
Anal, calcd. for C 43 H 51 N 3 0 4 -0. 25H 2 0: C. 76. 13; H, 7. 65; N, 6. 19. Found C. 76. 19; 
H. 7. 55; N, 6. 19. 

mmm 3 4 ut^w 3 4 o>m® 

20 7 - [4- (2-^h*yXh^'» 7irj|/] - 1 -v^D^v^M^ 
-2. 3 HO- 1 H- 1 -'<>V7W>-4-%)m>m (0. 2 5 g) 
^THF (3ml) 8Mb:*-*"* U (0. 09ml). DM 

F (ftfe*£») &Jn*., afiTlfiflBia^lfc. «JBETiSJ»£f?*Lfc. SIS£T 
HF (2 5ml) fc»j&»U 4- [N-^JU-N- (^ h 7 fc H □ - 2 H - tf 

25 ^>-4-<;U) T^y^^JU] TXU> (0. 14g) , h'JX^7$>(0. 
3 6ml) ©THF (5ml) *gi&<Hc*}$T, SfTbfc. ^UI3?B^T> ^zS 
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7- [4- 7x"jl/] - 1 - =st> U^i/)V^J-)V- 

N- [4- [ [N-^^-N- (xh^hHD-2H-tf^>-4-<;U) 7 
= 7] 7i"JH -2, 3 -yt Hp- 1 H- 1 -^>\/7ifkf >- 4 

-#;M^tT=- H (Ybf.^3 4) (0. 2 8 g) ^^tfe^iiLTllfc. 
5 bp 115-117 r. 'H-NMR ( <5 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 3 Hz). 0. 93-1. 84 (19H. 
m), 2.21 (3H, s), 2.58-2.66 (1H, m). 2.91 (2H. t-like). 3.22 (2H, d. J = 6. 6 
Hz). 3. 30-3. 46 (4H. m). 3. 50-3. 58 (4H. m). 3. 80 (2H. t. J = 4. 9 Hz), 4. 01-4. 06 
(2H. m), 4.16 (2H. t. J = 4. 9 Hz). 6.91 (1H. d. J = 8. 8 Hz). 6.98 (2H. d. 
J = 8. 8 Hz). 7. 30 (2H. d. J = 8. 4 Hz). 7. 37-7. 56 (7H. m). IR (KBr) v : 2924. 
10 2849, 1651. 1605. 1516. 1499 cm" 1 . Anal, calcd. for C 43 H 57 N 3 0 4 : C. 75. 96; H. 
8.45; N. 6.18. Found C. 75. 93; H. 8.58; N. 6.21. 

nmm 3 5 3 5 <Dmm) 

7- [4- + 7xrj|/] - 1 -v^D^Dtf;u^^;u 

-2. 3 - yt HD - 1 H- 1 — ^> V7"fcf fc!>— 4 —jl )Vi$>WL (0 . 3 5 g) 
15 £THF (5ml) SkiftT* MfcttW )V (0. 14ml) > DM 

f mmm) &in*., m^-cimmmwhrz 0 mmrmm^m^Lrzo %km&T 

HF (2 5ml) izmfrV. 4- [N-^^l—N - h 7 1 H D - 2 H- tf 
7>-4 — f;l/) 75 7/^] 7-iJ > (0. 2 0g). h Ul^Jl/75> (0. 
5 6ml) ©THF (10ml) m&tplZfotflT. ffiTVtz e ^mnmMT, ^ 

*gJI£7K> fiSSlAlfi7KT«c^L, &*«K^*'>£ A&JBVvr|£jSLfc. ^ 

SMiU 7- [4- + 7i-JW - 1 - :>;7 D:/D tf^ 

25 *^;i/-N- [4- [ [N-^5P;l/-N- (fh7th'D-2H-fcf7>-4- 
-f;W 75;U^H 7i-M -2. 3-yth'o-lH-l-^>V'7f 
K>-4-M^5K (ft^«3 5) (0. 3 6 g) fctffitSflfcbTfcfc. 
mp 92-94 *C. 'H-NMR (6 ppm. CDC1 3 ) 0. 26-0. 33 (2H. m). 0. 60-0. 69 (2H. m). 0. 93 
(3H. t, J = 7. 4 Hz). 1.05-1.18 (1H. m). 1.22-2.05 (8H, m). 2.21 (3H. s). 
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2.59-2.67 (1H, m), 2.95 (2H, t-like), 3.25 (2H, d. J = 6. 2 Hz), 3.32-3.58 

(8H, m). 3. 80 (2H, I. J = 5. 0 Hz). 3. 93-4. 18 (4H, m), 6. 95-7. 00 (3H. m). 7. 29 

(2H. d, J = 8. 8 Hz), 7.41-7.58 (7H, m). IR (KBr) v. 3289. 2940, 2870. 1651, 

1607, 1516. 1499 cm-'. Anal, calcd. for C< 0 H 5I N 3 0 4 : C, 75. 32; H, 8. 06; N. 6.59. 
5 Found C. 75. 21; H, 8. 12; N. 6. 49. 

mmm 3 6 3 6 (omm) 

1 -iy^wyu\i)V^)V-7 - [4- (2-yD^yIh^y) 7 
-2, 3 -zSt FO- 1 H- 1 -^>y7iftr>- 4 -t!)V^>m. (0. 2 5g) 
£THF (5ml) £*jfcU JtcftT, MitttW )l> (0. 1 1ml) , DM 
10 F mmW) SriPA, ^TlBfP^it^bfco MEET*£lg£®SL7Co 8I2££:T 
HF (2 5ml) \zmfrV\ 4- [N-^jU-N- (^ h ^ t F D - 2 H- tf 
7>-4-<JW7$;^fJH T— U>(0. 14g), hiJI?Jl/7$> (0. 
4 1ml) 0THF (5ml) mWi*\zm%T. ITlfc. S^#HMT. ^jfi 

mm^^v, l-y^DyDt-jw^-?- [4- (2-^0^ 

yih^y) 7xUW — N— [4- [ [N-*^;U-N- (fh7kKn-2 
20 H-tf^>-4-<;i/) 7 = ;] *3\>l/| 7xZJH -2, 3-ykHb-lH 
-l-^>l/Tiftr>-4-;fc;U#=H^ K-^M^ Ofb-^3 6) (0. 32 
g) £^f£T^;U:777.<hLT#7Co 

'H-NMR (dppm. DMS0-d 6 ) 0.29-0.31 (2H, m). 0.54-0.57 (2H. m), 0.88 (2H. t, 
J = 7. 5 Hz). 1.06-1.13 (1H. m). 1.45-1.63 (2H. m). 1. 70-2.20 (4H.. m), 2.57 
25 (3H, d. J = 4. 8 Hz). 2.89 (2H. br). 3.25-3.46 (9H. m). 3.69-3.74 (2H. m). 
4. 10-4. 14 (5H. m). 4. 37-4. 45 (1H. m). 7. 00 (2H. d. J = 8. 8Hz), 7. 03-7. 11 (1H, 
m), 7.44-7.59 (6H, m). 7.68 (1H. s). 7.81 (2H. d. J = 8. 6 Hz). 10.07 (1H, 
s), 10.63 (1H. br). 

mffiw 3 7 {{c-sm 3 7 omm) 
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7- [4- + 7i-JW - 1 - w3^)l*^)\,- 

2, 3-v*t HO- 1H- l-^>y7tffcr>-4-#;U#>^ (0. 2 5 g) 
£THF (5ml) (~}g^U *&T> *tt<b*^U;P (0. 1ml), DMF 

5 F (2 5ml) fc*j&»U 4- [N - ^t^-N - (^ h ^ t H □ - 2 H- fcf ^ 

>-4— r;w T^y^^] t-u> (o. ng) , hui^7$> (o. 

4ml) ©THF (5ml) ^"flCTk^T, ^Tbfc 0 t^fiMT, 

10 £U M§yU*ir*M7A^p-7h^77>f- (»W^^y-jl,/ 

JPA, il^SSl, 7- [4- (2-7"h + yXh+y) ~7 - 1 -<> 
^D7"f;^^-N- [4- [ [N-*^;i/-N- (rh7tHD-2H-lf 
■?>-4 — f;U) 757] 7xX;H -2. 3-ytKD-lH-l- 

15 ^>\/Tiftr>-4-*;i/^-»tS Kllifflfctt (-fb-&%3 7) (0. 27g)£ 
^ffe7 ; E;V77X(»:LT^. 

'H-NMR (6 ppm, DMS0-d 6 ) 0. 89 (3H, t. J = 7. 1 Hz). 1. 24-1. 58 (4H, m), 1. 73-2. 15 
(1H. m). 2.57 (3H, d. J = 4. 8 Hz). 2.60-2.85 (3H. m). 3.20-3.49 (10H. m). 
3.96-4.13 (5H. m). 4.38-4.44 (1H. m). 6.97-7.02 (3H. m). 7.40-7.63 (7H. m). 
20 7.80 (2H. d. J = 8. 8 Hz), 10.02 (1H. s). 10.41 (1H. s). Anal, calcd. for 
C 4I H 53 N 3 0 4 - 2HCM. 5H 2 0: C. 65.50; H, 7.78; N, 5.59. Found C. 65.51; H, 7.77; 
N. 5.24. 

mmm 3 8 dt^m 3 8 vmm) 

1-7XZJI/-7- [4- (2-7 s o^yXh+y) 7x.-)ls] -2, 3- 
25 yt HP- 1 H- 1 -^>V7-feftf>-4-7j;M^>^ (0. 2 g) $DMF (6 
ml) lzmfrL> tIO^T, mttt-JV (0. 0 8ml) £tJD*_, ^&T30:t> 

mmfthrz, mj£Tmmz%3zLrc. m^thf (2 5mi) tzmmu 4- 

[N-*9\^-N- (7"h^t:HD-2H-tf^>-4-<;i.) 75 7^?>] 
T-U> (0. 12g), h'JXW5> (0. 31ml) ©THF (5ml) 
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x-;W-7- [4- 7 -N- [4- [ [N 

-*^)l-N- (Th7kh'D-2H-tf7>-4-fJl/) 757] ^^P] 7 
x.~Jls] -2. 3-yth'D-lH-l -^>yT-titf>-4-7J;b^^-tfS H 
«b^«!3 8) (0. 17g) ^ffe^tLTffc. 

10 mp 223-224 *C. 'H-NMR (<5 ppm, DMS0-d 6 ) 0.88 (3H, t. J = 7. 3 Hz), 1.45-1.60 
(2H. m), 1.70-1.95 (2H. m), 1.95-2.15 (2H. m), 2.58 (3H. d, J = 4. 8 Hz). 2.84 
(2H, br), 3.22-3.46 (4H, m), 3.72 (2H. t, J = 4. 7 Hz), 3.75-4.12 (5H. m). 
4.15 (2H, t, J =4. 7 Hz), 4.39-4.46 (1H. m). 6.80-6.90 (1H, m), 6.98-7.07 
(4H. m), 7. 20-7. 30 (3H. m). 7. 47-7. 57 (4H. m). 7. 65 (2H. d, J = 8. 8 Hz), 7. 79 

15 (2H d, J = 8. 8 Hz), 7.85 (1H, s). 9.96 (1H, br), 10.07 (1H. s). IR (KBr) 
v: 2961, 2928. 2863, 1651, 1593. 1520. 1495 cm-'. Anal, calcd. for C 4l H„N 3 0 4 - 
HC1-0. 5H 2 0: C. 71.23; H. 7.14; N. 6.08. Found C. 71.56; H. 7.17; N, 6.18. 

mmm 3 9 ut&ya 3 9 <D$m) 

7- [4- (2-7 , h + ylh + -» 7 3i~)V} - 1 -7 3L~)l>- 2 , 3-v 
20 h Ko- 1H- 1 -^>VTiftf>-4-^;^>i? (0. 2 5 g) £THF (5 
ml) K»*>U tK^T. Jfrffrt^+MJ ;b (0. lml) , DMF (fefe^S) £ 
iP^> M-ril^raa^bfc. «BETi$ttE«:®3cLfc. (2 5ml) 

tC®»U 4- [N-;*3MU-N- (^h^h HD- 2H-hf^>-4--f;l/) 
7-'J> (0. 13g) , h'JX^75> (0. 38ml) O 
25 THF (5ml) &mWzfo$iT* iTb^. SS§£ffl&T» fi&T-lUjjt^l 

&ifi*Tifci*U ^TKfifSm^^v-^ASrffl^T^iibfeo ?§$&£®3cU SIM 

75» T*f§¥U 7- [4- (2-7'h + yXh + y) 7iXjb] - l-7x 
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~)l-N- [4- [ [N-*^;U-N- (rh7bh'D-2H-lf7>-4 — f 
)V) T^J] 7x-JH -2, 3-yhFo - 1H - 1 — ^Ol/Tiftf 

>-4-^;U^l7-^ K Ut&Va3 9) (0. 21g) ^67^77X^1 

5 'H-NM (<5ppm. CDC 1 3 ) 0.93 (3H. t. J = 7. 3 Hz). 1.27-1. 49 (2H, m). 1.55- 
1. 74 (6H. m). 2. 19 (3H, s), 2. 58-2. 66 (1H, m), 2. 93 (2H, t, J = 4. 8 Hz). 3. 36 
(2H. dt. J = 3. 2. 10. 8 Hz). 3.52-3.59 (4H. m). 3.81 (2H. t. J = 5. 0 Hz). 3.89 
(2H. t. J = 4. 8 Hz), 4. 00-4. 06 (2H. m). 4. 17 (2H. t. J = 5. 0 Hz). 6. 88-7. 02 
(5H. m), 7.21-7.30 (4H. m). 7.41 (1H. dd. J = 2. 2, 8. 6 Hz). 7.48-7. 53 (6H. 
10 m), 7.64 (1H. d. J = 2. 2 Hz). IR (KBr) v : 2953. 2934, 2847. 1653. 1595. 1520, 
1495 cm"'. Anal, calcd. for C 42 H« 9 N 3 0 4 • 0. 25H 2 0: C, 75. 93; H, 7. 51 ; N. 6. 32. Found 
C. 75. 80; H. 7. 40; N. 6. 30. 

mmm 4 0 4 0 vmm) 

7- [4- (2-7*h^yX 7i-JH -1- (3 h + ->7x- 

15 )V) -2. 3-yt Ho- 1H- 1 -^>V71ftf>- 4 -77;U**>^ (0. 1 
5g) £THF (5ml) fc:*J&>U Tk^T, mtttW )V (0. 06ml) , 

dm f mmm) s?st3 o^wm^vtt. mmrmm^m^r^ » 

2££THF (3 0ml) lCi£#>U 4- [N-^^U-N- (fh7kKD-2 

H-if^>-4 — nw 7$y^?M 7xu> (o. 0 7g) , huxw 

20 a > (0. 2ml) ©THF (5ml) Jga^tdSfctfT* ifcTUfc. £%£S£L 

25 S^il, 7- [4- (2-7h + yIh + y) 7x'JH -1- (3-*h* 
y7iliW -N- [4- [ [N-^Jlz-N- (x h 7 t H □ - 2 H- tf 5 > 
- 4 — f;b) 75/] /^U] 7xx;W -2. 3-ytHo-lH-l-^> 
*S7W>-4-tl)ltfttS H (^#140) (0. 1 1 g) ^gfeHfelBSt 
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mp 94-97 «C. 'H-NMR (6 ppm. CDC 1 3 ) 0. 93 (3H, t. J = 7. 4 Hz), 1. 27-1. 76 (8H, 
m). 2.20 (3H. s). 2.58-2.69 (1H, m). 2.95 (2H, t-like), 3.36 (2H, dt, J = 
3.4, 11.5 Hz), 3.52-3.59 (4H. m). 3.76 (3H, s), 3.76-3.87 (4H, m). 4.00- 
4.06 (2H. m). 4.17 (2H, t, J = 4. 9 Hz), 6.43-6.62 (3H, m). 7.00 (2H, d. J 
5 = 8. 8 Hz), 7.14-7.30 (3H, m). 7.40-7.54 (7H, m). 7.64 (1H. d, J = 1. 8 Hz). 
IR (KBr) v: 2955. 2845, 1661, 1595, 1516. 1493 cm '. Anal, calcd. for 
C«H SI N 3 0 5 : C. 74.86; H. 7.45; N. 6.09. Found C, 74.52; H. 7.66; N. 6.19. 
mffiM4 1 Ut&®)4 1 <DW£) 

10 )V) -2. 3-> ? kFn-lH-l-^>yTifk?>-4-^;i/7^>m (0. 2 
g) SrTHF (5ml) £Jgft*U tKJ^T. mtttW )V (0. 08ml) . 

dmf mmm) £Uqa, iiati^WLfc. m&Tmm^m^r^ mm 

£THF (2 0ml) IcttfrU 4- [N-*3M1/-N- (fh7kh'n-2H 

-tf^>-4— r )V) 75;^5=-;n t-u> (o. i g ) , hux^7$> 

15 (0. 3ml) ©THF (5ml) mWL^lzKtfiT. SSTUfc. ^#ffl^T, 

-;i//h'JX^75» 7- [4- (2-^h + ylh + y) 

20 — -1- (4-^h+y7iZJW — N — [4- [ [N-^^U-N- (^ 

b7t h*D-2H-tf^>-4— r;u) 7$y] ^x-;n -2. 3- 

S^t Ho- 1H- 1 -^>l/7ifbf>-4-^;P^^t>-5 H (ft^4 1) (0. 

2 2g) ^tfi7 : e;i/7 7^ti/t^. 

'H-NMR (6 ppm. CDC1 3 ) 0.93 (3H. t. J = 7. 1 Hz), 1.26-1.48 (2H. m). 1.54- 
25 1.74 (6H. m). 2.20 (3H. s). 2.58-2.66 (1H. m). 2.90 (2H. t-like). 3.37 (2H. 
dt. J = 2. 2. 12. 7 Hz). 3.52-3.58 (4H. n), 3.78-3.83 (7H. m). 4.01-4.06 (2H. 
m). 4. 16 (2H. t. J = 4. 9 Hz), 6. 85-7.05 (7H. m). 7.26-7.34 (2H. m). 7.46-7.59 
(7H. m). 

mmm 4 2 ats® 4 2 ©siig) 
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7- [4- + 7x'JW -1- (4-yo^y7x 

-2. 1H- 1 -^>\/T-tftr>-4-^^^>^ (0. 

2g) £THF (5ml) tK?^T> ^b^^U;P (0. 05ml) , 

dmf mmm) £3jda, ^•vimmm.&vfr* m&rmm^^vrz 0 mm 

5 £THF (20ml) izMfrV, 4- [N-*5MU-N- (rh7th'D-2H 
-fc?^>-4-< ;P) y^/^;i/| 7xU> (0. llg) , h'jxW5 
> (0. 3ml) (DTHF (5ml) M^K^T, MTVfZo $^#B^T, 

10 Jg£M*U »y | JWiJ5A^P7hy77^- (It^X^;k/y^y 
-^/h'jX^7$» TrMSSlU 7- [4- (2-7"h*yIh + y) V x. 
x;i/] - 1 - (4-7°D^y7x-JW -N- [4- [ [N-y^-N- (^ 
h^t KD- 2H-tf^>-4— 7$;] 7xXJW -2, 3- 

->*t FD- 1H- 1 -^>y7-tftf>-4-^;^^+l-$ H Ut'£tM4 2) (0. 

15 2g) ^Hfi7^7 7^<!:LTt#fc. 

'H-NMR (6 ppm. CDC1 3 ) 0.93 (3H. t. J = 7. 3 Hz). 1.04 (3H. t, J = 7. 3 Hz), 
1.34-1.48 (2H. m), 1.54-1.86 (8H, m), 2.20 (3H, s). 2.58-2.69 (1H, m), 2.88 
(2H, t-like), 3.36 (2H, dt. J = 3. 4, 11.0 Hz), 3.52-3.58 (5H, m), 3.78-3.83 
(4H, m), 3.90 (2H, t, J = 10. 1 Hz), 4.00-4.17 (4H, m), 6.84-7.03 (7H. m). 

20 7.26-7.33 (2H, m), 7.45-7.61 (7H, m). IR (KBr) v: 2936, 2872. 1651. 1607, 
1495 cm"'. 

nffiM4 3 «t&®4 3(Dm&) 

7- [4- (2-7*h + yIh + y) 7xZ^] -1- (3, 4-*^U>v f 
t*y7iZJW -2. 3-ixfc HP- 1H- 1 -^>V7iftf>-4-7JJl/^ 
25 >m (0. 2 5g) SrTH F (5ml) (Cigj^U tK^T, mkXttVJl' (0. 

imi) , dmf mmm) zmz.. mu-rsimmmt^Lrz a m&rmm^^ 

L7Co iMTHF (3 0ml) Ki^U 4- [N-*^;U-N- (^h^t: 
Kn-2H-tf^>-4--f;W 7$y 7X'J> (0. 13g) , hU 

x^7 5> (0. 3 5ml) fiDTHF (5ml) ^1«T, iTLfc. 
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x?;i///^y-;i,/hijx^7$» T»S!U 7- [4- (2-7h*>< 

5 Ih^y) 7i-JH -1- (3, 4-^?U>"Wy7x-;W — N— [4 
- [ [N-^^;l/-N- (-r-h^t Kn-2H-tf^>-4 — 757] ^ 
7i-JW -2. 3 Hp- 1 H- 1 -^>\/7-fcffcf>- 4 
(ft^4 3) (0. 2 8g) §»67^7 7^tUT»fc. 
'H-NMR ((5ppm, CDC! 3 ) 0.93 (3H, t, J = 7. 3 Hz), 1.22-1.48 (4H, m), 1.54- 
10 1.74 (4H, m). 2.20 (3H, s). 2. 58-2.67 (1H, m), 2.91 (2H, t-like). 3.37 (2H. 
dt. J = 3. 0, 11. 2 Hz). 3. 52-3. 59 (4H. ra), 3. 78-3. 83 (4H. m). 4. 01-4. 19 (4H, 
m), 5. 95 (2H, s). 6. 50 (1H. dd. J = 2. 2, 8. 4 Hz). 6. 61 (1H. d. J = 2. 2 Hz). 
6.76 (1H. d. J = 8.4 Hz). 6.97-7.03 (3H. m). 7.26-7.37 (3H m). 7.46-7.59 
(7H. m). IR (KBr) v: 2951. 2872, 1651. 1607. 1514. 1487 cm-'. 

15 mmm 4 4 1 7 cdmjB) 

1- (N-T-tr^l^UvJlO -7- [4- (2-7h*yih^» 7 ^~ 
-N- [4- [ [N-^^;U-N- (fh7tKo-2H-tf7>-4 — f 
;lO 757] *?\U/) 7x-JH -2. 3-yt KP-lH-1 — 'O'/Tif fcf 
>-4-^)J^$H (0. 5g) &**Fi'm.4£V> (25ml) te*;frU 

20 mt7n?w, -^-esot;, 2mmmm.&istzo m&&&&\,* mwt*mi- 

*y;W7A^D7hy77^- mm^)vy^-^» -cmmvtco n*>n 
itm&&&w*m^)v-^tt>fr%ni&&\s* i- [4- (2-^h^->xh 
25 7x-^] -1- (2-^^;u^-^v-;i/-5— r;u) -n- [4- ccn 

-^^;i/-N- (^h^tHn-2H-tr^>-4 — i)V) 75;] ^ 
x-;i/] -2. 3-v?h FD- 1H- 1 -^>VTiitf>-4-7j;^^r-t>-5 H 
Wk^«j4 4) (0. 2 6 g) ^^ffi^iibWc. 
mp 125-128 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0. 93 (3H. t. J = 7. 3 Hz). 1. 22-1. 48 (2H. 
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m), 1.54-1.76 (6H, in), 2.20 (3H. s). 2.41 (3H. s). 2.55-2.70 (1H. m). 2.96 
(2H. t-like), 3.36 (2H. dt, J = 2. 6, 11. 0 Hz). 3.52-3.58 (4H. m), 3.72 (2H. 
t-like), 3. 80 (2H. t. J = 4. 8 Hz). 4. 00-4.06 (2H. m), 4. 15 (2H. t, J = 4. 8 
Hz). 6. 33 (1H. s), 6. 98 (2H. d, J = 8. 8 Hz). 7. 08 (1H. d. J = 8. 4 Hz). 7. 26-7. 56 
5 (8H. m). 7.76 (1H. s). IR (KBr) v: 2936. 2870. 1651. 1599. 1516. 1495 era"'. 
Anal, calcd. for C 40 H 48 N 4 0 5 : C. 72.26; H. 7.28; N. 8.43. Found C. 72.16; H. 
7. 10; N. 8. 51. 

mffiM4 5 Uk&®4 5<Z>S*i£) 

7- [4- (2-^h^r^Xh^v-) -7x.-)V] -1- ( 2 - p^U^T 4 /- 

10 )V-4-- i)V) -2. 3-ykh'D-lH-l — '"Ol/Tii h?>- r 4 —f3)V^> 
fig (0. 13g) , 4- [N-^^U-N- (rh7kKD-2H-lf7>-4 
— i)V) T^;*3-M T— U>zUttMfc (0. 1 g) , l-th'D + y^^/ 
hU7V-;U (0. 06g) £DMF (2 0ml) £S»U 7K?pT, 1 -X3=- 
;i/-3- (3 - Zfu\d)V) ti)V^-( 5 KiSfigjfi (0. 15g) , 

15 h UXW5> (0. 18ml) . 4-y>W$y tf'J> ? > (MMM) & 

20 7 - [4- (2-^h^yIh^y) 7xX;l/] -1- (2 -^^l^Tl/-^ 
-4— r;l/) -N- [4- [ [N-^^;i/-N- (^h^t KD-2H-k?^> 
-4--T;U) 75;] *3-)V\ 7x-JH -2. 3-ytKo-lH-l-^> 
>-4-#;M^1t-5 H Uk&&4 5) (0. 0 8 7 g) ^fMi 

25 mp 115-123 «C. 'H-NMR (<5 ppm, CDC1 3 ) 0. 93 (3H, t. J = 7. 3 Hz). 1. 30-1. 45 (2H, 
m). 1.55-1.76 (6H. m), 2.21 (3H. s). 2.55-2.75 (1H. m). 2.67 (3H. s). 2.94 
(2H. t-like). 3.36 (2H. dt. J = 2. 6. 11. 2 Hz). 3.52-3.59 (4H. m). 3.81 (2H, 
t. J = 4. 9 Hz). 4. 01-4. 19 (6H. m). 5. 93 (1H. s). 7. 00 (2H. d. J = 8. 8 Hz). 
7.31 (1H. s). 7.43-7.60 (9H. m). IR (KBr) v : 2932. 2870. 2843. 1659. 1597. 
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1526, 1518. 1495 cm"'. 

7- [4- 7x'JH -1- (4 -XJl^y r^)V 

7^-Jl)-2. 3 -S?k Hp— 1 H- 1 -^>V7ifhr>-4 -;fr;i^>^( 0 . 
5 15g) % 4- [N-^^;l/-N- (fh7kKD-2H-lf7>-4-^;i/) 

y^y^^-jii ~7-v>-mmm. (o. n g ) , l-tHa^^/h'jj 

V— ;U (0. 0 6g) £DMF (20ml) KlfflUSU tK^T, 1 -X3\/U- 3 
- (3 -^^^l/T^yyatT;!/) tumi?^ $}*m.mM. (0. i6g) , MJ 
X5^;UT^> (0. 2ml) , 4-v?^^;UT^y t:'Jv f > (tt&S) £Jn;t, 

^.tBttsiu aies*^fc. ^M6x^;i/-^-y->^e ) Hjesb, 7- [4- 

(2-7"h + yIh+'» 7i-;W — N — [4- [ [N-^fJU-N- h 

15 fd- 2H-tf^>-4— r;w T^y] -1- (4 - 

X;W^7-^E-r^^ac-;i/) -2. 3-ytKo-lH-l- ^O^/T^f. t° > — 4 
-^JU^IfS K «fr&4&4 6) (0. 0 8 5 g) Sf^itlTifc. 
mp 108-111 r. 'H-NMR (<5 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 2 Hz). 1. 33-1. 48 (2H. 
m). 1.54-1.75 (6H, m). 2.15 (3H. s). 2.57-2.67 (1H. m). 2.78-2.94 (2H. m). 
20 3.33 (2H. t. J = 10. 3 Hz). 3.46-3.58 (4H. m). 3.78-3.82 (4H. m). 3.97-4.02 
(2H. m). 4. 06-4. 14 (2H. m), 6. 78 (2H. d. J = 9. 2 Hz). 6. 97 (2H. d. J = 8. 8 
Hz). 7.19-7.29 (3H. m). 7.36-7.63 (9H, m). 8.16 (1H. s). 

mmm 4 7 ut&® 4 7 ©suss) 

7- [4- (2-> r h^vXh^r-» 7x-JH -1- (N, N-^^^;i/- 
25 4-^7 7^^71-^) -2, 3-yhKD-lH-l -^>v'7t'H> 
-4-fi)l>#>m (0. 3g) , 4- [N->^JI/-N- (fh7kHD-2H 
-tf^>-4--r;W 757^^] 7Z'J>rMI (0. 19g) . 1-t 
HD^y^>'7hU7 > ;-Jl/ (0. 0 7g) £DMF (2 5ml) fcMmh. 3k 

i-x^;i/-3- (3-ix>^7^yyotrji/) a 
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(0. 15g) , MJxf;i.7$> (0. 3 7ml), 4-y^W5/e'J 
i?> (MUM) SrJPA, SST. -|fe&#Lfc. i§i«&S*U 7K£lJP*_, BBS 

5??t&&U 7- [4- + 7:r.x;i/| -1- (N, N- 

^^f;|/-4-7^77 ; E'f^7i-JW -N- [4- [ [N-^^;l/-N- <ct 
h^k HD- 2H-hf^>-4 — UV) 7 5 7] *3\>U] !7;cx;i/| -2, 3- 
Hd- 1H- 1 -^>VT-^t!>-4-^;i/^it^ H «£&M4 7) (0. 

10 1 2 g) £&Sfe*g,fl<fcLT#£:o 

mp 94-98 "C. 'H-NMR (d ppm, CDC1 3 ) 0. 94 (3H, t, J = 7. 1 Hz), 1. 22-1. 74 (8H, 
m). 2.20 (3H, s), 2.55-2.70 (1H. m), 2.70 (6H. s). 3.02 (2H, t-like), 3.36 
(2H, dt. 1 = 2. 6. 11.0 Hz). 3.53-3.60 (4H, m). 3.82 (2H, t, J = 5. 0 Hz). 
3. 85-4. 14 (4H, m). 4. 18 (2H. t. J = 5. 0 Hz). 6. 96 (2H. d. J = 8. 8 Hz). 7. 03 

15 (2H, d. J = 8. 8 Hz). 7. 30 (2H. d. 1 = 8. 4 Hz). 7. 37-7. 63 (9H. m). 7. 70 (1H 
d. J = 2. 2 Hz). 

^»J4 8 (^4 8 0ii) 

7- [4- (2-7"^>lF+y) 7i-JW -1- (N-*^;U-4-X 
^rt-f^i-JI/) -2. 3->?k KD-1H- 1 -^>y7-fertT>-4- 
20 #;U#>m (0. 4g) SrTHF (7ml) Kig^U tRJ^T, Jfrffc^lJ- »J 

(0. 19ml) , DM F (teftS) £}JP*., MT?lWfMJft#bfc. ffifeT®- 
m^^LTzo M^THF (2 5ml)»U 4 - [N-^^-N- 

K7tFD-2H-tf7>-4-^ji/) T^y^^] 7-'j>rt|[ig (o. 

2 8g) , MJX3Ml/7^> (0. 5ml) OTHF (5ml) »»fflg^tc3K?fr 
>3^6HISftb, 7- [4- (2-7"h^yIh+y) 7i"JP] -1- (N — 
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^^-4-X^7 7M^7x-jl/) — N— [4- [ [N-*5P;U-N- (5=- 

h7tKD-2H-tf7>-4-<;i.) T^y] 7x~;u] -2, 3- 

>?bKo-lH-l-^>^Tiftf>-4-^;U^-y-$ K Uk'£®4 8) (0. 
2 8g) 5^fMr B <!:LT#fc. 
5 mp 96-99 t:. 'H-N'MR ((5 ppm, CDC1 3 ) 0. 93 (3H. t, J = 7. 3 Hz), 1. 29-1. 71 (8H. 
m), 2. 17 (3H. s), 2. 59 (3H, d, J = 4. OHz). 2. 60-2. 70 (1H. m), 2. 95 (2H, t-1 ike), 
3.35 (2H, dt, J = 2. 6, 11.4 Hz). 3.52-3.59 (4H. m), 3.79-3.88 (4H. m). 
3.99-4.17 (4H. m). 4.66 (1H, br), 6.86 (2H. d, J = 8. 8 Hz), 6.99 (2H, d. J 
= 8. 4 Hz), 7. 23-7. 66 (12H, m), 8. 05 (1H, d, J = 9. 6 Hz). IR (KBr) v : 2942. 
10 2853, 1661. 1590, 1495 cm" 1 . 
9 8 

mt7n¥*—)l> (1. Oml) £7- (2-7"D^yXh^» -2, 3 
-v ? tHn-lH-l-^>yT-k*ti>-4-*;^>^^5 L ;i/ (0. 2g) 4 
mmtiVVJ* (2. 2g) 0DMF (10ml) MmWL*\Z&%iT. ITLL 

^ffl^T^l, l-^Dtf^--^-7- (2-7D^ylh+y)'-2, 3 

-5?h Ho- 1 H- 1 —*>*S7W>-4-*)],&>m*?-JV (0. 2g) £ 
20 ^ffe^;i/ttt#fc„ 

'H-NMR (<5 ppm, CDC1 3 ) 0.95 (3H, t, J = 7. 3 Hz). 1.05 (3H. t. J = 7. 3 Hz), 

1. 57-1.75 (2H, m). 2.09-2.20 (1H, m), 2.41-2.53 (1H. m). 2.75-2.84 (2H. m). 

2.88-3.10 (1H. m), 3.52 (2H, t, J = 6. 7 Hz), 3.80-3.83 (5H, m), 4.18 (2H. 

t. J = 4. 6 Hz). 4.75-4.80 (1H. m), 7.03 (2H, d. J = 8. 8 Hz). 7.24 (1H. d, 
25 J =8.4 Hz), 7.48-7.55 (3H. m). 7.65 (1H, d, J = 1. 8 Hz), 7.73 (1H. s). IR 

(neat) v : 2948. 2874, 1713, 1661 cm-'. 
9 9 

1 ~-fu\£^r-)V~ 7 - (2-7a^ylh + y) -2. 3-yhKo-i 

H-i-^>>/T-tftf>-4-7a;^>^^^ (o. 2g) (2 
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5ml) , THF (2 5ml) fdfg^U 1 N*K<b^- h U (5ml) 

m.&Lfz B U 1 - yotf^-JU- 7 - + 

5 -2, lH-l-^>y7-iftr>-4-*;P#>K (0. 2 g) 

'H-NMR (<5ppm. CDC1 3 ) 0.95 (3H, t. J = 7. 3 Hz). 1.07 (3H. t. J = 7. 5 Hz). 
1.57-1.75 (2H. m). 2.12-2.22 (1H, m). 2.43-2.55 (1H, m). 2.78-2.88 (2H. m). 
3. 00-3. 10 (1H. m). 3. 53 (2H, t. J = 6. 8 Hz). 3. 83 (2H. t. J = 5. 0 Hz). 4. 19 
10 (2H, t. J = 5.0 Hz). 4.78-4.80 (1H. m), 7.03 (2H. d. J = 8. 6 Hz), 7.26 (1H. 
d, J = 8. 2 Hz). 7.51-7.56 (3H. m). 7.67 (1H. d. J = 1.4 Hz). 7.83 (1H. s). 
IR (KBr) v : 2940. 2876. 1705 cm"'. 
10 0 

7-zfa^-2, 3-yth'n-lH - 1 -^>l/T-fe? >- 4 -t>)Vtf>m 
15 (1. Og) . n-^JlTJV'r^ H (1. 3ml). mm (0. 41m 

1) £1, 2-5>£nnx*> (20ml) KigfrU Tk&T. MJ7th + -> 
#*ftH"5*:*-hU^A (3. 8g) SrJnA, MT, — TR^fca 

JBHTflMBU 7-7'oi-l-m-2, 3-ykHD-lH-l-^W 
7iffc!>-4-*;P#>a^f-;i/ (0. 9g) ^f^;i/tbTI#t. 
'H-NMR (<5ppm. CDC 1 3 ) 0.96 (3H. t. J = 7. 2 Hz). 1.27-1.45 (2H. m). 1.56- 
1.72 (2H. m), 2.79 (2H. t, J = 4. 2 Hz), 3.19-3.31 (4H, m), 3.80 (3H. s). 6.69 
25 (1H. d. J = 8. 8 Hz). 7.23 (1H, dd. J = 2. 5. 8.8 Hz). 7.42 (1H, d. J = 2. 5 
Hz). 7.57 (1H. s). 
###J 10 1 

7-Zfu=t- 1 -^;i/-2. 3 -iPil KP- 1 H- 1 l/Tif tf >- 4 

-^^SM^SH" (0. 4 5g) , 4- (2-/D^yXh + y) 7i-Jl^ 
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(0. 6 6g) , lMttK*U^A*«* (4m 1) . X*/-Jl, (4m 
1) , h;PX> (2 5ml) <DM^m^7)l^r>nm%T. IJ&T?3 0»Ha^ 
bfe. xh^X (h'J7xzMX7^» K^Whs (0. 12g) *iDA. 

)V- 7 - [4- + 7 x.-M -2. 3-yth'P-l 

H- 1 -^>y7iftf>-4-*;UsJ?>K^^-;U (0. 5g) £&S*fi:fr>Ol'£ 

10 'H-NMR (5 ppm, CDC1 3 ) 0.91-1.01 (6H. m), 1.30-1.45 (2H. m), 1.57-1.73 (4H. 
m). 2.80 (2H. t. J = 4. 6 Hz). 3.25-3.37 (4H. m), 3.51 (2H, t. J = 6. 1 Hz), 
3. 78-3. 83 (5H. m). 4. 16 (2H, t. J = 4. 9 Hz), 6. 87 (1H, d, J = 8. 4 Hz). 6. 97 
(2H. d. J = 8. 8 Hz), 7.37-7.51 (4H. m), 7.76 (1H. s). IR (neat) v: 2959. 
2928. 2870. 1698. 1607, 1501 cm' 1 . 

15 10 2 

- [4- 7x'JH -2. 3 -V 

t Ko- 1H- 1 -^>V7-fe*lf >-4-#;^>m*3^U (0. 5g) 

(2 5ml) , THF (2 5ml) fcjgfttb, 1 N^mt± h U ^AtKjS 
i (17ml) £tDA, 5 CC, 5B#r^PiftJtj^b/t„ ttlS^. lNJggg^r/B^ 

T^v^A^rffl^T^bTc. *§$££@3cU l-^;i/-7- [4- (2- 
7*a^ylh + y) 7i^] -2. 3-yt HD-lH-1 — ^> > /7iffcf 
>-4-7^;U^>m (0. 38g) £Jt£ifgJI£LT#7c. 
mp 176-177 t:. 'H-NMR (5 ppm. CDC1 3 ) 0.91-1.02 (6H. m). 1.35-1.46 (2H. m). 
25 1.60-1.74 (4H. m). 2.84 (2H, t-like). 3.32-3.39 (4H. m), 3.52 (2H. t. J = 
6.8 Hz). 3.81 (2H. t. J = 5. 1 Hz). 4.17 (2H. t. J = 5. 1 Hz). 6.88 (1H. d. 
J = 9. 2 Hz). 6. 98 (2H. d. J = 8. 8 Hz). 7. 40-7. 53 (4H, m). 7. 88 (1H. s). IR 
(KBr) v: 2959. 2932. 2872. 1669. 1607. 1501 cm-'. Anal, calcd. for C 26 H 33 N0 4 : 
C. 73.73; H. 7.85; N. 3.31. Found C. 73.42; H. 7.86; N, 3.25. 
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###J 10 3 

t -y^)l (3 3. 5 g) *^o^DtfJV7S> (5 Om 1 ) 
+ OtTlTb> £?<t-j-b l )<?& (2 2. 6g) SrJnA, — %a»ELfc. 

o«f«u N-is?n7 c nifj\,-4-T^;mmt -y^>v a 2. 6g) £M 

bp 85-90 «C / 5 mm. 'H-NMR (6 ppm, CDC1 3 ) 0. 27-0.47 (4R m), 1.45 (9H, s), 
1.69-1.84 (2H, m), 2.08-2.15 (1H. m), 2.26 (2H, t, J = 7. 3 Hz), 2.71 (2H, 
10 t, J = 7. 3 Hz). 

10 4 

5 -Zfn=E- 2 - yjl^-U^>XT)^}^ K (2 0g) , N-y^D^D^ 
-7^)V (14. 5g) , ^^-h'J^A (13. 8g) , 
tK (70ml) > DM SO (70ml) ^80t, 5 Bffl* 1 1 Ot> 3 BKiD 

2 -^;p^;u^i-;i/) -w-i/>7uy°u\f:)V- 4-7 y^m.t -y^ju (6. 
4g) £#fe^;P<hbT*§7Co 
20 'H-NMR (5 ppm, CDC1 3 ) 0.45-0.52 (2H, m), 0.72-0.78 (2H, m). 1.41 (9H, s). 
1.88-1.98 (2H. m), 2.17 (2H, t, J = 7. 1 Hz), 2.66-2.73 (1H. m), 3.29 (2H, 
t, J = 7. 5 Hz). 7. 13 (1H. d, J = 8. 8 Hz). 7. 53 (1H, dd, J = 2. 6, 8.8 Hz), 
7. 84 (1H. d, J = 2. 6 Hz). 10. 09 (1H. s). 
10 5 

25 n- (4-^D^E-2-^;u^;i/^^x;i/) -N-->2ay°n\d)\,- 4-7$ 

ymmt-y^ji ug) §thf aomi) K*a»u ^u^t-^h^ 

S^F (0. 5 9 g) 5 5*0, 1. 5 mmtiumhtz. U tKT 
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f£0fc. «tt&«£U 7-^nt-l->^D^D^-2, 3-ytKD-l 
H-l-^>y7t'tf>-4-*M>i (0. 44g) £H6jgH£LT*#fc. 
mp 225-230 r(dec). 'H-NMR (<5 ppm. CDCI 3 ) 0. 42-0. 50 (2H. m), 0. 80-0. 84 (2H. 
m), 2. 60-2. 80 (3H. m). 3. 24-3. 34 (2H. in), 7. 13 (1H, d. J = 8. 8 Hz). 7. 38 (1H, 
5 dd, J = 2. 4. 8. 8 Hz). 7.45 (1H. s). 7.53 (1H, d. J = 2. 4 Hz). 12.39 (1H. br). 
Anal, calcd. for C u H l4 BrN0 2 : C. 54.56; H. 4.58; N. 4.55. Found C. 54.20; H. 
4. 60; N. 4. 30. 
0mm 10 6 

7 -^D^E- 1 -v^D:/Dtf;!^- 2. 3-5?fc KD- 1H-1 -^.>VTif 
10 ¥>- 4 (0. 4g) ^THF (15ml) MT. 

ffc^+r U ;U (0. 2 6ml) , DMF (M$S*) £iD*., 3 0 ^Jt^ 

bfc. «flET*»*S*Lfc. M^THF (30ml) fc**>U 4 — [N — 
^5=-;i/-N- C-r-h^b Kn- 2H-tf^>-4 — HI/) 75/^^] T~ U 
> (0. 34g) , hUx^l/7S> (0. 9ml) ©THF (5ml) mm*P 
15 (CTk^T. ilTLL Sii§i?H^T, tiTf-ftft^Lfc. «ffiT»»*®*b, 

h^^- (stix^i// / ^ y h u x^^7 5 » ~emmis. 7-zf 

Dt- 1 - ^D^DtJhN- [4- [ [N-^^;i/-N- (rh7kh*P- 

20 2H-tr^>-4 — r;u) 75;] *?mi/! 7i-jh -2. 3-vth'D-i 

H- 1 -^>^;7-£tf>-4-#;U#*+r5 H (0. 5 5 g) ^ffe^tbT 

mp 133-136 t:. 'H-NMR (5 ppm, CDC1 3 ) 0.50-0.58 (2H, m). 0.79-0.88 (2H. m). 
1.63-1.76 (4H, m). 2.20 (3H, s), 2.58-2.71 (2H. m). 2.86 (2H. t, J =8. 8 Hz). 
25 3.37 (2H. dt, J = 3. 0, 11.4 Hz). 3.46 (2H, t. J = 4. 9 Hz), 3.56 (2H. s). 
4.01-4.07 (2H. m). 7.08 (1H. d. J = 8. 8 Hz). 7.14 (1H, s), 7.26-7.32 (2H. 
m), 7. 37. (1H, d, J = 2. 6 Hz), 7. 52 (2H, d, J = 8. 8 Hz), 7. 57 (1H, s). Anal, 
calcd. for C 27 H 32 BrN 3 0 2 ; C, 63.53; H, 6.32; N. 8.23. Found C. 63.30; H. 6.26; 
N. 8. 15. 
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10 7 

7 3-ytFo - 1 H- 1 -^>'/7if £ >- 4 -#;M*>®S 
(0. 3g) £DMF (3ml) fc*j&>U 6 0 %7kM4ti~ h U A (0. 
05g) ©DMF (lml) «ia«tl:*^T«TUfc. ag*»B»T, 10^ 
5 WtttfU ^>^;^D^H (0. 15ml) £iD*_. 4 5t, 4HfF B lTOb7^ 0 

7h^77^f- mm^)V/^^» T*f§S!U 1 -^>>?;U- 7 -^*D^ 
-2. 3-^kKo-lH-l-^>VTiztr>-4-i3;^>^^^;U (0. 

io 3g) *tfi^;>ibTftfc. 

'H-NMR (<5 ppm, CDC1 3 ) 2. 75 (2H. t, J = 4. 9 Hz), 3. 26 (2H. t, J = 4. 9 Hz). 
3. 80 (3H, s). 4. 52 (2H. s), 6. 67 (1H. d. J = 8. 8 Hz). 7. 19 (1H. dd. J = 2. 4. 
8. 8 Hz). 7.22-7.45 (6H. m). 7.47 (1H. d. J = 2. 4 Hz). 7.63 (1H. s). 1R (neat) 
v : 1 703 cm - '. 
15 1 0 8 

1 -^>z^JV- 7 -Zfu^i- 2. 3-^t: Ko- 1 H- 1 -^>l/Tif tf >- 
4-ti)V-$>M*?-)V (0. 3g) , 4- (2 -:/D:d^>Xh^» 7x^ 
(0. 24g)', 1 MiKK* U ^AtK** (2. 5 ml). X^y— ;i/(2. 
5ml) . h;i/X> (2 5ml) (D^^T )V^>nmn.T , SfiT3 0^H 
20 it^bfeo ^h^X (h'j7x-WX7^» A°^C7A (0. 04g) £ 

-^>v^-7- [4- (2-7D^ylF + y) 7ocX;i/] -2. 3-f/k 
25 KD-lH-l-^>^T-tfkf>-4-^;^>^^^ (0. 2 7g) ^ffe 

'H-NMR (5 ppm, CDC1,) 0. 94 (3H. t. J = 7. 5 Hz). 1. 58-1. 70 (2H. m). 2. 77 (2H. 
t. J = 4. 6 Hz). 3. 32 (2H. t. J = 4. 6 Hz). 3. 51 (2H. t. J = 6. 8 Hz). 3. 78- 
3.83 (2H, m). 3.81 (3H. s). 4.07-4.18 (2H. m). 4.59 (2H. s). 6.87 (1H. d. 
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J = 8. 4 Hz), 6. 98 (2H. d, J = 8. 8 Hz). 7. 26-7. 41 (6H, m). 7. 47 (2H, d, J = 
8. 8 Hz). 7.56 (1H. d. J = 2. 2 Hz). 7.83 (1H, s). IR (neat) v: 3027. 2874. 
1701. 1499 cm" 1 . 
10 9 

5 1 -^>V)V-1 - [4- 7 x.~)l] -2. 3- 

vk KD- 1H- 1 -^>^T-i£fcf>- 4 3^1, (0. 2 7 g) £ 
*9 J—fr (10ml) , THF (10ml) IZlgfrV. 1 NzK^b^ h U ^ A 

domi) £in*., m&x\ -mmw^fz. mmm. lN&m&m^T 
io y^z/VA&m^T&mi'fro mm&m&v, i-^>^ju-7 - u- (2- 

yci^vx 7i^] -2. 3-yhh'D-lH-l — ^O'/Tif t: 

y-4-ti)v^>m (0. i6g) ^ffe^iLWc, 

mp 139-142 'H-NMR (5 ppm. CDC1 3 ) 0. 94 (3H. t. J = 7. 3 Hz). 1. 59-1. 70 (2H. 
m). 2. 80 (2H. t. J = 4. 6 Hz), 3. 34 (2H. t. J = 4. 6 Hz), 3. 52 (2H. 1. J = 6. 8 
15 Hz). 3. 78-3. 84 (2H, m). 4. 14-4. 19 (2H, m). 4. 61 (2H. s), 6. 87 (1H. d. J = 8. 8 
Hz). 6. 98 (2H. d. J = 8. 8 Hz). 7. 26-7. 49 (8H, m). 7. 57 (1H. d. J = 2. 2 Hz). 
7.95 (1H. s). IR (KBr) v: 2934. 2870. 1674. 1607. 1501 cm"'. Anal, calcd. 
for C 29 H 3I N0 4 : C. 76.12; H. 6.83; N. 3.06. Found C. 75.77; H, 6.95; N, 3.15. 
1 1 0 

20 7 - [4- + 7iZJP] -2. 3-ykHD-lH- 

1 -^>VT^y-A-tS)V-^>m^^)V (0. 4g) , ^>X7J^hH (0. 
43g) £1, 2-y^DDi^> (7ml) tg^U b U 7"fe Y^-^mit 

teom-rvvbi* (o. 4 3g) mmnmmrF. m.WiX\ —ym&isft. 

§St, 1 7 - [4- (2-7> + yIh^y) 7i^] -2. 

3-S^t: KD- 1 H- 1 -s<>VT-W>-4-ti)l#>M*^)l (0. 4 9 g) 

'H-NMR (5 ppm, CDC1 3 ) 0.93 (3H. t. J = 7. 3 Hz). 1.30-1.48 (2H, m). 1.54- 
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1. 68 (2H, m). 2. 77 (2H, t, J = 4. 7 Hz). 3. 31 (2H. t. J = 4. 7 Hz), 3. 55 (2H, 
t, J = 6. 6 Hz), 3. 78-3. 82 (5H. m), 4. 15 (2H, t, J = 4. 8 Hz), 4. 59 (2H, s). 
6. 86 (1H, d, J = 8. 8 Hz). 6. 97 (2H. d. J = 8. 8 Hz). 7. 26-7. 68 (7H. m). 7. 82-7. 91 
(3H..m). IR (neat) v: 2934. 2870, 1703. 1607. 1501 cm' 1 . 
5 1 1 1 

l-^>^;i/-7- [4- 7 -2. 3-i? 

h Hp- 1 H- 1 -^>V7-tf£>-4-#;i/^>^*^;i/ (0. 4 9 g) 

— )l> (2 5ml) » THF (2 5ml) iZfefrV* 1 NT^mitf- b U ">A7jc 

^ss (lomi) &mx.. 5 or, — mmistz* mmm, iNm.m^m^x^ 

^'>^A^ffl^T^b^Co ?§^£@^U l-^>v;P-7- [4- (2-^ 
h^ylh+y) 7x.—M -2. 3 -5>k Ha- 1 H- 1 -^>l/7-fef tf>- 
4-#;U*>^ (0. 4 7g) ^fe^^tbTt#7to 

mp 133-138 "C. 'H-NMR (6 ppm, CDC1 3 ) 0. 93 (3H. t. J = 7. 4 Hz), 1. 34-1. 45 (2H, 
15 m). 1.54-1. 65 (2H, m), 2.80 (2H. br), 3.34 (2H. br), 3.56 (2H, t, J = 6. 6 
Hz), 3.80 (2H. t. J = 5.0 Hz), 4.16 (2H. t. J = 5.0 Hz), 4.61 (2H. s). 6.88 
(1H, d. J = 8. 8 Hz). 6. 98 (2H. d. J = 8. 8 Hz). 7. 26-7. 49 (8H. m). 7. 57 (1H. 
d, J = 2. 2 Hz). 7.94 (1H. s). IR (KBr) v: 2957. 2934. 2867. 1674, 1609, 1501 
cm" 1 . Anal, calcd. for C 30 H3 3 N0 4 : C. 76.41; H. 7.05; N. 2.97. Found C. 76.06; 
20 H. 7. 15; N. 2. 68. 
###J 1 1 2 

7- [4- + + 7 -2, 3-yth'O-lH- 

1 -^>VYM\d>- 4-iJ)V^>m^)V (0. 3g) . i/trw\3r*)->t})\, 
*7Jl^f k F (0. 4 3g) $1, 2-y^DDl^> (5ml) h 

25 vr-th^isTkmitteom-fhyyA* (o. 3 2g) ^mm-mmrr. ^ 
*st\ 3. 5mmmwvrz 0 7k*izfz&\ mmTKmi-hUu^mmx^aL. 
mmx-T-juxttoitiisfzo mmm^K. mu&i&Tkxtft&v. &7jcMr^*->^ 
^zm^T&mvfzo mmz^v. i- [4- (2-yh^->xh^f» 7^ 

- 1 -zst7W\3ris)V*^)V- 2, 3 -ixk KD- 1H- 1 -^>VT-fe* 
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e>-4-*)U#>m*?-)l (0. 37g) S^fit-fJI/tUTflfc. 
'H-NMR (<5 ppm, CDC 1 3 ) 0. 89-1. 81 (15H, m), 0. 93 (3H, t, J = 7. 3 Hz), t 81 (2H, 
t, J = 4. 2 Hz), 3. 19 (2H, d. J = 6. 6 Hz), 3. 29 (2H. t, J = 4. 8 Hz). 3. 55 (2H. 
t, J = 6. 6 Hz). 3. 78-3.82 (5H. m). 4.15 (2H, t, J =4. 9 Hz), 6.87 (1H, d. 
5 J = 8. 8 Hz). 6.97 (2H, d, J = 8. 8 Hz), 7.36-7.51 (4H, m). 7. 76 (1H, s). IR 
(neat) v: 2930. 2849, 1699, 1607. 1499 cm-'. 
113 

-2. 3-v 5 t:Hn-iH-i-^>vy-tfhr>-4-^;i-^>^^^;u (o. 

10 3 7 g) )V (2 5ml) . THF (2 5ml) fcigfrU 1 NzKB^ffc 

^-hU^ATK^ (7. 5ml) SrSn^., — lftjg#L£:. ftflg&, IN 

SS7KB6K"7^>">A&fflViT«;jSbfc. U 7- [4- (2-7'h 

+->xh+y) - i - ->^d^->;u^^;u- 2, 3-vth'n-i 

15 H- 1 -^>V7t^>-4-*M>i (0. 3 2g) ftmtlT^. 
mp 124-125 t:. 'H-NMR (6 ppm, CDC1 3 ) 0.90-1.85 (15H. m). 0.93 (3H, t. J = 
7. 2 Hz). 2.83 (2H. t-like). 3.22 (2H. d, J = 6. 6 Hz). 3.32 (2H. t-like). 3.56 
(2H, t, J = 6. 6 Hz). 3. 81 (2H. t. J = 5. 0 Hz), 4. 16 (2H, t, J = 5. 0 Hz). 6. 89 
(1H. d. J = 8. 8 Hz). 6. 98 (2H. d. J = 8. 8 Hz), 7. 39-7. 53 (4H. m). 7. 88 (1H. 

20 s). IR (KBr) v: 2926, 1674, 1607. 1499 cm" 1 . Anal, calcd. for C 30 H 39 N0 4 : C, 
75.44: H. 8.23; N, 2.93. Found C. 75.46; H. 8.23; N. 2.96. 
#%0jJ 114 

7- [4- (2-7^ylh + y) 7x"Jl/j -2. 3-ykFD-lH- 
1 ~^>^j7M.\d>- 4-ti)V^>m^)V (0. 4g) . z/*7U-?un>ft)V 
25 ^TJl'TtH (0. 3g) £l, 2-y^DDI^> (7ml) KJgjfcU MJ 
7±h*is7km4tteomi-hW& (0. 43g) £iraA, f$Sl^T, ^jfi 

jix-mttivrzo mmm**. tm&&fcv$t&\s. mom-* mi* 

TSfctgLfc. mm&m&l,* 7- [4- (2-7h + yI^-» 7iZJH - 
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1 -z/?UZfn¥)l*^)\,- 2, 3-ytFD-lH-l ~^>771fK>-4 

-^;i/#>^^5^;i/ (o. 4 5g) ^tutfifc. 

'H-NMR (5 ppm, CDC1 3 ) 0.24-0.32 (2H, m). 0.58-0.67 (2H, in), 0.93 (3H, t, J 
= 7. 3 Hz), 1.08-1.15 (1H, m). 1.34-1.49 (2H. m), 1.55-1.68 (2H. m), 2.86 (2H. 
5 t, J = 4. 4 Hz), 3. 23 (2H, d. J = 6. 6 Hz). 3. 39 (2H. t, J = 4. 7 Hz), 3. 55 (2H. 
t, J = 6. 6 Hz), 3.73-3.83 (5H, m), 4.11-4.18 (2H, m), 6.92-7.01 (3H. m), 
7.38-7.53 (4H, m), 7.77 (1H. s). IR (neat) v: 2953, 2930, 2870, 1699, 1607, 
1499 cm" 1 . 

115 

10 7- [4- (2-7h^/Ih + -» 7i^JH - 1 - D zfu \Z)V* 

-2, 3 -i^t KP- 1H- 1 -1>V7W>- 4 -ft (0. 
4 5g) £r*^/-;i/ (2 5ml) , THF (2 5ml) £*jG>U 1 N7jtgKfc 
i-hVOJxTkmm (10ml) £J0*, ^iST% — BftJft«5bfe. INI 

15 iTKISlT^i/^A^^TKjlLfc. Jg&SSSU 7- [4- (2-^h 
3r->xh^» 7x-JH - l -->^P^ah!;i,y^;i,- 2, 3-ytHn-i 
H- 1 -^>VT1ftf>-4-*;U^>®? (0. 42g) ^ffe^iltifc. 
mp 152-155 "C. 'H-NMR (6 ppm, CDC1 3 ) 0.25-0. 33 (2H. m), 0.59-0.68 (2H, m). 
0.93 (3H, t, J = 7. 3 Hz), 1.05-1.20 (1H, m), 1.30-1.49 (2H, m), 1.55-1.69 

20 (2H, m). 2.87 (2H, t, J = 4. 6 Hz), 3.25 (2H, d, J = 6. 4 Hz), 3.42 (2H, t, 
J = 4. 6 Hz), 3. 56 (2H, t, J = 6. 6 Hz). 3. 81 (2H, t, J = 5. 0Hz), 4. 16 (2H. 
t. J = 5. 0 Hz), 6. 93-7. 00 (3H, m). 7. 40-7. 54 (4H, m). 7. 89 (1H. s). IR (KBr) 
v: 2959, 2936. 2868. 1669. 1607. 1501 cm"'. Anal, calcd. for C z7 H 33 N0 4 : C. 
74.45; H, 7.64; N, 3.22. Found C. 74.27; H. 7.45; N. 3.21. 

25 ###J 116 

7- [4- (2-7D^yIh + y) 7i-JH -2. 3-ykh'D-lH' 
- 1 -^<>VTif^>-4-t}Jl^>m^^)l (0. 3g) . is2u*?urt>ti 
M7Jl/rtH (0. 2 2g) &1, 2-S^DDX*> (5ml) fcjgjfcU 
hUTirh^^7jc^kf5-5^hU^A (0. 3 3 g) £io*., S*^H$tT, 
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&m^T&&vtzo mm&g&v. [4- (2 

-^D^ylh+y) 7i-JW -2, 3 - 1 F O - 1 H - 1 VTH 

5 tr>-4-*;p#>Bg^5 L ;i/ (o. 3 4g) ^n^^jiti^xntzo 

■H-NMR (<5ppm, CDC1 3 ) 0.24-0. 32 (2H, m), 0.58-0.67 (2H, m), 0.94 (3H, t, J 
= 7. 5 Hz), 1. 05-1. 15 (1H, m). 1. 60-1. 74 (2H. m), 2. 85 (2H. t, J = 4. 6 Hz), 
3. 23 (2H, d, J = 6. 6 Hz). 3. 39 (2H. t, J = 4. 6 Hz). 3. 51 (2H. t, J = 6. 7 Hz). 
3.79-3.84 (5H. m), 4.16 (2H. t. J = 5. 0 Hz). 6.91-7.01 (3H. m), 7.38-7.52 
10 (4H, m), 7.77 (1H, s). IR (neat) v: 2936, 2872. 1699. 1607, 1499 cm-'. 
#%#J 117 

1 -->^7D:/Dfcf;M^;U- 7 - [4- 7x'JW 

-2. 3-ytHn - 1H- 1 -^>Vy-tftf>-4-#;^>^5P;u (0. 
3 4 g) (2 5ml) , THF (2 5ml) K:jgft>U 1 NzK&fc 

15 ^hU^A7jc^?S (7. 5ml) MTf. — !&*i#L£:o 5 0t, IPS 

U 1 -->^n7*Dtf;UpC^;U- 7 - [4- (2-7 p O^=l ; yXh + y) 7jc~ 

)V1 -2. 3 ->?t Kp- 1 H- 1 -^>VT-fe*tT>-4 -*;^>K (0. 3 
20 Og) ^tfe^iLTHit. 

mp 154-156 X:. 'H-NMR (6 ppm. CDC 1 3 ) 0.25-0.33 (2H. m). 0.59-0.68 (2H, m). 

0.95 (3H, t, J = 7. 3 Hz). 1.05-1.18 (1H. m). 1.56-1.74 (2H. m), 2.87 (2H, 

t. J = 4. 8 Hz), 3. 25 (2H, d. J = 6. 2 Hz). 3. 42 (2H, t. J = 4. 8 Hz). 3. 51 (2H. 

t. J = 6. 8 Hz), 3. 81 (2H. t. J = 4. 9 Hz), 4. 17 (2H. t. J = 4. 9 Hz), 6. 93-7. 00 
25 (3H, m), 7.40-7.53 (4H m), 7.88 (1H. s). IR (KBr) v: 2963, 1669, 1518 cm-'. 

Anal, calcd. for C 26 H 3 ,N0 4 : C. 74. 08: H. 7. 41; N. 3. 32. Found C, 74. 03; H. 7. 53; 

N, 3. 27. 

###J 1 1 8 

7- [4- (2 -Zf h*->x h*Fis) 7i-^] -2. 3-yth'D-lH- 
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1 -^>V7-tftf>-4 -#;1/#>®^?MU (0. 4g) , ->^D7*^>;*j;U* 
TJl'Tk F (0. 5g) £1, 2-yi70Dl^> (7ml) fc»**U SU7 
-feh*S'#*ffc&'5*:?-MJ*>A (0. 4 3g) &ira*., S*»HST, iiST, 

Jg*»£g£U 7- [4- (2-7*^yXh + y) 7xrjH - 1 
-->^p^;i/^^Jl/- 2, Kn-1H- 1 -^>^/TiftT>-4-^7 

(0. 4 7g) £Jtfe;t^;U<hLT#7Co 
'H-NMR (<5ppm. CDC1 3 ) 0.93 (3H. t. J = 7. 3 Hz), 1.34-1.45 (2H. m), 1.54- 
10 2.13 (8H. m), 2.70-2.81 (3H. m). 3.26 (2H, t. J = 4. 8 Hz). 3.38 (2H, d. J 
= 7. 4 Hz). 3. 55 (2H. t. J = 6. 6 Hz). 3. 78-3. 83 (5H. m). 4. 16 (2H. t. J = 4. 9 
Hz). 6. 87 (1H. d. J = 8. 8 Hz). 6. 97 (2H. d. J = 8. 8 Hz). 7. 37-7. 51 (4H. m). 
7.75 (1H, s). 
###| 119 

15 7- [4- (2-7h^yXh + -» ~7ji-)1] - 1 -z/>7UZ?^)V*^)V- 
2, 3 -v?k HD- 1 H- 1 -^>yT-t*fcT>-4-^7Jl/^>^^5 1 ;U (0. 4 
7 g) (2 5ml) . THF (2 5ml) fc**>U 1 NTfcgHM- 

MJ«XMc»tt (10ml) SrjD*., 5 0*0, — flfeJua&Ufc. 1NM 

20 *fl!£K-7^->^AS^ViT<£i»b/t. »«E*e*L, 7- [4- (2-7*h + 
yi^y) 7i"M -1-^0^/^-2, 3-ybHo-iH- 

i -^>^/r-t:tr>-4-*^>^ (o. 4og) ^nfiieatUT^fc. 

mp 110-112 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0.93 (3H. t. J =7. 3 Hz). 1.30-2.00 (8H. 
m). 2. 00-2. 15 (2H. m), 2. 71-2. 80 (3H. m). 3. 29 (2H, t, J = 4. 8 Hz). 3. 39 (2H, 
25 d. J = 7. 0 Hz). 3. 55 (2H. t. J = 6. 6 Hz). 3. 80 (2H. t. J = 5. 0 Hz). 4. 16 (2H. 
t. J = 5. 0 Hz). 6. 88 (1H. d. J = 8. 8 Hz). 6. 98 (2H. d. J = 8. 8 Hz). 7. 39-7. 51 
(4H. m), 7.85 (1H, s). Anal, calcd. for C 2S H 35 N0 4 : C. 74.80; H, 7.85; N. 3. 12. 
Found C. 74. 51; H, 7. 92; N. 2. 98. 
12 0 
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7 3 -S?h HD-1H- 1 -^>V7M\d>- A-tl)V^>m. 

*3-)\< (0. 5 g) , (0. 0 5 g) £^DD*^> (I5ml) 

fc**>U h'J7i-;Hf7-?7y7-fer-h (1. 1 g) ^ST> - 

KD - 1 H - 1 - ^>77t'f> - 4 -*M>^^ (0. 27g) 

10 mp 104-106 *C. 'H-NMR ( <5 ppm. CDC1 3 ) 2.82 (2H, t, J = 4. 4 Hz), 3.76 (2H. t, 
J =4. 4 Hz). 3.78 (3H. s), 6.90-7.00 (4H, m), 7.22-7.30 (3H, m), 7.58 (1H, 
d, J =2. 2 Hz), 7.62 (1H. s). IR (KBr) v : 2949. 1705 cm-'. Anal, calcd. for 
C l8 H l6 BrN0 2 : C, 60.35; H, 4.50; N, 3.91. Found C, 60.19; H. 4.28; N, 3.85. 
12 1 

15 7-7*Dt-l-7i-Jk2, 3 ->?b KD- 1H- 1 -^>VT-tftf>- 
4-tl)V#>W*^)V (0. 2 7g) , 4- (2-^D^ylh^y) 7 x.~ 
(0. 23g) , 1M«K*U^AtK*« (3ml) , x^y-;i, (3 
m 1 ) > h;i/X> (2 5ml) &7;P^>»H^T, ^jfiT3 Oftfflm 

Wlsfzo rb^lrX ( h U ^ac-;i/^7>7^ » /^v^A (0. 0 4g) ^Jp 

20 A. 7J^>»H£CTT— iftSSKLfc. »il^;i/T?fttBU, W««*tK, «SfP 

yU*7->*7A^D7h^77>f- (61^X3^/^1*- » T»»U 1- 
7x-Jb- 7 - [4- (2-7'D^yIh^y) 7x-j|/] -2. 3-y'hK 

n- ih- i -^>i/7-fe*tf>-4-#;u#>&*^;u (o. 26g) 

25 SilT#&. 

mp 117-119 r. 'H-NMR (6 ppm, CDC1 3 ) 0. 95 (3H. t, J = 7. 5 Hz). 1. 57-1. 71 (2H, 
m). 2. 85 (2H. t, J = 4. 6 Hz). 3. 52 (2H. t. J = 6. 8 Hz). 3. 79 (3H, s), 3. 79-3. 84 
(4H. m). 4. 18 (2H, t. J = 5. 0 Hz). 6. 87-7. 03 (5H, m). 7. 16-7. 30 (3H, m). 7. 40 
(1H, dd. J = 2. 2. 8.4 Hz), 7.51 (2H, d. J = 8. 8 Hz). 7.64 (IH. d, J = 2. 2 
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Hz). 7.80 (1H, s). IR (KBr) v: 1705, 4493 cm-'. Anal, calcd. for C 29 H 31 N0 4 : 
C. 76.12; H, 6.83; N, 3.06. Found C, 75.81; H, 6.75; N. 2.77. 
12 2 

l'-7x^-7- [4- (2--7°0^^i>Xh^v) 7i-JW -2. 3- 
5 Hn- 1H- 1 -^>^7iftf>-4-i7;^>^^^;i/ (0. 23g)£ 

)V (25ml) % THF (25ml) td^U 1 NtKM:^ h U ^7 A 
(10ml) 50*0. -IftJOftftL/io |||, INtiJfflUT 

^y^A^HT^Lfe. Mg£@SU 1-7I-JK7- [4- (2- 
10 -yo^ylh^y) 7i-Jl^] -2. 3 - yfc KD - 1 H - 1 -^>!/7t*tf 

>-4-*;^>^ (0. 2 3g) ^fMf H tbTffc. 

mp 135-139 X:. 'H-NMR ((5 ppm, CDC1 3 ) 0. 95 (3H. t, J = 7. 5 Hz), 1. 60-1. 71 (2H, 

m), 2. 86 (2H. t-like). 3. 52 (2H, i, J = 6. 7 Hz). 3. 80-3. 85 (4H. m). 4. 18 (2H. 

t. J = 4. 8 Hz). 6. 90-7. 04 (5H. m), 7. 17 (1H. d. J = 8. 5 Hz). 7. 23-7. 31 (2H, 
15 m), 7.40 (1H. dd. J = 2. 2, 8. 5 Hz). 7.51 (2H. d. J = 8. 8 Hz). 7.65 (1H. d. 

J = 2. 2 Hz). 7.90 (1H. s). IR (KBr) v: 2963. 2936. 2872. 1674. 1609. 1593. 

1493 cm" 1 . Anal, calcd. for C 28 H J9 N0<: C. 75.82; H, 6.59; N, 3.16. Found C. 

75. 43; H. 6. 37; N. 3. 10. 
12 3 

20 7 - [4- + y jl-JI] -2. 3-yth*D-lH- 

i -^>VT-et?>-4-;tu^>&*^ (o. 5g) . v/vimm (0. 0 

7g) £>^DD;<^> (10ml) h*)7 a:~;i/tf XT 7 iz^- 

- h (0. 7 8g) mi&T\ — mitWVti. SNlitCft^, 

25 fn^TkTSfc^U ^7jc^V^v^A^ffl^T^b7Cc j§a££g£, gift 

- [4- (2-7"h + ylh + y) 7i-^] -l-7x3;|/-2, 3-yt K 
□ - 1H- 1 -^>y7i?tf>-4-*;i/#>^^^;i/ (0. 4 2g) 
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mp 80-82 "C. 1H-NMR (<5 ppm. CDC1 3 ) 0. 94 (3H. t. J = 7. 1 Hz), 1. 31-1. 49 (2H. 
m). 1.56-1.69 (2H, m), 2.85 (2H. t, J = 4. 4 Hz). 3.56 (2H, t. J = 6.6 Hz), 
3.79-3.84 (7H, in), 4.17 (2H, t, J = 4. 9 Hz), 6.87-7.02 (5H, m), 7.16-7.30 
(3H. m). 7. 40 (1H. dd, J = 2. 2, 8. 8 Hz). 7. 51 (2H, d, J = 8. 4 Hz). 7. 64 (1H, 
d. J = 2. 2 Hz). 7.80 (1H, s). IR (KBr) v: 2955. 2868. 1705. 1593. 1495 cm-'. 
Anal, calcd. for C 30 H 33 NO 4 : C. 76.41; H, 7. 05; N. 2.97. Found C. 76. 30; H, 7.17; 
N. 2.90. 

12 4 

7- [4- 7 3L~M -1-7x^-2, 3 

h Ko- 1H- 1 -^>V7^\£>-4-tl)V^>m^)V (0. 3 7 g) 
$>;-)V (2 5ml) . THF (2 5ml) iCi^U 1 N7K^k± h U r> A?Jc 
(7. 5ml) SrJu*.. -ift}«#U7io «S&& 1 N&gg&IS tr>T 

^*->£A£^>T«;«l,fc. »«E*S*L^ 7- [4- (2-y'h + yI14 
-» ^o:-;U] -1-7x^-2, 3-yth'0-lH-l-^>'/7-- 
-4-#;MS>|£ (0. 2 7g) SfftlSatUTflJt. 

mp 129-131 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0. 94 (3H. t. J = 7. 2 Hz), 1. 34-1. 49 (2H. 
m). 1.55-1.69 (2H. m), 2.86 (2H. t, J = 4. 4 Hz). 3.56 (2H. t. J = 6. 6 Hz). 
3.79-3.84 (4H. m), 4.17 (2H. t, J = 4. 8 Hz). 6.90-7.04 (5H. m). 7.17 (1H. 
d. J = 8. 6 Hz). 7.23-7.31 (2H. m), 7.40 (1H. dd. J = 2. 2. 8. 6 Hz). 7.50 (2H. 
d, J = 7. 2 Hz). 7.64 (1H. d. J = 1.8 Hz). 7.90 (1H. s). IR (KBr) v: 2957, 
2870, 1674, 1609, 1593. 1493 cm-'. Anal, calcd. for C„H 3I N0,: C. 76. 12; H. 
6.83; N. 3.06. Found C. 76.18; H. 6.85; N, 3.21. 

mmm 125 

7- [4- (2-7h^>Ih + y) -2. 3-yhh'D-lH- 



1 -^yVT^y- 4-ti)\,#ym.*?-)v (0. 2 5g) , wwrnm (0. 

0 4g) £>^nn^> (7ml) ££**U MJ ( 3 - * h^>7i 
VX^TsitT-t^-b (1. 5g) ZtUTL. MT. -Vfcm&Vfr. 3NJaK4» 
lN7jc^k^-h'J^A7j<^T^fDL, Bft&X^TJi&ffiLfc. 
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TttfilU 7- [4- + 7 -1- (3->h* 

-2. HO- 1H- 1 -^>yTiftf>-4-^;i/#>i? 

5 (0. 16g) ^ffe^^tLTUfc. 

'H-NMR (Sppm, CDC1 3 ) 0.94 (3H, t, J = 7. 2 Hz), 1.34-1.45 (2H, m), 1.55- 
1. 65 (2H, m). 2. 86 (2H, t, J = 4. 8 Hz). 3. 56 (2H, t, J = 6. 6 Hz). 3. 75 (3H. 
s). 3. 79 (3H. s), 3. 79-3. 84 (4H. m). 4. 17 (2H. t. J = 4. 9 Hz). 6. 42-6. 60 (3H. 
m). 7. 00 (2H. d. J = 8. 8 Hz). 7.11-7.26 (2H, m). 7.41 (1H. dd, J = 2. 2. 8.4 
10 Hz). 7.51 (2H, d. J = 8. 8 Hz). 7.64 (1H, d. J = 2. 2 Hz). 7.78 (1H. s). IR 
(neat) v: 2955. 2932. 2870. 1705 cur'. 
12 6 

7- [4- (2-^^yXh + y) 7 -1- ( 3 h + y7iZ 

)V)-2, 3-ytHD-lH- 1 -^>^Tif tf >- 4 -tl)V&>WL 0 . 

15 16g) t:*$J—)\, (2 5ml) , THF (2 5ml) l£i§^U 1 NKMit 
^hU^AzK^ (2. 8ml) £fl0x., 5 0t, — IftjDfl&b 7c. mm'&. IN 

^7jc«V^v^A^ffl^T^L^o 7- [4- (2-^h 

+ '>Xh + y) 7ix;H -1- (3-^h + y7i-JW -2. 3-ykKD 
20 - 1H- 1 -^>V7-e¥>-4-t))l7$>m (0. 16g) ^fMlilt 

mp 154-156 'H-NMR (<5 ppra, CDCI 3 ) 0. 94 (3H. t. J = 7. 4 Hz). 1. 34-1. 45 (2H. 
m). 1. 55-1. 65 (2H. m), 2. 87 (2H. t-like). 3. 56 (2H. t. J = 6. 6 Hz). 3. 76 (3H. 
s). 3. 79-3. 84 (4H. m). 4. 17 (2H. t. J = 4. 8 Hz). 6. 45-6. 61 (3H. m). 7. 00 (2H. 
25 d. J = 8. 8 Hz). 7. 13-7. 24 (2H. m). 7. 42 (1H. dd. J = 2. 2, . 8. 4 Hz). 7. 51 (2H, 
d. J = 8. 8Hz). 7. 64 (1H. d. J = 2. 2 Hz). 7.88 (1H. s). Anal, calcd. for C 30 H 33 N0 s : 
C. 73.90; H, 6.82; N. 2.87. Found C. 73.73; H, 6.72; N. 2.83. 

mmm 127 

7- [4- (2-:7*b*~>xh^» 7jiZL)1] -2. 3-ybHD-lH- 
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i -s<>vtw>- 4-ji)v$>m*?-)v (o. 3g) . &vvmm (o. o 

6g) ^y^DD^^> (10ml) te**>U MJ (4-^ h^->7oc—;b) 
t:X v^^Tiz-T—h (1. 5g) ^UDA, ^jfiT, —fflfflfclslt. 

till, 7- [4- (2-y^>I^y) 7xZJH -1- 
•>7x-JW -2. 3 HD- 1 H- 1 -'<>V7-i£¥>-4-t))l'#>m 

(0. 3 8 g) ^ffe^J^LTflfe. 
10 'H-NMR (<5ppm, CDC1 3 ) 0.93 (3H, t, J = 7. 2 Hz), 1.30-1.45 (2H, m), 1.55- 

1. 65 (2H. m). 2. 82 (2H. t, J = 4. 4 Hz), 3. 56 (2H. t, J = 6. 6 Hz), 3. 72-3. 83 
(10H, m). 4.16 (2H, t. J = 4. 4 Hz), 6.85-6.91 (3H, m), 6.96-7.04 (4H. m). 

7. 30 (1H, dd, J = 2. 2. 8. 4 Hz). 7. 48 (2H. d, J = 8. 8 Hz). 7. 59 (1H, d. J = 

2. 2 Hz). 7.82 (1H, s). IR (neat) v: 2955. 1705. 1609. 1508. 1491 cm" 1 . 
15 12 8 

7- [4- + :7x~;l/| - 1 - (4 - * h=^>!7 x X. 

;U)-2. 3->>t: HO-1H- 1 -^>V7i£\d>-4-t})U^^m^^)l(0. 
3 8 g) (2 5ml) , THF (2 5ml) fCig^U 1 NzkSHfc 

^-h'J^ATK^ (8ml) £;fjQ*_, 50t, — Mli&Lfc. 1NM 

7kfittK^*$'£A&/H^Tttjftbfc. U 7 _ [ 4 _ (2-7*^ 

•>lh+y) 7i-JW -1- (4-^^>7iZJW -2, 3-vtKD- 
lH-l-^>^T-fe*e>-4-7j;^>^ (0. 2 7g) ^HfejgaiUT^ 

25 mp 164-166 <C. 'H-NMR (<5 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 1 Hz), 1. 34-1. 49 (2H. 
m). 1.54-1.68 (2H. m). 2.83 (2H. t-like), 3.55 (2H, t. J = 6.0 Hz), 3.74-3.83 
(7H. m), 4. 16 (2H, t. J = 4. 9 Hz), 6. 85-7. 06 (7H, m), 7. 31 (1H, dd. J = 2. 2, 

8. 4 Hz), 7.47 (2H. d. J = 8. 8 Hz). 7.59 (1H. d, J = 2. 2 Hz), 7.92 (1H. s). 
IR (KBr) v: 2957. 2928. 2868. 1674. 1609. 1508. 1493 cm-'. Anal, calcd. for 
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C3 0 H 33 N0 5 : C, 73.90; H, 6.82; N, 2.87. Found C. 73.87; H, 6.89; N, 2.70. 

12 9 

7- [4- 7i-iH -2, 3-yth'D-lH- 

1 -^>V7-£¥>- 4 -tumym*^j\, (0. 2g) > tfAJl^m (0. 0 
5 4g) ^v^7DD^^> (7ml) h U (4-7"0^y7xZ» 

k*^77y7tf-h (1. 1 g) SJfl^L, — 06J*#Lfc. 3Nltt 

Jtj^m. lN7KB&<fc^MJ£A7K£«T+fnU l^iX^TttttSbfc. 

^y | J*y;^7A^D-7h^77^- mWL*3 L )l'/'^tt» 
10 THMKU 7- [4- (2-7*^yX^y) 7 zl~M -1- (4-7*0^ 
^•>7iUW -2, 3-vtHn-lH-l-^>^7t'tf>-4-AJ^> 

(0. 25g) &j*fi:*-f;U£U-a»fc. 
'H-NMR (<5 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 3 Hz), 1.04 (3H. t, J = 7. 5 Hz), 
1.34-1.45 (2H, m), 1.54-1.68 (2H, m), 1.75-1.86 (2H, m), 2.81 (2H. t. J = 
15 4. 4 Hz). 3.55 (2H, t. J = 6. 6 Hz). 3.71-3.83 (7a m). 3.90 (2H. t. J = 6. 6 
Hz), 4.14-4.18 (2H, m), 6.84-6.90 (3H. m). 6.96-7. 02 (4H. m). 7.29 (1H. dd. 
J = 2. 2. 8. 4 Hz). 7. 48 (2H. d. J = 6. 6 Hz). 7. 58 (1H. d. J = 2. 2 Hz). 7. 82 
(1H, s). IR (neat) v: 2957, 2934. 2870, 1705, 1622, 1609, 1507. 1489 cm-'. 

13 0 

20 7- [4- (2-7*h^vXh+y) 7x'Jb] -1- (4-7°D^y7x 
-2, Fn- 1H- 1 -s<>V71£¥>- 4-Jj)l#>M*^)l> 

(0. 25g) &*?y— )V (50ml) , THF (50ml) K»jft>U IN 
MJ #AzkiS»! (5ml) 5 Ot:, — UfeJoS&Lfc. 1 

25 u *f*isv&&m^T$tm\stc. mm&&3kv. i- [4- (2- 

7*h+ylS+y) 7i"JW -1- (4-^D^^^ai-;P) -2, 3-fy 

fc fd- ih- i -^>^T-iftr>-4-*;^>m (o. 2ig) zn&mik 

mp 182-185 t:. 'H-NMR (6 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 1 Hz). 1.04 (3H. t. 
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J = 7. 6 Hz), 1.30-1.49 (2H, m). 1.54-1.68 (2H. m). 1.76-1.86 (2H. m), 2.83 
(2H, t-like). 3.55 (2H. t. J = 6. 6 Hz), 3.76 (2H. t-like). 3.80 (2H, t, J 
= 5.0 Hz), 3.91 (2H. t, J = 6. 6 Hz), 4.16 (2H. t. J = 5. 0 Hz), 6.84-7.05 (7H. 
m), 7.30 (1H, dd, J = 2. 2. 8. 6 Hz), 7.47 (2H, d. J = 8. 8 Hz). 7.58 (1H, d. 
5 J = 2. 2 Hz), 7.92 (1H. s). IR (KBr) v : 2959. 2934. 2872. 1669, 1609. 1508. 
1493 cm"'. Anal, calcd. for C 32 H 37 N0 5 : C, 74.54; H, 7.23; N, 2.72. Found C. 
74. 19; H. 7. 32; N. 2. 87. 
###1 13 1 

7- [4- (2-^h + yIh + y) 7 -2. 3-ykh*D-lH- 

io i -^>v~7-e\f:>- i-tDitfym^jv (o. 2 5g) , ¥/vimm (o. 

0 5g) *V>7UU*5>> (7ml) ICigj^U MJ (3. 4-*?-U>>>** 
is7x.-)l) M^TsVTtt- V (1. 3g) MT?, Lfco 

)\,/^**)r» -?fjf§gU 7- [4- (2-7'h^yXh^» 7 3L~)V\ -1 
- (3, 4->5 : l/>y^y7i-^) -2. 3-ytHD-lH-l-^> 
l/7-tifcf>- 4-tj)V^>m^^-)V (0. 3g) ^fe^-r;PtbT#7Co 
'H-NMR (<5ppm, CDC1 3 ) 0.93 (3H, t. J = 7. 2 Hz). 1. 30-1.49 (2H. m). 1.55- 

20 1. 68 (2H. m). 2. 82 (2H. t. J = 4. 6 Hz). 3. 56 (2H. t. J = 6. 6 Hz). 3. 73 (2H. 
t. J = 4. 9 Hz), 3. 79-3. 84 (5H, m). 4. 17 (2H, t, J = 4. 9 Hz). 5. 94 (2H s). 
6.49 (1H. dd. J = 2. 2. 8.4 Hz). 6.60 (1H. d. J = 2. 2 Hz). 6.75 (1H. d. J = 
8. 4 Hz). 6.94-7.02 (3H. m). 7.33 (1H. dd. J = 2. 2. 8. 4 Hz). 7.48 (2H. d, J 
= 8. 8 Hz). 7.59 (1H. d. J = 2. 2 Hz). 7.80 (1H. s). IR (neat) v : 2955, 2932. 

25 2870. 1703. 1609. 1485 cm" 1 . 
• #%#!) 13 2 

7- [4- (2-7"h^ylh^» 7irjH - 1 - (3, 
t=^y7iZJl/) -2. 3 ->>b KO- 1H- 1 -^>V7-feftf>-4-7j;i/# 
>m*^)V (O. 3 g) (2 5ml) , THF (2 5ml) 
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u lN&mkj-hyy&Tkmm (6 m n &mx. 2mmmm.^ 0 mw&. 

#U ^7jc^T^->^A^ViT^bfc. ig*££^£U 7- [4- (2 
-yh+ylh^ry) 7i-JW - 1 -. (3, 4 - ^ l/> v^"^-> 7 ac XJl^) 
5 -2, 3 -5?fc FD- 1H- 1 -s<>VTW>- 4-%)l#>m (0. 2 6 g) 

mp 145-148 t:. 'H-NMR (6 ppm, CDC1 3 ) 0. 93 (3H, t, J = 7. 3 Hz), 1. 30-1. 49 (2H, 
m), 1.55-1.68 (2H. m), 2.84 (2H. t, J = 5. 2 Hz), 3.56 (2H, t. J = 6. 6 Hz), 
3. 74 (2H. t, J = 5. 2 Hz), 3. 81 (2H, t. J = 5. 0 Hz). 4. 17 (2H, t, J = 5. 0 Hz), 

10 5. 95 (2H, s). 6. 52 (1H, dd. J = 2. 2, 8. 4 Hz), 6. 62 (1H. d. J = 2. 2 Hz), 6. 76 
(1H, d. J = 8. 4 Hz), 6.92-7.01 C3H, m), 7.34 (1H. dd. J = 2. 2, 8. 4 Hz). 7.48 
(2H, d, J = 8. 8 Hz). 7.59 (1H, d. J = 2. 2 Hz), 7.91 (1H. s). IR (KBr) v: 
2932, 2867. 1678, 1609. 1486 cm"'. Anal, calcd. for C 30 H 31 N0 6 : C, 71.84; H, 
6.23; N, 2.79. Found C, 71.61; H. 6.19; N. 2.62. 

15 13 3 

7- [4- + + 7i-;M -2. 3-yhh'D-lH- 

1 -^>l/7i£ ¥>-4-%)l#>m*3 L J\< (lg) , tTU5?> (2ml) £T 
HF (2 5ml) fc*j&»U mt^anTiz^JV (1ml) £jRTLfc. 

^mmmm.T. mux* hsikhmsu mm&mixLtc. ^mx. mm^ji 

t£8L mm&g&lsfz. ^y'J*7 f M7A^o-7h^77>f- (Bftfcx^ 
TUtgU 7- [4- (2-7*h*yIh+y) -1 
-^□07t^- 2. 3-yk Ho- 1H-1 -^>l/7-t?t?>- 4 

>Bl*^ (i. i g) ^^ffe^j^iiiL 

25 'H-NMR (<5 ppm, CDC1 3 ) 0.94 (3H, t. J = 7. 2 Hz). 1.30-1.69 (4H, m), 2.78- 
3.13 (3H. m). 3.56 (2H, t. J = 6. 6 Hz), 3.80-3.84 (5H. m). 3.93 (1H. d, J 
= 12. 8 Hz). 4. 11-4. 20 (3H. m), 4. 76-4. 84 (1H, m), 7. 03 (2H. d. J = 8. 8 Hz). 
7.34 (1H. d. J =8. 4 Hz). 7.50-7.58 (3H. m). 7.68 (1H. d. J = 1. 8 Hz). 7.74 
(1H. s). 
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#%#J 13 4 

7- [4- 7x"JH -l-^OD7W-2, 

3-> ? b.Ko-lH-l-^>V r T-iitf>-4-*;^>^^^;l<' (1. 1 g) 
£DMF (3 0ml) fc*j&>U Ti/^hU^A (0. 2 3 g) £;&B*_, 6 5T:, 

)V (0. 8g) £t#7c<, THF (5 0ml) \Z&frls, h'J7x-J^X7^> 

(i. i g) . tk mmm) *tux. 5 or, 1. smmmmvrzo mm^m^ 

(0. 7g) £#7c 0 THF (15ml) K»j&>U tfU> ? > (0. 7 
ml) , m7kW?m (0. 2 5ml) SriJO*., 3£*3£H$nF\ SjfiTf, — 
15 j&^£@£U 7k£3JD;^ SKx^Tftttlbfc. *^/1^7jC, fiaiD&ifcK 

TSfc^U SH*?»K'7^>'^A«rffl^T«:*Slbfc. jg$££g3cU 1 - (N- 
7-fe^-;U^U^;W -7- [4- (2-7^->Ih + y) 7xXjH -2, 3 
-v*h Kn- 1 H- 1 -^>VT-t:hf>-4-*;i/^>^^5 L ;W (0. 6 7 g) 

20 mp 130-134 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0. 94 (3H, t. J = 7. 3 Hz), 1. 26-1. 69 (4H. 
m), 2.01 (3H. s), 2.76-3.12 (3H. m). 3.51-3.62 (3H, m), 3.78-3.83 (5H. m), 
4.16 (2H, t. J =4. 9 Hz), 4.33 (1H, dd, J = 4. 0, 18. 0 Hz). 4.73-4.80 (1H, 
m), 6. 42 (1H. br). 7. 03 (2H. d. J = 8. 8 Hz), 7. 28 (1H, d, 1 = 7. 8 Hz), 7. 49-7. 56 
(3H, m), 7.65 (1H, d. J = 2. 2 Hz), 7.72 (1H. s). IR (KBr) v: 3316. 2951, 

25 2934. 2870, 1713. 1661 cnf*. Anal, calcd. for C 28 H 34 N 2 0 6 : C. 68.00; H, 6.93; 
N, 5.66. Found C. 67.84; H. 6.74; N, 5.61. 
###J 13 5 

1- (N-7-fe9MI^'J->;i/) -7 - [4- (2-7"h + yXh + y) 7oc~ 
2. 3-yt HP— 1 H— 1 -1>\f71£)£>-4-tUV&>Wt*?-Ml. 
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2g) ^^;-JK50ml) fc*)6>U 1 NtKB^ h U «^AtK^ ( 1 3 

ffllriTft»bfc. »«ESr®*L^ 1- (N-T-fe^P^'J^) -7 - [4- (2 
5 -yh^/lh^y) 7i^] -2, 3-ytHD-lH-l — / OV/7"tfkT 
>-4-#;M*>B& (1. lg) ^ife^tlTUfco 

mp 196-201 "C. 'H-NMR (6 ppm, CDC1 3 ) 0. 94 (3H, t, J = 7. 3 Hz), 1. 26-1. 69 (4H, 
m). 2.02 (3H. s), 2.78-3.15 (3H, m). 3.53-3.62 (3H, m), 3.82 (2H, t. J = 4. 9 
Hz), 4.19 (2H, t, J =4. 9 Hz), 4.36 (1H. dd, J = 4. 0. 18. 0 Hz), 4.75-4.82 
10 (1H, m), 6. 53 (1H, br), 7. 03 (2H, d. J = 8. 8 Hz). 7. 31 (1H, d. J = 8. 0 Hz), 
7.50-7.58 (3H. m), 7.67 (1H, d. J = 2. 2 Hz), 7.81 (1H, s). IR (KBr) v: 2951, 
2872, 1669 cm-'. Anal, calcd. for C 2 ,H 32 N 2 0 6 : C. 66. 86; H, 6. 75; N, 5.78. Found 
C, 66.65; H. 6.73: N. 5.97. 
13 6 

15 1- (N-T-fe^pyj ->;U) -7 - [4- (2-yh + ylh^y) 7ii 
M -2, 3 - yk h*o - 1 H - 1 -^>771fe>- 4 - *M>i (0 . 8 
5g) , 4- [N-^^-Jl-N- (^h^t Hn- 2H- tT^>-4--r;l/) X 
T-U>— tKH (0. 52g) , l-kh'D^y^>yh'J77 
-;M0. 3g) ^DMF (2 0ml) LWU, MT, 1 3 - ( 3 

20 -v^^WT^y^PbT^) XJVtfit'f a FtttKifi (lg) » hUxf;i/75> 

(i. 7mi) . 4-^^^T^y tru^> (mmm) ^jpa, ^isr, — & 

25 -»»!U 1- (N-TWJl^US^W - 7- [4- (2-7*h + ylh^y) 
7x"Jl/] — N— [4- [ [N-^^;U-N- (fh7kFD-2H-l:7>- 
4— r;W 75/] 7i-JH -2, 3-ykFD-lH-l-^>7 

T-tfbf>-4-^;u#^iJ-a H (1. lg) *Wm&T : Z)V7 7*tVTmz. 
'H-NMR (5 ppm. CDC1 3 ) 0. 93 (3H. t, J = 7. 4 Hz). I. 25-1. 75 (8H. m). 2. 05 (3H, s). 



WO 00/76993 PCT/JP00/03879 

180 

2.19 (3H. s), 2. 55-2.70 (1H. m), 2.86-3.14 (3H. m), 3.37 (2H. dt, J = 2. 6, 
11.0 Hz), 3.53-3.71 (5H, m), 3.82 (2H, t, J = 5. 0 Hz), 4.01-4.07 (2H. in). 
4.11-4.28 (3H. m). 4.75-4.81 (1H, m). 6.49 (1H, br), 7.02 (2H, d. J = 8. 4 
Hz). 7.24-7.33 (4H. m). 7.43-7.61 (6H. m). 8.09 (1H. s). 
5 ###| 13 7 

7- [4- (2 -y h^/lh+y) 7i-Jb] -l-^DD7t5 1 Jl/-2, 

3 - f/t h*D- 1 H- 1 -^>y7iftf>-4-^;l/^>^^^;K0. 75g), 
WthTSH (0. 3 6g) £h;i/X> (2 5ml) 9 0r. 1 

htf^yj- mm^)i</^3rv» T-mmi,. i- [4- (2-^^->i 

h*is) yjL=-)l] -1- (2-^^)l^7V-)V-4-^)l) -2, 3-^h 

hd- ih- 1 -^>V7^\±>- 4-t>)v^>m^)v (o. ng) 

15 'H-NMR (5 ppm, CDC1 3 ) 0. 94 (3H, t, J = 7. 2 Hz), 1. 26-1. 65 (4H, m), 2. 67 (3H, 
s). 2. 86 (2H, t, J = 5. 3 Hz). 3. 56 (2H. t. J = 6. 6 Hz). 3. 80 (3H, s). 3. 81 
(2H. t. J = 4. 9 Hz). 3. 95 (2H. t. J = 5. 3 Hz). 4. 17 (2H, t. J = 4. 9 Hz). 5. 92 
(1H. s). 7.00 (2H. d. J = 8. 8 Hz), 7.43 (2H, s), 7.51 (2H, d, J = 8. 8 Hz). 
7. 62 (1H. s). 7. 77 (1H. s). 

20 13 8 

7 -^U=t- 1 -7jl~)V- 2. 3 KP- 1 H- 1 -^y^JTM tf>- 

4- tDV#>m*?-)\> (0. 6 8g) Jy^DD/^> (15ml) fcig^U 
TktfTF, ^OD7Jl/*>^ (0. 3 2ml) ^ITlfc. m&TC. ZOftmMW 

7UUX)l*>W (0. 2ml) ^iiJOU MT. 1 O^ft^L^c. £ 
25 fom&MST. T^XTzk (lOml) tlliSTL, 3 O^JfJ^LTCo ^ 

#T£tJb7c7 -T/D^E- 1 - (4-^1/77^^71-;!/) -2. 3-ixbHo 
- 1 H- 1 -*>V7W >- A-il)V^ym.^^-)V (0. 3 3g) ^^>^. m 
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mp 200-203 *C. 'H-NMR ( <5 ppm. CDC1 3 ) 2. 89 (2H, t. J = 5. 5 Hz), 3. 78 (3H. s). 
3. 84 (2H. t. I = 5. 5 Hz). 4. 65 (2H. s), 6. 87 (2H, d. J = 9. 2 Hz), 7. 18 (1H, 
d. J = 8. 4 Hz). 7.43 (1H, dd, J = 2. 2, 8. 4 Hz). 7.60 (1H. s). 7.68 (1H, d. 
J = 2. 2 Hz). 7. 73 (2H. d. J = 9. 2 Hz). IR (KBr) v. 1713 cm-'. Anal, calcd. 
5 for C I8 H 17 BrN 2 0 4 S: C. 49. 44; H, 3. 92; N. 6. 41. Found C. 49. 30; H, 4. 20; N. 6. 04. 
###J 13 9 

7-^D^E-l- (4-X^7 7Hil'7i-JW -2. 3-^tHD-lH 
- 1 -^>\7rirtf >-A-ts)V^ym^)V (0. 3 1g) , 4- (2 -7b 
^>Ih^y) y^-M^m. (0. 2 2g) > IMm^U^AtK^ (3m 

io i) , 3L$;—)i (5mi) , h;ux> (50mi) (Dm^^T ;n*>#gim 

A (0. 0 4g) £;&0X., T;i/=3*>#HmTT3B#^3l5StUfe. ^X^UTtt 

15 =^r-y-» TffiSIU 7- [4- (2 -^h^Xh^vO 7ccX;H -1- (4 
-X)l?7^ ;i/^a:x;i/) -2. 3 -v?k Ho- 1 H- 1 -^>VTi?tT>- 
4-^;U#>^^^;P (0. 3 4g) ^ffel^aTHf:. 
mp 163-165 t:. 'H-NMR (<5 ppm. CDCI 3 ) 0.94 (3H. t. J = 7. 3 Hz). 1.35-1.46 (2H. 
m), 1.56-1.66 (2H, m), 2.92 (2H. t, J = 5. 0 Hz), 3.57 (2H. t, J = 6. 6 Hz). 

20 3. 79 (3H. s). 3. 79-3. 92 (4H. m). 4. 18 (2H. t, J = 4. 8 Hz). 4. 73 (2H. s), 6. 91 
(2a d, J = 9. 2 Hz). 7. 03 (2H. d. J = 8. 8 Hz). 7. 34 (1H. d, J = 8. 2 Hz). 7. 50-7. 56 
(3H, m), 7.71-7.77 (4H. m). IR (KBr) v : 2957. 2934. 2870, 1705. 1590. 1493 
cm- 1 . Anal, calcd. for C 30 H 34 N 2 0 6 S • 0. 25H 2 0: C. 65.43; H, 6.22; N. 5.09. Found 
C. 65. 04; H, 6. 35; N, 4. 91. 

25 14 0 

7- [4- (2-7h + ylh+y) 7iZJH - 1 - (4 7=£1 )V 
7x.~)l<) -2. 3 h*D- l H- 1 -^>V r X-£t?>-4-7J;i/#>M* 

(0. 3 4 g) (5 Om 1 ) , THF (15ml) 

1 N*M4t± h U tfAzKigiBc (1 0ml) £3J0;1, 2Pm jt^bTCo 
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#U **atBST^*^C7A*ffl^iTft*Ufc. JgttE^a^L, 7- [4- (2 
-yh^v'Xh+y) 7i-JH -1- (4-x;u^t ; &< -2, 
3-^hKD-lH-l-^>y7iftr>-4-^;i/^>^ (0. 3g) ^Slfe 
5 iitLTiL 

mp 185-195 'H-NMR (5 ppm, CDC1 3 ) 0. 94 (3H. t, J = 7. 1 Hz). 1. 27-1. 46 (2H, 
m), 1.55-1.66 (2H, m). 2.92 (2H, t-like). 3.57 (2H, t, J = 6. 6 Hz), 3. 82 (2H, 
t, J =4. 9 Hz), 3.90 (2H, t-like), 4.19 (2H. t, J = 4. 9 Hz), 4.73 (2H. s). 
6. 93 (2H, d. J = 8. 8 Hz), 7. 03 (2H, d. J = 8. 8 Hz). 7. 35 (1H. d. J = 8. 0 Hz). 
10 7. 52-7. 56 (3H. m). 7. 72-7. 76 (3H, m). 7. 85 (1H, s). Anal, calcd. for C 29 H 32 N 2 0 6 S: 
C, 64.91; H. 6.01; N. 5.22. Found C. 65.08; H, 6.17; N. 5.03. 

mmm 141 

7 1 2. 3 -:xb Kn- 1 H— 1 -^>VTiihf>- 

A-^)V^ym^^)V (0. 4g) £>^nn^> (lOml) lci£#>U 3jc 
15 tfiT. ?nnxj]s-fc>Wt (0. 7 4ml) ^iTLfc. 3 O^iltfM^ 

7DD7M>g| (0. 3 7ml) SriiJoU SIT, 3 0#P B lJf#b£io Sift 

fs&*?&T. 2M*?*^)),7s>xfs>-j\,mm (35mi) ^ichtfu mm. 

-^it^L^c M^SSL, KKx^;u-eft&tabfe. W 

20 £g*U 7-yD^r-l- (N, N->?^^;u-4-7.;i/^T J E'i';u^^-;u) 
-2. 3-ytKa-lH-l-^/7t't?>-4-*M>i/^ (0. 
3 7 g) ^ife^iUHf;. 

mp 210-213 *C. 'H-NMR (6 ppm. CDC1 3 ) 2.69 (6H. s), 2.90 (2H, t. J = 5. 1 Hz), 
3. 79 (3H, s). 3. 84 (2H, t. J = 5. 1 Hz), 6. 89 (2H. d, J = 9. 2 Hz). 7. 21 (1H, 
25 d, J = 8. 4 Hz). 7.44 (1H. dd. J = 2. 2. 8. 4 Hz). 7. 57-7.62 (3H. m). 7.68 (1H. 
d. J = 2. 2 Hz). IR (KBr) v: 2955. 1709. 1595. 1582, 1501. 1483 cm" 1 . Anal, 
calcd. for C 20 H 21 BrN 2 0 4 S: C. 51. 62; H. 4. 55; N, 6. 02. Found C, 51. 60; H. 4. 55; 
N. 5. 78. 

14 2 



WO 00/76993 



PCT/JPOO/03879 



183 

1 - (N, N-y>fJl/-4-7Jl'7 7 ; E<;l'7x-;i/) -2, 
HP- 1H-1 -^>V7iftf>-4-^;i/^>M^^;K0. 35g), 
4- (2-7h + yIh^» 7xx;H3:"5IS (0. 19g) , lM^'JO 
AzKSifc (2ml) , X*/-^ (2ml) , h;l/X> (5 0ml) ©ig£fc£ 
5 7;i^>#fflfsTF* 0#rH18fc#Lfc. ^h^*X (h'j7x-;^77 

/^y7A (0. 0 4g) £}J0A> 7;^>^l^TT6B#«Lfc. 

m.y-^)V/^\^» -Vttmis* 7- [4- (2-7h + yIh*y) 7i-M 
10 -1- (N, N->7f^-4-7^77 ; e'fJl'7i-JW -2, 3-ytHD 

- ih- i -^>^7-trt;>-4-*;i/#>Bi^5 L ;u (o. 35g) &m&ifem 

mp 150-153 'H-NMR (5 ppm, CDC1 3 ) 0.94 (3H, t. J = 7. 3 Hz), 1. 35-1. 66 (4H. 
m). 2.69 (6H, s). 2.93 (2H, t-like), 3.57 (2H. t. J = 6. 6 Hz), 3.80 (3H, s), 
15 3. 80-3. 89 (4H, m). 4. 19 (2H. t. J = 5. 0 Hz), 6. 94 (2H, d, J = 8. 8 Hz). 7. 03 
(2H, d, J = 8. 8 Hz). 7.38 (1H. d, J = 8. 4 Hz), 7.51-7.62 (5H, m). 7.71 (IH. 
s), 7.78 (1H. s). IR (KBr) v : 2959. 2868. 1709. 1590, 1495 cm"'. Anal, calcd. 
for C 32 H 38 N 2 0 6 S: C, 66.41; H. 6.62; N. 4.84. Found C. 66.25; H. 6.89; N. 4.76. 
14 3 

20 7- [4- (2-7h*yXh + y) 7x.=-)l] -1- (N, 

4-^77^^7iX;i/) -2. 3-vtHD-lH-l-^>y7iftf> 
-4-%)l7$>m*?-)i< (0. 34g) )V (5 0ml) » THF (5 

omi) \zm&v. i N7m<t-f b u v&Tkmm domi) zmz.* ^*&t— 

IriTftjibfc. »ttt*S£U' 7- [4- (2-7*h+ylh^» 7i-JW 

-l - (n, N-v 5 ^^-4-^;i^7 7 c e-r;i'>'^x>iu) -2. 3-ytKD 

-lH-l-^>V/7-tfl?>-4-*;P3j?>K (0. 33g) ^ffe^tlt 
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mp 236-238 "C. 'H-NMR ( <5 ppm, CDC1 3 ) 0. 94 (3H, t, J = 7. 1 Hz), 1. 30-1. 50 (2H. 
m), 1.56-1.66 (2H, m). 2.69 (6H, s), 2.93 (2H, t-like), 3.57 (2H. t. J = 6. 6 
Hz), 3.83 (2H, t, J = 4. 8 Hz), 3.91 (2H. t-like), 4.19 (2H, t. J = 4. 8 Hz). 
6. 96 (2H. d, J = 9. 2 Hz). 7. 03 (2H, d. J = 8. 8 Hz). 7. 39 (1H, d, J = 8. 6 Hz), 
5 7. 52-7. 63 (5H. m), 7. 72 (1H, d, J = 2. 2 Hz), 7. 88 (1H, s). IR (KBr) v : 2959. 
.2934. 2872, 1671. 1590, 1501, 1491 cm- 1 . Anal, calcd. for C 3I H 36 N 2 0 6 S: C, 65.94; 
H, 6.43; N. 4.96. Found C, 65.82; H. 6.46; N, 4.85. 
###J 14 4 

7 -T/d^E- 1 - 7x-^-2, 3 -V\L K O — 1 H- 1 -'OVT-tffcf >- 
10 4-#;i'#>m*3 1 ;i/ (lg) &~J2uu*?> (2 0ml) *?$T, 
^DDXM>l! (0. 9 3ml) ZffiTlsfzo MT, m#MSI#U EJ&tt 
^TK^rT. 4 0%^^;PT5>tK^ (2 0ml) tCITL, — «fc«fc 

15 4 z^E-Ol^xX )V) -2, 3-ytHa-lH-l-^> 1 / 

T-tftr>-4-^;^>^^^ (lg) s*e*sft£i/r»fc. 

mp 201-204 t:. 'H-NMR (<5 ppm, CDC1 3 ) 2.65 (3H, d, J = 5. 4 Hz), 2.90 (2H. I. 
J = 4. 6 Hz). 3. 79 (3H, s). 3. 84 (2H, t, J = 4. 6 Hz). 4. 23 (1H, q. J = 5. 4 
Hz), 6.88 (2H. d, J = 9. 0 Hz), 7.30 (1H, d. J = 8. 8 Hz), 7.44 (1H, dd, J = 
20 2.2. 8. 8 Hz), 7.57-7.69 (4H, m). IR (KBr) v: 3277. 2953, 1705, 1595, 1501 
cm" 1 . Anal, calcd. for C I9 H l9 BrN 2 0 4 S: C, 50. 56; H, 4. 24; N, 6. 21. Found C. 50. 62; 
H, 4. 20; N, 6. 48. 
##0(1 14 5 

7 -7U=E- 1 - (N-*^jl/- 4 -7Jl/7 7^;l'7x-;i/) -2, 3 -i? 
25 t HO- 1H- 1 -^>VTiit!>-4-^;^>^^5 1 ;W (lg) > 4- (2 
-:7*H + ~>X H*-» 7i-JK^i (0. 6 9g) , 1 M&Hfc* U 
(8ml) , X^y-Jl/ (8ml) „ h;i/X> (100ml) ©ia&fc&TVH* 

/t7y7A (0. 13g) SrtDA, T;H/>#HMTT2. 5Pf P35i8SEL7c. & 
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-1- (N - / - 4 - x;V7 7 il/7 iZJW -2. 3-^tKn-lH 

5 - 1 -^>yy-£fcf>-4-#;u#>^*^;i/ (1. ig) ^iW B tun 

mp 142-146 *C. 'H-NMR (<5 ppm. CDC1 3 ) 0. 94 (3H. t. J = 7. 2 Hz), 1. 35-1. 46 (2H, 
m), 1.57-1. 66 (2H. m). 2.65 (3H. d, J = 5. 6 Hz), 2.92 (2H. 1. J =4. 8 Hz), 
3.56 (2H, t, J = 6. 6 Hz), 3.80 (3H, s). 3.80-3.92 (4H, m), 4.10-4.21 (3R 
10 m). 6. 92 (2H, d, J = 8. 8 Hz), 7. 03 (2H, d, J = 8. 6 Hz). 7. 36 (1H, d, J = 8. 4 
Hz). 7. 50-7. 56 (3H. m). 7. 67 (2H. d, J = 8. 8 Hz). 7. 71 (1H. d. J = 2. 2 Hz), 
7.77 (1H. s). IR (KBr) v: 2957. 1709. 1590. 1495 cm' 1 . Anal, calcd. for 
C 31 H 36 N 2 0 6 S: C. 65.94; H. 6.43; N, 4.96. Found C. 65.76; H. 6.36; N. 4.81. 
#%0>J 14 6 

15 7- [4- (2-7*h^ylh^y) 7i-^] -1- (N-^^-4-X 
)V7 t =£^( )Vy x.-)\>) -2. 3 -^t Kn- 1H- 1 -^>^Tiftf>-4- 
tl)l^>Wt^)l (1- 1 g) (10 0ml) , THF (10 0m 

1) lNTk^fb^hU^ATKfg^ (1 9m 1) SrJlDX., 5 0*0, 6 

25 U 7- [4- (2-^h + yXh + y) -1- (N-*3MU-4 

-^J|/7 7t-f^7i-;W -2, 3 -vh HD- 1H- 1 -^>yT-iftf>- 

4-#;i/*>^ (ig) ^^fe^ B B B<hbT#fc; 

mp 208-210 'H-NMR (<5 ppm. CDC1 3 ) 0. 94 (3H. t. J = 7. 1 Hz). 1. 31-1. 50 (2H, 
25 m), 1.55-1.69 (2H. in). 2.65 (3H. d. J = 5. 6 Hz), 2.92 (2H, t-like). 3.57 (2H, 
t. J = 6. 6 Hz). 3.82 (2H, t. J = 5. 0 Hz). 3.91 (2H. t-like). 4.19 (2H. t, 
J = 5. 0 Hz). 4. 27 (1H, q, J = 5. 6 Hz), 6. 94 (2H, d, J = 8. 8 Hz). 7. 03 (2H. 
d. J = 8. 6 Hz). 7.37 (1H, d. J = 8. 4 Hz). 7.52-7.56 (3H. m). 7.67 (2H, d, 
J = 9. 2 Hz). 7. 71 (1H. d. J = 2. 2 Hz). 7. 86 (1H. s). IR (KBr) v : 2959. 2932. 
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2872, 1682, 1590. 1493 cm-'. Anal, calcd. for C 30 H 34 N 2 0 6 S: C, 65.43; H, 6.22; 
N, 5.09. Found C, 65. 18; H. 6.01; N, 5.02. 

mmw 4 9 ut^m 4 9 omm) 

1 - 7U;b- 7 - (4-7 P D^yIh + -/7i-Jl.) -2, 3-yhFD- 
5 1 -^>l/7iitr>-4-*;^>^ (180mg) tf>7" h 5 t F n 7 ^ > (l 
0ml) mWzDMF^imiiUXrzc fr^TOrz-emttt—fr (l 5 2mg) 

(Dmttt-Jl&glkVrzW:. %t>*ltz.mW.*'rY?\LYU7 7> (3 0ml) 
{cM*§2i*> 4- [[N-^^-N- (^h^t KPtf^>-4--f;U) 757] 
10 7-U>(113mg), h'Jl^l/7i> (5 16mg) ©rh7hh' 

U7z>> (10ml) mmZO^Z&^THWTLt^ Mt, ^Mt#fflSnFf^&^ 

15 1 : 8), ^*V>-mM^)lfrZnUghVTn&<Z>1&ik£lsT 1 -T UJU-N 
- [4- [[N-*3MU-N- (^"h^t Hnkf^>- 4 -<;U) 757] *3\>l,] 
^cc-;i/] - 7- (4^yp#+->xh^f>^ain;u) -2, 3-yth'D-l 
-^>yT-iftf>-4-7j;i^zH^5 H (1"t£$f4 9) (1 2 5mg) 
m. p. 110. 0-111. 0 *C 

20 'H-NMR (200MHz. CDC1 3 ) <5 0.94 (t. 3H. J=7. 6 Hz). 1.59-1.80 (m. 6H). 2.21- 
(s. 3H). 2.65 (br. 1H). 2.91 (br. 2H). 3.30-3.43 On. 4H). 3.51 ((. 2H. J=6. 8 
Hz). 3.57 (s. 2H), 3.80 (t. 2H. J =4. 4 Hz). 3.97-4.06 (m. 4H). 4.16 (1. 2H. 
J=5. 2 Hz). 5.28 (d. 2H. J=12. 8 Hz). 5.95 (br. 1H). 6.89 (d. 1H. J=8. 2 Hz). 
6.99 (d. 2H, J= 8. 8 Hz). 7.30 (d. 2H. J=8. 4 Hz). 7.37-7.56 (m. 8H). 

25 Ttmfttt C 3s H« 7 N 3 0, Calcd. C. 74.18 ; H. 7.75 ; N. 6.83 : Found. C. 73.87 ; 
H. 7. 95 ; N, 6. 78. 

mmm 5 0 utsm 5 0 omm.) 

1 -7'J;U- 7 -^O^E-N- [4- [[N-^^U-N- (^h^tKDtf^ 
>-4--fjW 75 7] 7i-JH -2. 3-ytKD-l-^/7 
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-fc*fcf>-4-;*j;M^+l-5 H (2 6 2mg), 4 - Zf h^rS^x b*is7 x.—)Vtt 
m (1 6 9mg), j^^U^A (1 9 6mg) £h;UX> (1 5ml), X^y 
-;Ml. 5ml), * (1. 5ml) izmMtS 7;P:J>ff ffl^TT 3 0 ttm 
mftLfzo ^TrhmhU7xZJl/7^77^>A7y^ (4 5mg) 

5 tempi. 7)i^>nm^rf. ioot:T6iifiiiUc, ^b^^Ks^n*.^ 
TMiiL/ (;*^y-;u: @mx3^= 1 : i 6), '\*-tt>-gmx5 L ;i/^e» 

ff^UTtfeWsilTl -7'J;P- 7-(4-^h^->Xh^r'>7^XjU) 
10 -N- [4- [[N-^SMU-N- (^h^k HDbf^>-4--l';P) 757] * 
3^1/1 7i^W -2, 3-yt HO- 1 -^> % /Tiftf>-4-^;^^^ 
F Wfc£4fe5 0) (4 6mg) 
m. p. 103. 0-104. 0 *C 

'H-NMR (200MHz. CDC 1 3 ) 6 0.93 (t, 3H. 1=7. 4 Hz). 1.34-1.49 (m. 2H). 
15 1.58-1.82 (m. 6H). 2.21 (s. 3H). 2. 67 (br. 1H). 2.90 (or. 2H), 3.32-3.43 (m. 
4H). 3.52-3.58 (m. 4H). 3.80 (t. 2H, 1=4. 8 Hz). 3.93-4.10 (m. 4H). 4.16 (t. 
2H 1=4. 6 Hz). 5.29 (d. 2H. J = 14. 0 Hz). 5.95 (br. 1H). 6.90 (d. 1H. J=8. 6 
Hz). 6.98 (d. 2H. 1=8. 8 Hz). 7.30 (d. 2H. 1=8. 4 Hz). 7. 38-7.56 (m. 8H). 

mmm 5 1 ut&m 5 1 <d^) 

20 1- (2 V^r^^y-J)V) -7 - (4-7 , D^yXh + y7x-Jl') - 
2, 3-S>b Ho- 1 -^>*/71itf >-4-tlJl^>m (1 9 Omg) (D^b 
7tKD77> (10ml) igillDMF^-iilDAfc. ^^TOttMft 
x;U (l3 9mg) Zmz-Tzfe. mi&\zmisTmmnmm.TT 1 mfflMWlsfzo 

25 77>(25ml) \zmmZV. 4- [[N-^;U-N- (^ h ^ t: FDtT^> 
-4--OW T^y] *3=JW 7-U> (1 0 4mg), HJx3MU75> (4 7 
6mg) Ofh7tFD77> (10ml) mmz 0X:\Z&^TmZfz o 1IT, 

i$HHT^^T3. 5P#r B mitb/i^7K$inAT, ^x^;i/TtttBb^o 
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VX y i% <=> nfc JSSESr *> 'JA^7A^OYh^77^ -T#8S*ISi L ( * $ J 
LT1- (2 h*->^>^;i/) -N- [4- [[N-^^;U-N- (-^H^t 

hp tr^>-4—r;w 7^ y] ^] 7i-M -7- (4-:/p#*:>x 

5 H*v:7xx;U) -2, 3 -yh Ha- 1 -^>^7ifk >- 4 -#;U#*+f-^ 
H (I^i5 1) (16 9mg) £#fco 
m. p. 118. 0-119. 0 *C 

'H-NMR (200MHz, CDC1 3 ) 6 0.94 (I, 3H, J=7. 4 Hz). 1.59-1.82 (m. 6H). 2.21 
(s. 3H), 2.65 (br, 1H), 2.89 (br. 2H), 3.30-3.42 (m, 4H), 3.51 (t. 2H. J=7. 0 
10 Hz) , 3.57 (s, 2H), 3.80 (t, 2H, J=4. 4 Hz), 3.89 (s, 3H), 4.04 (d, 2H, J=l 1. 0 
Hz), 4.16 (t, 2H, 1=5. 2 Hz). 4.59 (s, 2H). 6. 82 (d, 1H. J=8. 8 Hz), 6.92- 
6. 99 Cm. 4H), 7.16 (d, 1H, J=6. 6 Hz), 7.28-7.35 (m. 4H). 7.43-7. 56 (m, 7H). 
Ttmfttir C 43 H 51 N 3 0 5 -0. 2H 2 0 Calcd. C, 74.47 ; H, 7.42 ; N. 6.06 : Found. C, 
74. 20 ; H, 7. 53 ; N, 6. 02. 

15 mmm 5 2 at&m 5 2 <om&) 

7- (4-7*h + yXh^y7x-;i,) -1- ( 2 h ^^>V)V) -2, 
HP- 1 -^>V r T-tftf>-4-7j;P^>^ (2 3 0mg) tf^h^fc 
h*D77> (10ml) MtDMF^-iMfe. ^V^TOICTttYb^— ;P 
(16 4mg) &mz.tz.'&* ISCILTf ^Hi^TT* 1 l?F B »tfc. MJ5E 

20 T^mmhmm<Dmttt—)i'&i83kistz.'i£. Hf.n^i^fh7kh*n77 

> (25ml) KUR»$^, 4 - [[N- *^;l/-N- (x H 7 k H P tf^ >- 4 
-<;P) T^y] 7X»J> (12 1mg), hUX^;UT5> (5 5 8m 

g) Ofh7tKD77> (10ml) ^^OrtC^ViTSn^^io £ 

lt# ^nfcSits -> u # ? a? a-? h if ? ? * -T-ftmmm l 

~Jl : mm^)V= 1 : 8), ^+l->-^X^^e>^B%LT^0Di|g B 3 B< h 
LT7- (4-7h + yXh+y7i-JW -1- (2 H*5>^>> f ;i/) - 
N— [4- [[N-^^P-N— (fh7tFDtf 7 >-4-fJW 75/] 
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;u] 7i-JW -2, 3 h*o- l -^>yx-t?tr >-4-#JM^-tf-^ F 

Ut&®5 2) (2 3 6mg) 
m. p. 111. 5-112. 5 "C 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H. J=7. 2 Hz), 1.25-1.44 (m, 2H). 
5 1.50-1.80 (m, 6H). 2.21 (s. 3H). 2.65 (br. 1H), 2.90 (br, 2H), 3.32-3.42 (m, 
4H), 3.52-3.57 Cm. 4H). 3.80 (t. 2H. J =4. 4 Hz). 3.89 (s, 3H). 4.04 (d, 2H. 
J=11.8Hz), 4.15 (t. 2H. J=5. 6 Hz). 4.59 (s. 2H). 6.82 (d. 1H. J =8. 8 Hz). 
6.92-6.99 (m. 4H). 7.16 (d. 1H. J=6. 6 Hz). 7.26-7.32 On. 4H). 7.44-7.57 (m. 
7H). 

10 7tmftffi C 44 H 5 3N 3 0 5 -0. 1H 2 0 Calcd. C. 74.88 ; H. 7.60 ; N. 5.96 : Found. C. 
74.62 ; H. 7.39 ; N. 5.89. 

mmm 5 3 ut&%o 5 3 

1- (3 V^r^^>V)V) -7- (4-^D^ylh + ->7xZJW - 
2, 3-^t Fo-1 -^>^yW>-4-t))l-#>m. (1 1 Omg) h 
15 7tF077> (10ml) ^IIDMFMJO^.^ #t^T 0 tTlfbft 

~)v (8 omg) &mx.rz'&. ^uizmvx^mmmm.TX'immmw^rzo m 

z>> (2 5ml) izmm^it. 4- [[N-^^;U-N- (fh7hHntf7>- 
4 — 757] *J-)V\ 7" U > (6 Omg), h UIW5> (2 7 3m 
20 g) ©rh7tH077> (10ml) mtfclz 0 "CtC&^TflO^Lfco ^*&T> ^ 

Jf £ ^?0^7KT-gt ^ -> ^ A £ itfzo mm £MJETTg£ b T 

)l:mm^)l=l : 8), ^>-KSXfM^^iLTffi©^ B tt 
25 Tl- (3 h^>^>>Ul/) -N- [4- [[N-^^;i/-N- (rh7kH 

ntf^>-4--r;u) T^y] 7iijW -7- (4-7 , p^yxh 

+y7i-jw -2, 3 -v^t hd- 1 -^>V7-etf>-4-7^;^+-y-a K 

(fc^l5 3) (6 2mg) £#7c. 
m. p. 113. 0-114. 0 *C 
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'H-NMR (200MHz, CDC1 3 ) 6 0.94 (t, 3H. J =7. 2 Hz), 1.56-1.80 On, 6H), 2.21 
(s, 3H), 2.62 (br. 1H), 2.86 (br. 2H). 3.32-3.45 (m, 4H), 3.51 (t, 2H, J=6. 6 
Hz). 3.57 (s, 2H), 3.78-3.83 (m. 5H). 4.03 (d. 2H. J=9. 8 Hz). 4.16 (t, 2H. 
J=5. 2 Hz). 4. 58 (s. 2H). 6. 82-6. 92 On, 4H). 6. 98 (d. 2H. J=8. 8 Hz). 7. 26-7. 38 
On, 4H). 7.45-7.56 (m. 7H). . 

mmm 5 4 nt&m 5 4 <Dmm) 

7- (4-yh^yXh + y7i-;W -1- ( 3 h*~>^>v?;U) -2, 

3--;/t Kn-i-^>yy-tfif>-4-#;^>^ (1 50mg) tf^h^t 

Kd^^> (10ml) mmzDMF*— ffitiatto ^^TOtTMft-^ 
(1 0 7mg) tklMXTcqks ^tSLTgifilTT lRMMM»#Lfc. Mffi 

> (25ml) izmm^i±, 4 - [[N-^^U-N- (^ h ^ t H P tf ^ >- 4 
--OU) 757] 7-»JX7 9mg). h'JX^)I/7a> (3 6 3m g) 

©fS7th'P77> domi) mmzox:iz&^Tmxfzo ^-e, smi? 

X^-;U= 1 :8) > ^f>-SHx5 : M^ffieSbtfMf B tlT7-(4 
-Zf h + ylh + v7 iXJW - 1 - (3 h^->^>>?;U) — N — [4 - [[N 

(fh7kKotf7>-4-^JW 7$7] 7i"JH 
-2, 3 -$?k HD- 1 -^>VT-fe*tf>-4 -7j;i/^^+h^ H (t^5 4) 
(2 9mg) £#fco 
m. p. 107. 5-108. 5 *C 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H, J=7. 0 Hz). 1.33-1.45 (in. 2H), 
1.57-1.80 (m, 6H), 2.21 (s, 3H). 2.64 (br, 1H), 2.86 (br, 2H), 3.32-3.45 On. 
4H). 3.55 (t, 2H. J=6. 6 Hz), 3.57 (s, 2H). 3.78-3.83 On. 5H). 4.03 (d, 2H. 
J=9. 4 Hz). 4.16 (t. 2H. J=5. 0 Hz). 4.58 (s. 2H). 6.82-6.92 On. 4H). 6.97 (d. 
2H. J=8. 8 Hz). 7.26-7.39 On. 4H), 7.44-7.55 On. 7H). 
7cm7>#T C 44 H 53 N 3 0 5 Calcd. C, 75.08 ; H. 7.59; N. 5.97 : Found. C. 74.74 ; H. 
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7. 52 ; N. 5. 91. 

mmm 5 5 at^m 5 5 omm) 

1- (4-^ h^F->^>>?;l/) -7 - (4-/0^">Xh^y7xZ;W - 
2, 3 -->*h Ho- 1 -^>^/7-fefk°>-4-7j;U#>^ (HOrag) <7)^ h 
5 7tHD77> (10ml) ^ICDMF^— ^Px./io &t^T 0 'CTi&fc?^ 
(9 6mg) £iPA/i^ ^{cMbT^#ffl^TTlB#^Jt^Lfeo M 

^> (3 0ml) 4- [[N-^^-N- (fh7kKnlf7>- 

4--OU) 75/] J-'JXnmg), h'jx^75> (3 2 8m 

10 g) ©rh7tFD77> (10ml) ^lCO < CtC*5liTJP^.7t. ^^7?, ^ 

%ftfcmm*i'Vt>¥)Vt}^J±?U^Yy77J-XftMmW:ls : 
mm^^Jl= 1 : 8), A^+)->-g|il5 1 M^fiigILTtfiO^ B B B tLTl 
15 - (4- *h*>"<>i?)U) -N- [4- [[N-^^;U-N- (^ h ^ t H □ tf 

- 4 - -r;u) 7=y] 7i^] - 7- (4-yp^+vxh^-> 

7i-JW -2, 3-^ti h*D- 1 -^>yT-tftf>-4-7j;^^1t5 K (ft 
^5 5) (8 6mg) Srt#fco 
m. p. 160. 0-161. 0 *C 

20 'H-ls'MR (200MHz. CDC 1 3 ) 6 0.94 (t, 3H, 1=7. 8 Hz), 1.58-1.80 (m, 6H), 2.21 
(s. 3H). 2.64 (br, 1H). 2.81 (br. 2H), 3.32-3.42 (in. 4H). 3.51 (t, 2H. J=6. 6 
Hz), 3.57 (s, 2H). 3.78-3.82 (m, 5H), 4.03 (d, 2H, J=9. 4 Hz), 4.16 (t, 2H. 
J=5. 2 Hz), 4.54 (s. 2H), 6.89-7.00 (m. 5H), 7.22-7.41 (m, 5H). 7.45-7.56 (m, 
7H). 

25 Ttmtttix C 43 H 5l N 3 0 s -0. 4H 2 0 Calcd. C. 74.08 ; H. 7.43 ; N. 6.03 : Found. C. 
73. 82 ; H. 7. 60 ; N. 5. 99. 

mmm 5 6 5 6 <Dmm) 

7- (4-^h^f>Xh^>-7ji-;P) -1- (4-^ h*i/^>~J)l) -2, 
3->*k KD-l - ^>y7^t>-4-*M>8 (14 0mg) CD^h^k 
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KP77> (10ml) mmzDMF Z-ffitinPLTzo ^^T'Ott^bftzjl/ 

> (2 5ml) KJRJBSi*, 4- [[N-^^-N- (t- h b K □ tf =7 >- 4 
5 -fJl/) 75/]^^] 7-'J>(7 4mg), h'JxW$X3 4 4mg) 

Orh7kFD77> (10ml) Jgjfcfc 0 rfC&^TiD*.*:,, ^i&T, 

10 ;U : Hf&X3Ml/= 1 : 8)> ^t>-SlXfM^SSittf fe©ig^tL/ 
17- (4-7"h + ylh^y7izW -1- (4-^h^>yJ0 -N 
- [4- [[N-y^MU-N- (^h^fcKntf^>-4— 757] y^;U] 
7xZJl,] -2, 3 -yt Ho- 1 -^>VTif b°>- 4 F (ft 
-8r4£j5 6) (8 9mg) £f#/io 

15 m. p. 151. 0-152. 0 *€ 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t, 3H, J=7. 2 Hz), 1.26-1.46 (m. 2H). 
1.50-1.80 (m, 6H). 2.21 (s, 3H). 2.64 (br, 1H). 2.81 (br. 2H). 3.28-3.42 (m. 
4H), 3. 52-3.60 (m, 4H). 3.77-3.82 (m. 5H), 4.03 (d, 2H, J = 10. 2 Hz), 4.16 (t, 
2H. J=5. 0 Hz), 4.54 (s, 2H). 6.89-7.22 (m, 5H). 7.20-7. 40 (ra. 5H). 7.45- 

20 7.56 (m, 7H). 

TtmftVr C 44 H 53 N 3 0 S -0. 3H 2 0 Calcd. C. 74.50 ; H, 7.62 ; N, 5.93 : Found. C, 
74. 34 ; H, 7. 62 ; N. 5. 96. 

mmm 5 7 utsw 5 7 <omm) 

7- (4-7°P^yXh + y7x-JW -1- (3 -^JL'Jl^^Jl) -2, 
25 3 ->>b KD- 1 -^>l/Tiftf>-4-*;^>^ (2 5 0mg) (D^h^t 
Yuy^y (10ml) mm\ZDUF^:-mi]UK.rZo 'A^'VO'C'Xr^t^—JV 
(19 3mg) £JDA£*&, tiStIlTti#i^TTlPtFB»lfcc MJEE 

> (25ml) £JB»£ii\ 4- [[N - N - (^ h 7 b H D tf ^ >- 4 
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— f;i/) 75/] *5^U] T-U> (14 3mg)> HUX^7$> (6 5 5m 

g) Cfh7tHP77> (10ml) mmzox:iz&\ f *Ttia%.fZo M"?. 3£ 
*»H«TKI*^T»*^L&«*£10*.T. »ilf;i/TfflHiUfc. til 

mm^)V=l : 8), A^>-^iX5 : ;W^S^LTffe©^itLTN 
- [4- [[N-^^U-N- (fh7k KDtf7>-4— f;W 
7x-JH - 7- (4-7°D^yIh + y7x^W -1- 

-2, 3->>h kd- i -^>\/7-fe*tr>-4-*;u^-y-5 H Ofb-s-^ 

10 5 7) (2 6 Omg) £#7c e 
m. p. 131. 5-132. 5 *C 

'H-NMR (200MHz, CDC1 3 ) <5 0.94 (t, 3H, J=7. 4 Hz), 1.58-1.80 (m, 6H). 2.21 
(s, 3H), 2.64 (br. 1H). 2.84 (br, 2H). 3.32-3.42 (m, 4H), 3.51 (t. 2H. J=7. 0 
Hz). 3.57 (s, 2H), 3.81 (t, 2H, J=4. 2 Hz). 4. 03 (d. 2H. J=10. 6 Hz). 4.16 (t. 
15 2H. J=5. 2 Hz). 4.58 (s. 2H). 6.93-7.06 (m. 4H). 7.16 (br. 1H). 7.28-7.42 On. 
4H). 7. 45-7. 55 (m. 7H). 

7C3?t##r € 40 H 47 N 3 0 4 S-0. 1H 2 0 Calcd. C. 71.95 ; H. 7.13 ; N. 6.29 : Found. C, 
71. 66 ; H. 7. 12 ; N. 6. 22. 

mmm 5 8 ut^m 5 8 <Dmm> 

20 7- (4 - 7*h + yXh+y7x-;W -1- (3 -^jl~)V*^)V) -2, 
3-ykh'O- 1 -^>Vy-tffcf>-4-77;P^>m (2 5 Omg) (D^r Y t 

h*P77> (lOmi) mmzDMF&—ffi]m?itzo s A^~cox:~efflktt=.)is 
d8 7mg) &tiQtt'&. ^izmvT&mmmfeLTT'immm&isfto m& 
T^mm£mm\<Dmttt^)u&&&i,tt&* nzntztm.*^ b 5 1 h □ 7 ? 

25 >(2 5ral)l«t, 4- [[N-^fJl'-N- (fh7t Hatf7>-4 
-<;!/) 757] 7XU> (13 8mg)« h Uxf^75> (6 3 8m 

g) 07h7kh*D77> (10ml) ^{CO'CiC^^TjJD^.feo ^fflT, £ 
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- (4 -7>^->X h*i/7 — N — [4- [[N-^^;i/-N- (fh7 

kFnti7>-4 — r;u) 7 = y] -i - (3-^xx;m 

5 -2, 3-v?k Ho- 1 -^>V f 71fe>-4-#;M^+r5 K (fc-&#! 

5 8) (2 3 3mg) &%tz B 
m. p. 122. 0-123. 0 *C 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 2 Hz). 1.34-1.50 (m, 2H), 
1.60-1.75 (m, 6H), 2.21 (s, 3H), 2.60 (br. 1H), 2.84 (br, 2H). 3.32-3.45 (m, 
10 4H), 3.52-3.58 On. 4H). 3.80 (t. 2H. J=4. 0 Hz). 4.05 (d. 2H. J=12. 2 Hz). 4.16 
(t. 2H. J=5. 0 Hz). 4.58 (s. 2H). 6.93-7.06 (m. 4H). 7.16 (br. 1H). 7.32- 
7. 42 (m. 4H). 7. 45-7. 55 (m. 7H). 

7tmfttir C 41 H„N 3 0 4 S Calcd. C. 72.43 ; H. 7.26 ; N. 6.18 : Found. C. 72.03 ; 
H, 7. 44 ; N. 6. 1 2. 

15 mmm 5 9 5 9 comm) 

7- (4-^O^ylh + y7i-;W -1- ( 2 -^3L~)\, -2, 
3 KD- 1 -^<>\/y-tifcr>-4-*;U^>^ (2 4 0mg) O^h^t 
KD77> (10ml) iiCDMFMJlOAfc. ^^T'OttMf tzjl, 

(i8 4mg) *i&xit$k. ^izmisT&mnwgi.TX'immtft&isfco mee 
y oomi) izmm^^. 4- [[n-p^w-n- (^h^b Kntr^>-4 

— f ;U) 75/] /^;U] 7X«J> (137mg). h'JX^;P75> (6 2 9m 
g) ©rh7tKP77> (10ml) *Si£lCOt;K:43VvriJD*.fc. ^ifiT, g 

e>nfe^^Srf/U7^y/^^A^D-7 h^^7^-T^*SML (/^y-;i/ : 
^11^=1 : 8), A^1r>-^iX^M^W B lTffe0^ 0 iLTN 

- [4- [[n-^/I'-n- (5"h-7k HPtr^>-4--r;i/) 75/] 

7xIJW -7- (4-7°D^yIh^>7iZJW -1- 
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?)V) -2, 3 -5>k Ha- 1 - ^>»/7^tf>-4-*^^S H «I^#J 
5 9) (1 5 2mg) 
in. p. 104. 5-105. 5 *C 

'H-NMR (200MHz. CDC1 3 ) «5 0.94 (t. 3H, J =7. 2 Hz), 1.57-1.80 (m, 6H), 2. 21 
5 (s. 3H), 2.62 (br, 1H). 2.88 (br, 2H), 3.32-3.41 (m. 4H), 3.51 (I, 2H, J =6. 6 
Hz), 3.57 (s, 2H). 3.81 (t, 2H, J=4. 8 Hz), 4.04 (d, 2H, J=11.4Hz), 4.16 (t, 
2H, J=5. 2 Hz), 4.73 (s, 2H). 6. 96-7. 05 On, 5H), 7.26-7.32 (id, 3H), 7.40- 
7.60 (m, 8H). 

7tMftVt C 40 H 47 N 3 0 4 S Calcd. C. 72. 15 ; H. 7. 11 ; N. 6.31 : Found. C. 71.87 ; 
10 H, 6. 92 ; N, 6. 26. 

mmm 6 o ut&w 6 o <Dmm) 

7- (4-^H^5>xh^>-^3i-;i,) -l - (2 -^x-;i/^;p) -2, 
Ha- 1 -^>V7-tftf>-4-^;i/^>i^ (1 1 Omg) C^H^fc 
HD77> (10ml) femzDMF MM Tifzo O tTlft^t-^ 

15 (8 2mg) SiraAfeSL M£B3 t,Tgf5tS?E5TFT 1 P$raja#Lfc. MffiT 

(2 0ml ) fcJK»$-t!\ 4- [[N-*^;i/-N- (7- h 5 t: H a tf ^ >- 4 - 
-f;P) T^y] XX»J> (6 1mg), hUl^Jl/7=> (2 7 9mg) 

h7tHD77> (10ml) ^l£Ori~:fe^T}jq*.£:„ ilT, 

&JL^)l=l : 8), ^\^>-P^X^;^?>^^bTllfeOi^^(JibT7- 
(4-7*h^->lh+y7i-;W — N— [4- [[N-^^-N- (x h 7 t 
25 h'O tf^>- 4 --f;U) T=i/1 7x"JH -1- 

;W -2, 3-> f kHa-i-^>i/y-t?tr>-4-^;u^+i-^ H «b^6 
0) (8 6mg) £f#7c 0 
m. p. 84. 0-85. 0 X, 

■H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 2H, J =7. 2 Hz), 1.34-1. 50 On, 2H), 
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1.59-1.80 (m. 6H). 2.22 (s, 3H), 2.66 (br. 1H), 2.89 (br. 2H). 3.30-3.45 On. 

4H). 3.55 (t, 2H, J=6. 6 Hz). 3.58 (s. 2H), 3.80 (t, 2H. J=4. 0 Hz), 4.04 (d. 

2H, J=12. 6 Hz). 4.16 (t. 2H. J=5. 4 Hz). 4.73 (s, 2H). 6.96-7.06 On, 5H). 
7.29-7.33 (m, 3H). 7.45-7.56 (m, 8H). 

5 Ttmfttit C 41 H 49 N 3 0 4 S Calcd. C, 71.29 ; H, 7.33 ; N. 6.08 : Found. C, 71.14 ; 
H, 7. 12 ; N. 6. 01. 

mmm6i at^6 loujit) 

1- (3-7V)l*^)l) - 7- (4-^D^5xXh^->^ai-;i') -2, 
3 -S?fc Fa- l -^>\/7i£ fcf>-4 -t>)l>#>n (2 0 Omg) <D^b?\i 
10 h*D77> (10ml) MCDMF^- ffiiQ&Tz. O tTllbftZ^ 

(1 5 9mg) tiaCMLTgiii^TT 1 P#f B »bfc, MJE 

> (2 5ml) lC5^£-fcJ\ 4- [[N-^^;U-N- h ^ t K D hf ^ >- 4 
--r;U) 757] 7rU > (l 1 8mg), h'JX^75> (5 4 6m 

15 g) (D^YytVuy^y (10ml) mmzOXZiZ&UTtinArc. ^iST> ^ 

-;U:^X^=1 : 8), A > ^>-»^W^I^SbTffeO^St 
20 L/Tl - (3-y 0)1^)1) — N — [4- [[N-^^-N- (fh7tFa 
tf^>-4--f;U) 75/] -7 - (4-7°n^->Ih + 

is?^-)V) - 2. 3-ykHD-l -^>l/7-tf hf >- 4 -^UM^+r^ H (te 
-&$J6 1) (1 5 3mg) Sr#^o 
m. p. 115. 0-116. 0 *C 

25 'H-NMR (200MHz, CDC1 3 ) 6 0.94 (I, 3H, J=7. 2 Hz). 1.59-1.85 (m. 6H), 2. 21 
(s. 3H), 2.65 (br, 1H), 2.85 (br. 2H). 3.32-3.43 (m, 4H), 3.51 (t, 2H. J=6. 6 
Hz). 3.57 (s, 2H), 3.81 (t. 2H. J =4. 4 Hz). 4.04 (d. 2H. J = 14. 6 Hz), 4.17 (t. 
2H. J=5. 6 Hz). 4.41 (s. 2H). 6.40 (s. 1H). 6.96-7.01 (m. 3H). 7.30 (d. 2H, 
J =8. 8 Hz) . 7.43-7. 56 On. 10H). 
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7CfSi##r C 40 H 4? N 3 0 s Calcd. C, 73. 93 ; H. 7.29 ; N, 6.47 : Found. C, 73. 53 ; 

H. 7. 32 ; N. 6. 38. 

mmm 6 2 at^m 6 2 omm) 

7- (4-^h^yih^>7i-;w -1- (3 -:7u;m?\>u) -2, 3 

5 -vb Ha- 1 -^>yTifhf>-4-^;U^>^ (2 0 Omg) ©fh7tK 
D77>(10ml) mWZDMF &—ffiJjQ7Ltc 0 0 tTlfbft-Jl' ( 1 

5 5mg) £Jn*_7c^ ^ififcSS bTg$fi^Tt 1 Pf F*lJl#L7Co MffiT^ 

5m 1 ) 4- [[N-^WU-N- h ^ t H D k° ^ >- 4 --f )V) 

10 75/] ^;W7ZiJ>(115mg), h'Jxf;i/7$> (5 2 6mg) ©r 

h7th*n77> (lomi) ^^o'c^viTinAfe, ^.mnmm. 

15 m^)V=l : 8), ^lJ->-iiX5 1 M5.S^HbTffe0igf B( i:LT7- 
(4-7*h^yIh*y7i^) - 1 - ( 3 - 37 U -N- [4- [[N 

-/3^U-N- (f h7k Hnfcf^>-4 — r/U) 75/] 
-2, 3->?t Ho- 1 -^>y7-£h°>-4-#;^*+J-5 H (M6 2) 
(1 2 5mg) £f#£ 0 
20 m. p. 116. 0-117. 0 "C 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H, J=7. 4 Hz). 1.25-1.45 (m, 2H), 

I. 58-1.81 (m, 6H), 2.21 (s. 3H), 2.65 (br, 1H), 2.84 (br, 2H), 3.32-3.43 (m. 
4H). 3.56 (t, 2H. J=7. 0 Hz), 3.57 (s, 2H), 3.80 (t, 2H. J=4. 8 Hz), 4.04 (d, 
2H, J=10. 6 Hz), 4.16 (t. 2H. J=5. 4 Hz), 4.41 (s, 2H). 6.40 (d, 1H. J=0. 8 Hz), 

25 6.96-7.01 (in. 3H), 7.30 (d, 2H, J=8. 8 Hz) , 7.38-7.56 (m, 10H). 

7Lmttffi C<,H 49 N 3 0 5 -0. 2H 2 0 Calcd. C. 73.81 ; H. 7.41 ; N. 6.30 : Found. C, 
73.71 ; H. 7.43 ; N. 6. 18. 

mm 6 3 (fl^#i 6 3 (Dmm 

7- (4-7*h + ->Ih + y7i-jW -1- (2-Ih4yWJW -2, 
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3-^hKn-l-^>\/7if£>-4-;&;MS>lS (2 0 0mg) cT^h^t 
KD77> (10ml) igfCDMFMJO^fc. ^^T'OtTMf^^ 
(13 8mg) £JDAfcl& ifitl LT^tHitTT 1 l^r^Lfc. «JE 

5 > (3 Om 1 ) KS»»S12\ 4 - [[N- ^^-Jl-N- <cr h ^ fc H o fc? ^ >- 4 
7^7] *7MI/] D >(10 3mg), h Ul^7$> (4 7 6m 
g) Ofh7bHD77> (10ml) ^KO'Cfc^TjQAjfc. SiST, ^ 

10 ^n7c^$r>->J^y;i/7a^A^D^ bi/^y^f — T#g|*Sl!iL (*>y — ;u : 
fi*lfcx^;P= 1:8), A*-7>-«XfjW^^ilTltMF B i:lT7 

- (4-7'h + i/lh^y7iZ;i/) - 1 - + -N- [4 

- [[n-*3\>u-n- (rh7kKotf7>-4 — r jio 7$y] 71 

— ;W -2, 3-^b Kn- 1 -^>i/Tir*ti>-4-7a;U^^it^ H «k&W) 
15 63) (1 6 lmg) £*§7Co 
m. p. 104. 5-105. 5 *C 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 0 Hz). 1.32-1.47 (m, 5H). 
1.56-1.80 On, 6H). 2.21 (s. 3H). 2.63 (br. 1H). 2.90 (br. 2H). 3.32-3.42 (m. 
4H), 3.52-3.57 (m. 4H). 3.80 (t. 2H. J =4. 8 Hz). 4.01-4.18 (m. 6H). 4.60 (s. 
20 2H). 6.84 (d. 1H. J =8. 8 Hz), 6.89-6.99 (m. 5H). 7.16 (d, 1H, J=6. 2 Hz) . 
7.27-7. 37 (m, 4H). 7.44-7.56 (m, 6H). 

7tmft$T C 4S H 5S N 3 0 s Calcd. C. 75.28 ; H. 7.72 ; N, 5.85 : Found. C. 74.94 ; 
H. 7. 77 ; N. 5. 67. 

25 7- (4 - 7*h+yIh^y7x-J|/) -1- (3 - 7°D^y^>yj|,) - 
2, 3 -y*t HO- 1 -^>VT-\L\fi>- 4-tl)V^ym (2 0 Omg) CD 7" h 
7hh'D77> (10ml) »Il:DMF«- ffimZ-tz, 0 "CT^f 1 *- 

-)i (i3 4mg) &Dnxrz'&. ^izmvT&mnmm.Ti?immtmhrz. 
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75> (30ml) 4- [[N-^^-N- (rh7kHat°7> 

-4— f ;io 7$y] tx»j> (i oomg), h'jxws> (4 5 

5m g) Ofh7tFD77> (10ml) JgijfcK: 0 'ClC&^Taox.fco MT, 
S**H«Tt*^T4. 5WfWaWLfc«7K*HD^T, rax^l/Tttffibfc. 

lt# e n^3sa£s -> u * 7A^o7h^7^ v 

IT 7 — (4-7h*yXh=lry7i3) - N- [4 - [[N-^t^-N- (5r 

h7tKDif7>-4 — r;w 7$y] 7ixjh - 1 - (3-7°o^ 

io +y^>v;w -2, 1 -^>VT-tftf>-4-*;u^^-y-^ H 

Mt-&$J6 4) (2 0 7mg) 
m. p. 114. 5-115. 5 *C 

'H-NMR (200MHz. CDC1 3 ) 6 0. 93 (t. 3H, J=7. 4 Hz), 1. 02 (t, 3H, J=7. 4 Hz), 

1.34-1.45 (m, 2H). 1. 57-1.85 (m. 8H), 2.21 (s, 3H). 2.63 (br. 1H), 2.86 (br, 
15 2H). 3.30-3.46 (m. 4H), 3.52-3.59 (m, 4H). 3.80 (t, 2H, J=4. 0 Hz). 3.91 (t. 

2H, J=6. 6 Hz). 4. 04 (d. 2H. J=10. 4 Hz). 4. 16 (t. 2H. J=5. 2 Hz). 4. 57 (s. 2H). 

6.85-7.00 (m. 6H), 7.26-7. 40 (m. 4H). 7. 45-7.56 On, 7H). 

7cH##T C 4B H S7 N,0 5 Calcd. C. 75. 48 ; H. 7.85 ; N. 5.74 : Found. C. 75.21 ; 

H. 7. 85 ; N. 5. 64. 
20 nWM 6 5 UtGW 6 5 cDSS!i£) 

7- (4-7h=lrylh+y7i-JI/) -1- (2, 5 -S?* h^^>-J)V) 

-2, 3 -$?t K □ - 1 -^>y7-gi;> - 4-*M>l! (2 0 0mg) O^r 

h7kh'P77> (10ml) MCDMFS-IMfe. ^^TOtJTttft? 
(13 4mg) SrJOAfc^ ^i&ldBILTgiStflBfnFT 1 P#IBI!t#L/t. 

(3 0ml) 4- [[N-^^-N- (5=- h 7 k F P > 

-4--r;u) 75;] xx »j> (i oomg). mjx3MP7^> (4 5 

5mg) ©fh7kh'a77> (10ml) iSStfcO^fc^-aJDAfc. ^i&T, 
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;u:@t^x^;u=i : 8)> ^*v>-mmx.^)\sfr*>ni&fi l [sTn&<Dmikt\s 

T7- (4-yh + yIh+y7x-;W -1- (2, 5 - h*->^>:^) 
5 -N- [4- [[N-^^U-N- (f h7tHDt7>-4 — <)V) 75 7] ;* 
y^~)V\ -2, 3 -f/t Ha- 1 -^>\Z7ift?>-4 
H (fl^#l6 5) (2 10mg) 
m. p. 143. 0-144. 0 "C 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 4 Hz), 1.32-1. 45 (m. 2H), 
10 1.56-1.80 (m, 6H), 2.21 (s. 3H). 2.65 (br. 1H). 2.90 (br. 2H), 3:32-3.47 (m, 
4H). 3.55 (t, 2H, J=2. 0 Hz), 3.57 (s. 2H), 3.71 (s, 3H). 3.80 (t, 2H. J=4. 0 
Hz). 3.84 (s. 3H), 4.04 (d. 2H. J=14. 2 Hz), 4.16 (t, 2H, J=5. 6 Hz). 4.56 (s, 
2H), 6.76-6.89 (m, 4H). 6.97 (d, 2H. J=8. 8 Hz), 7.26-7.36 (m, 3H), 7.44- 
7. 56 (m. 7H). 

15 ytMfttix C 45 H 55 N 3 0 6 Calcd. C. 73.64 ; H. 7.55 ; N, 5.73 : Found. C, 73.37 ; 
H, 7. 63 ; N. 5. 66. 

mmrn 6 6 ut&m 6 6 omm) 

7- (4-yK^->I^y7x-;i/) -1- (2 - 7 U ^> )V) -2, 
3 ->?t Fo- 1 -1>*S7W>- 4 -tt)V#>W. (2 0 0mg) (D-^h^t 

20 h'D77> (lomi) mmzDMF ^-^ox:^mt^^)v 
(i4 6m g ) *iM7Lrz&. ^\zm^T^mn®n.T~cimmm&istzo mbe 

> (3 0m 1 ) KlMiSi*. 4- [[N-*^;i/-N- (rh7t H D b° ^ > - 4 
-<;i/) 7 *3MH 7rU > (108mg), h'JX^7 5> (4 9 6m 
25 g) Ofh7kFD77> (10ml) mmz 0 < C^i5ViTiJPArc. MT, ^ 

^X^;i/= 1 : 8), n^T^)Vy t XtVT 7 - (4-7h + yl^y7 
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xXJU) -1- {2-y)V^U^y~y)V) -N- [4- [[N - ;* 5^- N - (t~ 
h7tHDk*7>-4-fJW T^y] 7x"A] -2, 3-yth'D 

- 1 -^>yyil tf>- 4 -#;U#^-tr5 H «fr&*6 6) (1 3 9mg) £#7c„ 
'H-NMR (200MHz, CDC 1 3 ) <5 0.93 (t, 3H, J=7. 2 Hz). 1.30-1.50 (m, 2H), 
5 1.51-1.82 (m. 6H), 2.21 (s, 3H). 2.64 (br, 1H), 2.88 (br. 2H), 3.30-3.45 (m, 
4H), 3.50-3. 62 (m, 4H), 3. 80 (t. 2H, J=4. 4 Hz). 4.04 (d. 2H, J=11.0Hz). 4.16 
(t. 2H. J=5. 0 Hz). 4.65 (s. 2H). 6.86 (d. 1H. J=8. 6 Hz). 6.98 (d. 2H, J =8. 8 
Hz). 7.07-7.16 (m, 2H). 7.20-7.60 (m. 12H). 

7cffS##T C 43 H 50l N 3 0 4 -0. 8H 2 0 Calcd. C. 73.13 ; H, 7.14 ; N. 5.95 : Found. C. 
10. 72. 93 ; H. 7. 22 ; N. 5. 79. 

mmm 6 i ut&m 6 7 <Dmm) 

7- (4--7> + i>Xh^~>^ai-;i/) -1- [(1 - *3\>M" 2 
— *<?)V] -2, 3-5?fc FU-1-'<>V7W>- 4-tlJ],7$>M(l 
40mg) 07h7th'D77> (10ml) iitCDMF?: — i$i1}tiz.fzo X.^ 
15 TOtTMf^JV (4 1mg) £jjQ*.*:gL iiaCILT^HiiTT 1 
Ptr^J^Lfec ^Vi-ed©^^^4- [[N-^^;P-N- (^-h^t: HDhf^ 
>-4--l';U) 757] T-U> (7 5mg), h'JX^75> (3 4 

6mg) ©fh7tKD77> (3 0ml) 0 < Ct'43V^Ttja^.fe. tiST, 

20 S^tSfP^7jcT'^Vi^-7^->^AT^^-B"fc, M^MJITT'gitT 
?# S tlfc^?t -> U # ^r;l/^ 7A7P7h^77^f -Tr^^ffl^ L (Ml 

^\^i7->-^X^;^e»^B B H bT^fe©^^i:UT7- (4-^h 

+yxh^->7i^) - l- [(i -*?-)\,^ s.yv-)i>-2 — r;i/) y^;i/j 
— n— [4- [[n-^^;u-n- (^h^t: kd£^>-4 — r;» r^y] ^ 
25 7^;i/| 7i^n -2, 3-f^t kd- i -^>^7-tftr>-4-*;^^+i-s 

H (^#16 7) (6 5mg) &mz B 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H. J=7. 0 Hz). 1.30-1.45 (m. 2H). 
1.55-1.80 (m. 6H). 2.20 (s. 3H). 2.51 (br. 2H). 2.64 (br. 1H). 3. 30-3..45 (m. 
4H). 3.52-3.59 On. 5H). 3.81 (t. 2H. J=4. 8 Hz). 4.04 (d. 2H. J=10. 2 Hz). 4.17 
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(t, 2H. J=5. 2 Hz). 4.62 (s. 2H). 4.79 (s. 2H), 6.90 (d. 1H. J=l. 2 Hz). 
6. 97-7. 01 On. 3H). 7. 07 (d. 1H. J=8. 0 Hz). 7. 27-7. 32 (m, 2H), 7. 46-7. 57 (m. 
8H). 

mmm 6 8 6 8 <Dmm) 

5 7- (4-^h + yIh + y7iZJW -1- (f 77-^- 2-< Jl/) 
)l-2, 3 ->>k Kd- l -*<>*S7W>-4-tl)Utf>Wt (7 0mg) 
2uu*$> (10ml) ^tDMF^-lto^fc. ^V^TO'CT^b^^-ii 
;P (2 3mg) £Jn*_*i^ ^iafc^bTSS*»ffl^TTl«FlBiatj^bfc. 
T£©j§i&£:4- [[N-^^lz-N- (^ h 7 t H D >- 4 -^ )V) 7$ / ] 
10 ^fJW 7- , JX4 2mg), h'Jl^7$> (3 8 5mg) (Dv^DD/^ 
> (2 0ml) ig&KO'CtC&^TSn;*.*:* ^2BT?, Sgas^ffl&TfciSloTifilfc 

■7 y * -> A-esejft £ £Mjett^s l xt# <=> nfc mm z -> u * y ;u 

#^A^D^h^:7^-T#gg*ftg!L (pc^y— ;u: Hf^x^;1/= 1 : 3), ft 
15 fi©7W7^tLT7 - (4-7h^ryXh + y7x-;i/) -N-[4-[[N 

-*3\>u-n- (^h^t Fntf^>-4 — r;u) ray] y?MH 7x-jh 

-1- (^Tl/-;i/-2 — <)V) *?-)V-2, 3 KD- 1 -^>\/7iftr 
>-4-*JPaH*-tJ-S K «b-&%6 8) (6 6mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H. J=7. 2 Hz). 1.33-1.45 (m, 2H). 
20 1.58-1.80 On. 6H). 2.21 (s. 3H). 2.65 (br. 1H). 2.95 (br. 2H). 3.30-3.57 (m, 
8H). 3.80 (t. 2H, J=4. 0 Hz). 4.04 (d. 2H. J=10. 4 Hz). 4.16 (t. 2H. J=5. 0 Hz). 
4.88 (s. 2H). 6.96-7.03 (m. 3H). 7.26-7.60 (m. 8H). 7.80 (d. 1H. J=3. 2 Hz). 
TtmftVx C« 0 H« 8 N 4 0 4 S Calcd. C. 70.56 : H. 7. 11 ; N. 8. 23 : Found. C. 70.38 ; 
H. 7. 12 ; N, 8. 18. 

25 mrnm 6 9 at^m 6 9 amm.) 

7- (4-7^yXh4 : y7x-jW -1- [( 1 -*^)V\Z =y V— )]/- 4 - 
<i)V) -2, 3 - y b K □ - 1 -^>'/7^tf> - 4 - M3H>8 (3 

8 Omg) <DzSt7nn*?> (2 0ml) gjStDM F £— ^TOTC 
"Vmttt-Jl (12 4mg) £2ra*.fcf& ^tSKIILT^i^ffl^TTlPfRJI 
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mWlstz.. #^TC10ig?fc£4- [[N-*3\M/-N- (rh7t Ko tf ^ >- 4 
--f;W75y] 7- , J>(2 2 9mg). MJ X3MI.7S > ( 2 . 1 g) 

<Di/?nn*?> (30ml) mWz O^iz^XiU^tCo &UT\ 

JV=1 : 3), ^+!->-^X^;^e)TOaUTltfeO^SibT7- (4- 
7*h+ylh+y7i^) - 1 - [( 1 ^^)V\f. ^l/— 4 — UV) *=f-)V\ 

-N- [4- [[n-tWU-n- t KDtr^>- 4 — r;i/) ray] ;* 
io f;H 7i-;H -2, 3 -v^t Hd- i -^>yri£tf>-4-#;M^i7-^ 

H «k^«6 9) (3 3 8mg) £f#7cio 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t, 3H, J=7. 2 Hz), 1.34-1.45 (m, 2H). 
1.50-1.80 (m, 6H). 2.21 (s. 3H), 2.63 (br, 1H), 2.85 (br, 2H), 3.28-3.45 (m, 
4H), 3.52-3.59 (m. 4H), 3.80 (t. 2H, J=4. 0 Hz), 3.90 (s. 3H), 4.04 (d, 2H, 
15 J=l 1. 6 Hz). 4.16 (t. 2H. J=5. 4Hz). 4.44 (s. 2H). 6.96-7.01 (m. 3H). 7.15-7.22 
(m, 3H). 7.26-7.39 (m. 3H). 7.45-7.55 (m. 9H). 

itnfttfx C 4l H 51 N 5 0< Calcd. C. 72.64 ; H. 7.58 ; N. 10.33 : Found. C. 72.34 ; 
H. 7. 59 ; N, 10. 34. 

mmm i o utet® i o <z>sbs) 

20 7- (4-7*h^>Xh + y7x-JW -1- [( 1 -^)V\f. 7"S—)V- 5 - 
-i)V) *J-)V\ -2, 3 -5>k HP- 1 -^>V/7HfkT>-4-*;i/#>BI (2 
OOmg) Ofh7kh*D77> (10ml) ^^DMF^-IMS:, 
TOtTllb^t-Jb (1 5 0mg) £in*.fc&, MKBSbTS*»ffl^TT 
l«FMlt^Ufc. *^t^^t^4- [[N-*^;U-N- (fh7th*Olf 

25 ^>-4--f;P) 75 7] *J-M 7XU> (1 1 lmgK h'JlW^Xl. 
Og) Ofh7kFD77> (25ml) igiKlC O , C£33V>TjDQAfc. ^rUT, 
Mm#ffl^T^*3^T^}t^bfe^7jc$JaAT, BtlfcX3MPTiflttJLfc. mm 
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->7xzjw -l - [(i -^^;nf^y-;u- 5 — nw ^^;u] -n- [4- 

[[N-^^JU-N- (fh7tHolf7>-5 — f;i/) 757] 

;H -2, i -^>yyiftr>-4-^;u^tf^ h (it&vm 

5 0) (6 Omg) &'&fCo 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t. 3H. J =7. 4 Hz). 1.34-1.45 (m. 2H). 
1.50-1.80 (m, 6H). 2.21 (s. 3H). 2.40-2.70 (m. 3H). 3.30-3.45 (m. 4H). 
3.52-3.59 (m. 4H). 3.79-3.84 (m. 5H). 4.04 (d. 2H. J=10. 6 Hz). 4.17 (t. 2H. 
J=5. 2 Hz). 4.55 (s. 2H). 6.25 (d, 1H. J=l. 8 Hz). 6.93-7.02 (m. 3H), 7.30 (d. 
10 2H. J=8. 4 Hz). 7.42-7.57 (m, 9H). 

7tmfttit C 4l H 5 ,N 5 O 4 -0. 2H 2 0 Calcd. C. 72.26 ; H. 7.60 ; N. 10.28 : Found. C, 
72. 02 ; H. 7. 46 ; N. 10. 03. 

mmm 7 1 at^m 7 1 <nmm) 
7- (4-7h3r~>jLh*>'7x.~jv) -1- [(3, 5 v^+i-y 

15 — ;U-4 — i )V) *^)V\ -2, 3 -S?fc HD- 1 -^>^/Tif tf>- 4 

#>m. (1 4 Omg) h^k HD77> (10ml) mmzDMF «§Jo 
PLtio ^"VOX^-emitt—fr (10 2mg) &1}BPLtz'&. ii&HSlT^i 
#HMTTlPtr^ltJ^bfe„ ^^^(D&£m& 4 - [[N-^^-Jl-N- h 
Hotf^>-4-<;i/) 75 7] 75^;H 7nj> (7 5mg), h'Jl^ 

20 75> (6 9 Omg) CD^ h^k h*077> (25ml) mmz Ot^&HTflD 

b (7^y-;l/ : itfigX^;W= 1 : 3), ^©7^7 77^:1X7- (4-J7* 
25 h^->Xh^S>7ai-;i/) - 1 - [(3, 5 -S^^M" V^+M/— )V- 4 — ( )V) 

— n— [4- [[n-^^;i/-n- (fh7tFD(f7>-4 — r;u) 7 

57] *3\>l/| 7HJH -2, 3-^tKD-l-^>^/Tife>-4-^7;l/ 
#^iJ-^K (^i7 1) (45mg) %mz. 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H. J=7. 0 Hz). 1.33-1.45 (m. 2H). 
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1.50-1.80 (m, 6H). 2.22 (s. 6H). 2.41 (s. 3H). 2.67 (br, 2H). 3.20 (br. 2H). 
3.30-3.44 (m, 2H), 3.52-3.59 (m. 4H), 3.81 (t, 2H, J=4. 8 Hz), 4.04 (d. 2H. 
J=9. 2 Hz). 4.17 (t, 2H, J=5. 4 Hz), 4.29 (s, 2H). 6.95-7.02 (m, 3H), 7.31 (d, 
2H, J=8. 4 Hz). 7.42-7.57 (m, 8H). 
5 7tMftVr C 42 H 52 N 4 0 5 '0. 2H 2 0 Calcd. C. 72.42 ; H, 7.52 ; N. 8.04 : Found. C, 
72. 15 ; H, 7. 72 ; N, 7. 81. 

mmm i 2 at&m 7 2 ©aaao 

7- (4-^h=l : yIh^x7i^) -1- (2-7U;M^) -2, 3 
-5>fc HP- 1 -s<>'J71f¥>-4-X)V#>m. (2 0 0mg) ©fh7th* 

io D77>(iomi) mmzDMF &—ffimxrzo fr^-eo^-cmt?-*— )v ( 1 
5 5mg) &mx.rz'&, mmzmi'T&mmmm.T-ei&fflm.&i'fc. mbett 

5m 1) \zmmt£1±. 4- [[N-^^;i/-N- <cr V ^ t F D tf ^ >- 4 — f^) 
75y] ^fJW 7-'J>(115mg), h>JXf;i/7$> (1. lg) Ofh 
15 7th*D77> (10ml) ^^OriC^Tin*.*:. ^iST, ^Ifffl^T 

X5P;l/= 1 : 8),^^it>-MX^;^^ff^ B bT||fe©^iLT7 -(4 
20 -7h^ylK*y7iXJl/) -1- ( 2 -7 U )V* -N- [4- [[N- 

2, 3 KD- 1 -^>VTiftf>-4-^;^^-9-5 K «t&yo7 2) (1 

9 9mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H, J=7. 4 Hz), 1.37-1.48 (m. 2H). 
25 1.58-1.80 (m. 6H), 2.22 (s, 3H). 2.65 (br, 1H), 2.85 (br. 2H), 3.27-3.46 (m, 
4H), 3. 52-3. 57 (m, 4H), 3. 81 (t, 2H, J=4. 6 Hz). 4. 03 (d. 2H. J=ll. 8 Hz). 4. 16 
(t, 2H. J=4. 8 Hz), 4.51 (s, 2H), 6.29 (d, 1H. J=3. 2 Hz), 6.38 (dd. 1H, J=2. 8, 
1.8 Hz). 6.98 (d. 2H. J=8. 8 Hz). 7.09 (d. 1H, J=8. 8 Hz), 7.31 (d. 2H, J =8. 6 
Hz). 7. 40-7. 56 (m, 9H). 
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7tMft%T C«,H 49 N 3 0 5 -0. 1H 2 0 Calcd. C, 73.97 ; H, 7.42 ; N. 6.31 : Found. C, 
73. 77 ; H, 7. 24 ; N, 6. 28. 

mmm7 3 ({ttttn 3<dMt£) 

7- (4-^h + ylK + y7x-;i/) -1- (2-\*W)\,*5-)V) -2, 
5 h*D-l-^>^7-tft°>-4-^;i/^>^ (50mg) <Di/*7 DO;* 

^> (5ml) ISiCDMF*- MPAfeo ^TO'CT&'fb^txjU (1 7m 

$4- [[n-^^u-n- Cr-h^t Fntf^>-4 — r;u) T^y] 

7XU > (3 lrag), h'Jl^75> (2 7 8mg) ©S^DD;*^> (1 5 

io mi) ^tco'cic^^Tjo^.^io mm.-?. ^mmmn.Tiz&^Tn&m.&isrc 

D-7h^^7>f-T»«t»SB!L (**/* — ;P:»ftX^-;i/= 1 : 3), ffiOJt 
^77^«!:l/T7 - (4-7*h + ->Xh^y7iZJ|/) — N — [4- [[N-*^ 

15 ;u-n- (-^h^h Hotf^>-4 — r;u) 75/] 7x-jh -1- 

(2-fcr»j5>;u*3\>w -2, 3 ->?t Hn- 1 -^>yT-tftf>-4 -^;u^ 

^5 H «b^7 3) (3 lrag) £#fco 

'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H. J=7. 4 Hz), 1.30-1.44 On, 2H). 
1.52-1.82 On, 6H), 2.22 (s. 3H), 2.65 (br, 1H). 2.93 (br, 2H), 3.30-3.58 (m, 
20 8H), 3.80 (t, 2H, J=4.4Hz). 4.04 (d. 2H, J=10. 6 Hz). 4.15 (t, 2H. J=5. 2 Hz). 
4.73 (s. 2H). 6.85 (d. 1H. J=8. 6 Hz). 6.97 (d. 2H. J=8. 6 Hz). 7.20-7.37 (m. 
5H). 7. 44-7. 71 (m. 8H) , 8. 65 (d. 1H. J =5. 2 Hz). 

mmm 1 4 m&m 1 4 . 

7- (4-7*^yXh + y7xZJW — N — [4- [[N-^;i/-N- (7- 

25 h7t Hotf7>-4--r;u) T^y] *5\>H -2, 3-vth'n 

- 1 -^>y7-fe*kT>-4-*;i/^-tl-5 K (1 5 Omg), 1 - ^=5~)V\iu-)V 
~ 2-tl)V^^7)V^\i\ t (14 0mg) <D 1 , 2-y^DDI^> (10m 
1) mmiZhV7th*~>7kmik*Vmj-hVO& (3 2 6mg) *JPAS*» 
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@t^X^;U=l : 6) ^©7^7 7X^1X7- (4-yh^>lh^>7 

x.~M -l - [(i -^^;nfo-;i,-2— r;u) -n- [4- [[n 

-2, 3-ykHo-l — ^>VTiftT>— 4 — ^JU^^+h^ H «b^7 4) 
(8mg) £#7~ 6 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t, 3H. J=7. 4 Hz). 1.30-1.49 (m. 2H). 
1.54-1.85 (m, 6H), 2.21 (s, 3H). 2.50 (br, 2H). 2.65 (br. 1H). 3.25-3.59 (m. 
10 11H), 3.81 (t. 2H, J=4. 4 Hz). 4.04 (d. 2H. J=ll. 8 Hz). 4.17 (t, 2H. J=5. 2 
Hz), 4.47 (s. 2H). 6.11 (t, 1H. J=2. 8 Hz). 6.16 (s. 1H). 6.66 (s, 1H). 
6.97-7.06 (m, 3H). 7.29 (d, 2H. 1=9. 8 Hz). 7.46-7.56 (m. 8H). 

mmm 7 5 ut^m 1 5 <Dmm) 

7- (4-7h+yXh + y7x-JW — N— [4- [[N - N - (-^ 

15 h57fc HPtf^>-4--r;U) T=/] -2, 3->*tKD 

- 1 -^>VTiftf>-4-^;i/^^^ H (1 3 Omg), 2-^^^+J-V 
— -*J^+y7J^k H (lOOmg) <£> 1 , 2-y^DDI^> (1 

omi) mm\zhV7-th*zs7km<t* t ymj-hV'y2± (3 7 8mg) ^n^ts 

UTf^n^M^, y'J*^W7A^D7h^77^-T'*lilT(A 
: m&^)l= 1 : 2) tfe©7 : &;i/7 7X<hbT7- (4-7^ + yI 
f + ->7xrjW -1- {(2-*J-)l>3r*W-)V-4 — (Jl) *3-M -N- 
[4- [[N-*3^l/-N- (fh7th'Pk , 7>-4-f;|/) 7$/] *3=-;U] 
25 7ai-;u] -2, 3-vkKD-l-^>yT-tfk:>-4-^;U^^^ K ttb 
^m7 5) (2 9mg) £t#fc 0 

'H-NMR (200MHz. CDC1 3 ) <5 0.93 (t. 3H. J=7. 4 Hz). 1.34-1.45 (m, 2H). 
1.54-1.80 (m, 6H). 2.21 (s. 3H), 2.48 (s. 3H). 2.63 (br. 1H). 2.90 (br. 2H). 
3.30-3.45 (m. 4H). 3.52-3.58 (id. 4H). 3.80 (t, 2H. J=4. 6 Hz). 4.04 (d. 2H. 
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J=11.4Hz). 4.16 (t, 2H, J =4. 4 Hz), 4.43 (s, 2H). 6.96-7.05 (m, 3H). 7.30 
(d, 2H, J=8. 4 Hz), 7. 38-7. 55 (m. 9H). 

mmm 7 e ut&va 1 6 <dws) 

7- (4 -7 h^ris-JLh^isy -1- [(2-^W7 1 /-;l/-4- 

5 -i)V) -2, 3 -S?k HD- 1 -'<>V'X-feftf>-4 -%)m>m (1 

5 0mg) (DZnnftJIA (10ml) »DMF £— ffilmtt. ^TOt: 

x-mt^^jv (47mg) *imxrz'&. M^izmi^xmmmmm.rx'immm. 

#L7c 0 *A^T*Z(D&m$:4- [[N-^^;i/-N- h ^ b K □ t? ^ >- 4 - 
-r;P) 7$;] T— U > (8 7mg). h'JX^75> (8 0 0mg) 

10 co^DD^;i/A (2 0ml) ^(3 0 < C^43V^XiPA7co MT\ §i#i^T 

= 1 : 3), ffe©7W7X<!:lT7- (4-yh + yIh^y7x^) - 

15 l- [(2 -*^;i^7\/-;i/-4 --r;u) y^;i^] -n- [4- Un-*^ji 
-N- (^ h^t Hntf^>- 5 ->r;io 7$ y ] y^;i/j 7izjh -2, 3 

-ykKD-l -^>^7-fc*fcf>-4-#;M^+hS H(^#)7 6) (3 7mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H, J=7. 0 Hz), 1.34-1.45 (m, 2H). 
20 1.50-1.82 (m, 6H), 2.22 (s. 3H), 2.66 (br, 1H). 2.74 (s, 3H). 2.91 (br. 2H). 
3.30-3.48 (m, 4H), 3.52-3.58 (m. 4H). 3.80 (t. 2H, J =4. 4 Hz), 4.04 (d. 2H. 
J = 11.4Hz), 4. 16 (t. 2H, J=5. 4Hz). 4.67 (s, 2H). 6.92-7.00 (m, 4H), 7.26-7.60 
(m. 10H). 

mmm 7 7 at^m 7 7 omm) 

25 7 - (4-^h + ylh*y7i-JW -1- [(3 -y^;i^f VJ-T*J—)V- 
5--r;i/) *^)V] -2, 3-ykh'O - 1 — ^>l/7ifk°> — 4 — J) )Vi$>W 
(150mg) (£v^ODy^> (10ml) ^UDMF £ — iMlNPitz* 
TOtTM^t^ (4 7mg) ZtiUAfzWi. ^zStCMbT^lt^B^Tl? 1 

vzmwLWVfro ^x'^(omm^4- [[n-^^-n- (^h^tKDtr^ 
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-4--f;i/) 75 7] ^)V\ T-U> (87mg), h'JXWS> (800 
mg) ®y^OD^> (20ml) mWZ 0tC*5 ^TiP^fc. Mt, g£ 

j^X?Ml/=l : 3), A^it>-^If M^SISI bTtfiO^ii tt 7 - 
U-^b^Xh^^a:-^) - 1- [(3-^^MVf7y-^-5-f 

;p) -N- [4- [[N-pt5P;i/-N- (^ b^t h*nt?^>- 5 --r;u) 

75 7] ^)V\ 7iZJW -2, 3 ->>fc: Kn- 1 -^>V/7iflf>- 4 
10 «t^m7 7) (9 6mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93. (t, 3H, J=6. 8 Hz), 1.34-1.45 (m, 2H). 

1.50-1.80 (m, 6H). 2.21 (s, 3H), 2.49 (s. 3H), 2.64 (br, 1H). 2.94 (br, 2H), 

3.31-3.41 (m. 4H), 3.52-3.58 (m. 4H). 3.80 (t, 2H, J =4. 4 Hz), 4.04 (d. 2H, 

J=10. 2 Hz). 4.16 (t. 2H, J=5. 4 Hz). 4.79 (s, 2H), 6.90-7.01 (m. 4H), 7.31 
15 (d. 2H, J=8. 8 Hz). 7.38-7.56 (m. 8H). 

7tmfttiT C 41 H 50 N 4 0 4 S Calcd. C. 70.86 ; H, 7.25 ; N, 8.06 : Found. C. 70.57; 

H, 7. 01 ; N, 8. 02. 

nmm i 8 m&m 7 8 ©suit) 

7- (4-^h + yXh + y7i^) -1- (2-5 1 I-MMzjW - 
20 2, 3-fxt HD- 1 -^>VTiftf>-4-7^;i/^>^ (1 0 Omg) <D>>? 
DD^> (10ml) i§ICDMF$- ffi-hQ^tZo OtT'M^t-Jl/ 

(3img) &i}uxfr'&, ^izmisT^mmmmrF-vimmuwistio 

Z\<Dmm&4- [[N-^^P-N- (^h^t KDtf^>-4-<;U) 7$7] 
7-U> (5 7mg), MJX^;U7=> (5 2 Omg) ©vi'OD^ 
25 > (2 0ml) »SSJCO'Ct*5ViTHl^.fc. g*&B&T£*3lr>T&# 

-7 ^ > C7 A T«: jft mm ^MBET-eg* b Tt# 6 £ -> U * 5*Jl> 
*7&?nTht?77'(-T*ftffimmis U^y-;P:ft8ifJl/=l : 3), 'S 
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->7i-JW — N — [ 4 — [[n-*^;w-n- (xh^fc Kpfc?^>- 5--<;i0 
T^y] -i - (2 -^xx;u#;u#x;u) -2, 

HP- l -^>yTiftf>-4-*;^^5 K (fc-8,^7 8) (4 3mg) 

5 'H-NMR (200MHz, CDC1 3 ) 6 0.94 (t, 3H, J=7. 4 Hz), 1.34-1.45 (m. 2H), 

1.50-1.81 (m, 6H). 2.21 (s. 3H), 2.62 (br, 1H), 3.10 (br, 2H). 3.37 (td. 2H, 
J=10. 6, 2. 8 Hz). 3. 53-3. 59 On, 4H), 3. 82 (t, 2H, J=4. 4 Hz), 4. 04 (d. 2H, J=12. 6 
Hz), 4.18 (t, 2H. J=5. OHz), 6.80-6.83 (m, 2H), 7.02 (d. 2H, J =8. 8 Hz), 7.12 
(d, 1H, J=8. OHz). 7.29-7.41 (m, 4H), 7.51-7.60 (m, 6H). 7.74 (d. 1H. J=2. 2 
10 Hz). 

jtmfttfr C 41 H 47 N 3 O 5 S-0. 2H 2 0 Calcd. C. 70.60 ; H. 6.85 ; N. 6.02 : Found. C. 
70. 46 ; H, 6. 89 ; N. 5. 97. 

mmm 7 9 ut&m 1 9 oymm) 

7 - (4-^h^r'>ih+'>7x^) - 1 - [(1 -x^;nf^\/— 4 - 

15 -f )V) *=?)V\ -2, 3-^th*n-l-^>\/Tiffcf>-4-^;i/^>^ (1 
5 Omg) (DWuu*$y (1 Om 1) »«fcDMF£— SMJDAifc. ^TfO'C 
~?mttt-)V (4 7mg) «rin*-&&. MKBS LTflSiITT 1 mmU 
#L7co CI 4 - [[N-^^;U-N- h 9 1 K P tT^ >- 4 - 

<;i/) 7$;] TX'J> (88mg), HJX3\>I,7^> (8 0 5mg) 

20 <DZ??nu*?> (20ml) mWilZ OX:\Z& ^TllPTLfeo ^rST. gfflU 

**T?i5fe liffE»-7 ^y>7A £ itfco £ HETT^S L T» <~> nfcJK 

fi&->'j* ^A^p^h^^^^ b ( * * j -)v : mmx.9- 

)V= 1 : 3), ^-y->-e^mx5 1 ^6S^SbTllfeOi^atUT7- (4- 
25 yh + yIh + y7x-JW - 1 - [( 1 -X^Ufc! 4 — OP) *3=-;i/| 
— N — [4- [[N-*3Ml/-N- (ff7t FPlf 7>- 5— f;W X$/] ;* 
7i-;i/] -2, 3-S^tHP- l-^>\/Ti?tf>-4-73;U#^l7-^ 
H (ft^«7 9) (9 9mg) &*#7c. 

'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H, J=7. 4 Hz). 1.34-1.85 (m, 11H). 2.21 
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(s. 3H), 2.64 (br, 1H), 2.84 (br, 2H). 3.29-3.46 (m, 4H). 3.52-3.59 (m. 4H), 
3.80 (t, 2H, J=4. 4 Hz), 4.04 (d, 2H. J=9. 4 Hz), 4.11-4.18 (m, 4H), 4.44 (s. 
2H), 6.96-7.01 (m. 3H), 7.28-7.36 (m. 3H). 7.40-7. 56 (m. 9H). 
7tmftVf C 42 H S3 N 5 0 4 Calcd. C. 72.91 ; H, 7.72 ; N, 10.12 : Found. C, 72.69 ; 
5 H, 8. 00 ; N, 9. 92 

rnmm 8 o at^m 8 o omm) 

2-^7 c ;kyt+y7>-2-'f;«©fh7tH077> (10ml) & 
illDMF^- iKiDAfc. #l>TO'CT&fc^:*x;U (8 Omg) &m?Ltz'&. 

10 h + ->7x-jW — N— [4- [[N-pWU-N- (xh7kFDk°7>-5- 

-r;u) y^y] 7x-jh -2, 3 -$?t kd- 1 -^>i/7-fc*tr>- 

4-7j;i^^+>-5 b* (1 0 Omg), hfU> ? > (5 2 8mg) (Dfh7tHD77 
> (20ml) ^KOt^C&^TiJPA/co MT» ^Jfffl^TKI&^TiiM 

•eg* btt £ nfcgut* y'j^>*7A^D7h^77^ — tf ^««na b 

(^^y-;U:HF^X^;l/=l : 3), ^+t>-Kil?M^S^bTife 
©^ B tLT7- (4-7*h*ylh+y7i->)l/) -1- [2- (2-*^;U 
-1, 3-^*V5>-2-'f;W 7tt)V\ -N- [4- [[N-p^U-N 
20 - (fh7k HDt?7>-5->r;W 75/] 7i^] -2, 3-v? 

h Ho- 1 -^>^T-ift:>-4-7j;^^5 K Wk^8 0) (6 Omg) * 

'H-NMR (200MHz, CDC1 3 ) 5 0.94 (t, 3H, J=7. 0 Hz). 1.34-1.85 (m, 11H). 2.21 
(s, 3H). 2.50-3.05 (m, 5H), 3.20 (d, 1H, J=13. 6 Hz), 3.38 (td. 2H, J=10. 8. 
25 3. 6 Hz). 3.53-3.70 (m. 5H). 3.75-3.95 (m. 5H). 4.04 (d. 2H. J=10. 2 Hz). 4.18 
(t. 2H. J=5. 4 Hz), 4.90 (d, 1H. J=13. 2 Hz), 7.03 (d. 2H, J=9. 2 Hz). 7.29-7.35 
(m. 3H). 7. 51-7. 67 On, 8H). 

7tmftVr C 42 H 53 N 3 O 7 -0. 1H 2 0 Calcd. C. 70.68 ; H. 7.51 ; N, 5.89 : Found. C, 
70. 41 ; H. 7. 33 ; N, 5. 89. 
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mmm 8 1 uts® s i omm) 

7- (4-^h + yIh + y7i~JW -1- [(4 - *^)l^7 V—Jl- 5 - 
<i)V) -2, 3 -5?fc Kd- 1 -^>V7if^y-4-tl)^>m. (1 

5 0mg), 4- [[N-^jU-N- h ^ t H D hf^>- 4 --T;i/) 757] 
5 ;*^;H 7^U> (88mg), l-tKo^M>l/h'J7y-;V (9 6mg) 
©DMF (15ml) mmz. )ttllI©N, N-^j*^- 4 -7 5 / tf U i» 
&-hU7Lfz'& l -x^;u- 3 - (3-:x;*^;U7^/:/ntf;u#;u;i^;M^ K (l 

3 7mg) &mnmm.r. mux-m^mw^rc B ?^imx-z. mm.^ 

Mb (^^/-;P:@^MX^;i/= 1 : 3), ffi©7 ; EJl'7 77tLTi:lT7- 
(4-7'h^->I h^->^x—;b) -N- [4- [[N-^^;U-N- h 7 t 

>*oe7>- 5 — f ;u) 75y] :7 m - 1 - [(4-/^77 

5 — r;i/) -2, 3 ->?t Kd- i -^oVT-ff tf>- 4 

15 #*it^F (M8 1) (7mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H, J=7. 2 Hz), 1.34-1.47 (m. 2H). 

1.51-1.80 (m. 6H). 2.21 (s. 3H), 2.52 (s. 3H). 2.63 (br. 1H), 2.84 (br, 2H). 

3.33-3.42 (m. 4H). 3.52-3.59 (m, 4H). 3.81 (t, 2H, J =4. 4 Hz). 4.04 (d. 2H, 

J=12. 2 Hz). 4.16 (t. 2H. J =4. 8 Hz). 4.67 (s. 2H). 6.95 (d. 1H. J=6. 2 Hz). 
20 6.99 (d. 2H. J=7. 0 Hz). 7.30 (d. 2R J =8. 8 Hz). 7.40-7.56 (m. 8H). 8.68 (s. 

1H). 

mmm 8 2 ut&® 8 2 v>mm) 

7- (4-yh^yxh+v7x-;i/) -1- [(1 — r v^Dtf;nf 
-4— ow *?-)V\ -2, 3-i^t Fd- 1 -^>yyiftf>-4-7j;u^> 

25 (15 0mg) ©y^Pn>^> (10ml) ^llDMF^ — MMX-ft* A 

^-VOXZ-Vfflknr-fr (4 9mg) £iD*.fcSt iSCIbtg^ilTT 
l^FRaaU^bfc. ^TI0^4- [[N-^^-N- (fh7th*Dlf7 
>- 4 — T;U) 7$;] T-U> OOmg), h'Jx^75> (8 3 

Omg) (7)>^DD*^> (2 0ml) m&lZ 0 TCKL^TJoAfc. ^ 
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t> ntzmt z v u t> tfjvti 7A^P7h^7>f -T*frmm m v ( ^ ^ / ->v : 

5 - (4-yh+yi^y7i-;w - i - [( i — -r v ~?u tr;i/tf 4 

*3\H/) -N- [4- [[N-^^-N- (^h^t FDkT^>- 5 - 
7x.-)W -2, 3-yt h*D - 1 — ^O'/Tif tf> — 
4-^;U^-tr-^F ab-&^/8 2) (1 1 9mg) £f#7c. 
'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H. J=7. 2 Hz), 1.34-1.85 (m. 14H), 2.21 
10 (s, 3H). 2.65 (br, 1H), 2.84 (br, 2H). 3.36-3.52 (m, 4H), 3.56-3.59 (m, 4H), 
3.81 (t, 2H. J=4. 4 Hz), 4.04 (d, 2H, J=ll. 8 Hz), 4.16 (t, 2H, J=5. 0 z). 
4.44-4.52 (m, 3H), 6.96-7.02 (m, 3H), 7.30 (d. 2H, J=8. 6 Hz), 7.39-7.56 (m, 
10H). 

TiMfttix C 43 H 55 N 5 0 4 Calcd. C, 73.16 ; H. 7.85 ; N, 9.92 : Found. C, 72.99 ; 
15 H. 7. 76 ; N. 9. 75 
14 7 

^-9">T*3iEl^fe-pfc6 0 %7K^b^-hU'7A (0. 1 7 g) 0DMF (5m 
1) ffimmz7-z?n*:- 2, Z-Z^^^u- \ -^>V7-if.\^>-4-ts)V^ 
>m*^)V (1. Og) ODMF (10ml) mm&OXZ. Sifi^TTlT 

20 Lfz'&^u\zmvTimmm&vrco ^xMitr u >v (0. 5 6g) ©dmf 

(5ml) ®m&0X:\z£>^TffiTVtc&. ^tCMbT^M^Lfe. 

(^1t> : ^X^;P=7 : 1) ffe©»tltl-7 
25 'J^-7-7'D : E-2, 3 -yk h'D- 1 -^<>V7if tT>- 4 -#;U#>^;* 
(0. 3 8 g) ^#fcc 
'H-NMR (200MHz. CDC1 3 ) 5 2. 79 (t, 2H. J=5. 4 Hz). 3.22 (t, 2H. J=5. 2 Hz). 
3.80 (s. 3H), 3.89 (d, 2H. J=4. 8 Hz), 5.16-5.28 (m. 2H), 5.81-5.97 (m, 1H), 
6.58 (d. 1H. J=8. 8 Hz), 7.23 (dd, 1H. J=8. 8. 2. 6 Hz), 7.4 (d. 1H, J=2. 6 Hz). 
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7. 59 (s, 1H). 
14 8 

1 - 7U;i/- 7 -^Dt- 2, 3-ytHD-l -'Ol/Tif t?>- 4 
^>^^^;U (2 7 4rag), h*y7x"M^ (2 4 8m 

5 g), ^HSfcU^A (3 0 7mg) £b;i/X> (20ml), X^/-;U (2ml), 
7j< (2ml) Kf8»$13\ 7;1/3'>H8^TT3 0»M8t#b^. Xl^T'^h? 
*XbV7 3L-)l>7*X7^>n7~ytyA (6 9mg) SrJnA. T;Hf>^H^, 

t. io o < c-r8Ptr B ^Q^b^. 4fc?&bfc^7K*jHiAftS6x5 i ;uT?ii&a4bfc. *r 

10 Tll5nfcajlS,y'J*y^7A^D7b^77>f-T»8l/T(A+1)-> : 
»^=4 : 1) ffeO»tLTl-7'J^-7 - (4-7D^+yI 
h^s>^x-;u) -2, 3 HP- 1 -^>VTiftT>-4-^;i/#>^^ 

(2 6 9mg) £t#fc 0 
'H-NMR (200MHz. CDC1 3 ) 6 0.94 (t, 3H. J=7. 8 Hz). 1.58-1.75 On. 2H). 2.81 

15 (t. 2H, J=5. 6 Hz). 3.27 (t. 2H. J=4. 4 Hz). 3.51 (t, 2H J=6. 6 Hz). 3.75- 
3.83 (m. 5H). 3.96 (d. 2H. J=5. 2 Hz). 4.16 (t. 2H. J =4. 8 Hz). 5.23-5.30 (m. 
2H). 5.88-6.02 On. 1H). 6.87 (d, 1H. J=8. 8 Hz). 6.97 (d. 2H. J=8. 4 Hz). 7.39 
(dd. 1H. J=8. 8. 2. 2 Hz). 7. 46 (d. 2H. 1=8. 4 Hz). 7. 52 (d. 1H. 1=2. 2 Hz). 7. 78 
(s. 1H). 

20 ###J 14 9 

1-7VJV-7 - (4-7D^yih+->7x-W -2, 3-vbKn- 
1 -'OV/THf tf>- 4 -*;UsJ5>Be^5 1 ;U (2 6 2mg) Ofh7tFD77 
> (1 9m 1), 7^^y-;U (1 9ml) 1 NTK^t^" h U t>A7jc^ 

i£ (6. 3ml) &tUX&WVn&m.&VTzo ^V^O'CT'tK, 1 NffiK^JDA 
25 TBHiKLT (pH=4) SSl^taiBUfc. W^M^tK, ^O^tKT^ 

+f->T?i5fcoT, ffe©^ltttl-7 l J;i/-7- (4-yP7jf=^->xh^i>^ 
x-;U) -2, 3 -S?k Kd- 1 -^>v/7"iffcf>-4 -*;U3H>|6 (1 9 9m 
g) 
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m. p. 152. 0-153. 0*C 

'H-NMR (200MHz. CDC1 3 ) 6 0.94 (t, 3H, J=7. 4 Hz). 1.56-1.74 (m. 2H). 3.00 
(t. 2H. J=5. 2 Hz). 3.30 (t. 2H. J=5. 2 Hz). 3.51 (t. 2H. J=6.4Hz). 3.81 (t. 
2H. J=5. 0 Hz). 3.97 (d. 2H. J=5. 2 Hz). 4.16 (t. 2H. J=4. 8 Hz). 5.24-5.30 (m. 
5 2H). 5.89-6.10 (m. 1H). 6.88 (d. 1H. J=8. 4 Hz). 6.98 (d. 2H, J=8. 4 Hz). 
7.40-7.49 (m. 3H), 7.53 (d. 1H. J=2. 6 Hz). 7.88 (s. 1H). 
ftmftffi C 25 H 29 N0 4 -0. 1H 2 0 Calcd. C. 73. 36 ; H. 7. 19 ; N. 3. 42 : Found. C. 73. 1 1 ; 
H. 7. 09 ; N. 3. 25. 
15 0 

10 ^1*->T3[H]#t-?£:6 0 %7kmitj- h V V A (0. 23g) ©fh7th*a 
y?> (5ml) Mmmz7 -7u=E-2, 3 -yk Fo- 1 -^>VTif tf > 
-4-^j;i/#>M^^ (0. 8 0 g) ©Th7tFD77> (10ml) mWt 

TV)V (5. 1 2 g) Of h7tFD77> (5ml) feW* O^lZ&^TffiT 

15 Lfca, 6 o-ct-5 smimmLtz. mm^j^i^uu^x^mv, mmm^m 

n^^^5>U*^U7J^A^p-7b^^7-f-T*f®!LT (^1f> : Mix 
3\^=5 : 1) ffiCD^itbtl 7 -^-2, '3-ytKo 

- 1 -^>^/7t*t:>-4-7J^>t7'J^ (0. 2 2g) 
20 'H-NMR (200MHz. CDC1 3 ) 6 2.81 (t. 2H. J=5. 8 Hz). 3.23 (t, 2H. J=5. 2 Hz). 
3.90 (d. 2H. J=4. 8 Hz). 4.69-4.73 (m. 2H). 5. 11-5. 42 (m. 4H), 5.81-6.07 (m. 
2H). 6.68 (d, 1H. J =9. 2 Hz). 7.23 (dd. 1H. J=8. 8. 2. 2 Hz). 7.43 (d. 1H. J=2. 4 
Hz). 7. 62 (s. 1H). 
#%#J 15 1 

25 l-7UJl/-7-7*Ot-2. 3-yt h'D-1 — y ^>\/7'fe*fc?>— 4 — 

#>&X'J;i/ (2 2 4mg) 0fh7th'O77> (10ml) mmzy'b?* 
Xh'J7xz;i/7^X7'f>yt7y , 7A (7 4mg). ^U^U > (5 6 0mg) 

N&^T&ttKLT (pH=4) HF^X^TJfitiibfeo fiIS:0. 1NM 
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-yt Hp- 1 -^>VT-fe*tf>-4-^;^>^ (19 8mg) 
'H-NMR (200MHz. CDC1 3 ) <5 2.80 (t, 2H, J =4. 2 Hz), 3.23 (t, 2H, J=4. 8 Hz), 
5 3.91 (d. 2H. J=4. 8 Hz). 5.17-5.28 (m. 2H). 5.84-5.98 (m. 1H). 6.69 (d. 1H, 
J=9. 2 Hz). 7.24 (dd. 1H. J=8. 8. 2.2 Hz). 7.43-7.73 (m. 2H). 
15 2 

1 7 -^u=E- 2, 3-yt Ko - 1 -^>l/Tif fcf>- 4 

(3 2 Omg) £^h^t: h'D77> (1 5ml) DMF (0. 

10 3ml) Zmz-fzo OrtC^^T^b^^--;!/ (0. 2 3ml) 

WLtt—h^^tdgt. n^ntzm^^h^ t HD77> (25ml) ICJK 

v^£-t*\ 4- [[n-^^-n- (^h^ t ho tr^>-4 — r;io t^;~\ ^ 

5P;P] 7->J> (2 7 5mg), h'Jx^7i> (1. 27g) ©rhykHD 
15 (10ml) iS&fcO^fcfctrvrjQAfc. MfcKbTJfcftiti^bfc&Tlc 

ht?7~7^~-T*ttMffimV mm^Jl>= l : 8), 

fettTl-7 I JJl/-7-7*n^-N- [4- [CN-^^;U-N- (f h 7 h F 

20 Ptf^>-4 — f;i/) 7$ y ] 7 3L~M -2, 3-yhh'D-l-^ 

>^/Tiftr>-4-^Jl/^l7-^ H (2 6 6mg) £f#fco 
'H-NMR (200MHz, CDC1 3 ) <5 1.75 (br. 4H). 2.21 (s. 3H). 2.65 (br. 1H). 2.88 
(I. 2H. J=4. 4 Hz). 3.29 (t. 2H. J=5. 0 Hz). 3.37 (dt. 2H. J =8. 2. 2. 4 Hz). 3.57 
(s. 2H). 3.92 (d. 2H. J=4. 8 Hz). 4.04 (d. 2H. I»11.8 Hz). 5.20-5.30 (m, 2H). 

25 5.85-5.96 (m, 1H). 6.72 (d. 1H. J=9. 2 Hz). 7. 22-7.32 (m. 3H). 7.42-7.54 (m, 
4H). 

15 3 

■ 7- (4-7D^yIh + v7x-;i/) -2, 3-ykKD-l-^>l/7 
-e¥>-4-*i)l#>m*^)),(3 0 Omg), 2 h^y^>X7Jl/rk H(5 
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3 5mg) <D1, 2-y^DDI^> (1 0ml) feWilZ h U 7± isfcmit 
^^m^-h'J^A (7 4 9mg) £3JD;L, ^fUSfffl^T, ^i&Tl«Jt#Lfco 

5 A^D7h^77^-TiILT (^+r-> : g^X^;i/=3 : 1) lt£(E>?GM* 
WtlsT (1- (2-^h + v^>^) -7- (4-yo^ylh + y7i 
x;i/) -2, HD-l-^>yTiftf>-4-^;U^>^^^ (3 9 

4mg) £#£o 

'H-NMR (200MHz. CDC1 3 ) 6 0.94 (t. 3H. J=7. 6 Hz), 1.58-1.70 (m, 2H), 2.82 
10 (br. 2H), 3.35 (br. 2H). 3.51 (t. 2H, J=6. 6 Hz). 3.78-3.94 (m, 8H). 4.16 (t. 
2H. J=4. 6 Hz), 4.57 (s. 2H). 6.78 (d, 1H. J=9. 2 Hz), 6.88-6.99 (m, 4H), 7.15 
(d. 1H, J=8. 0 Hz), 7.26-7. 44 (m, 2H). 7.46 (d. 2H. J=8. 4 Hz), 7.55 (d, 1H, 
J=2. 4 Hz). 7. 84 (s. 1H). 
###J 15 4 

15 1- (2 Y^ri^^>V)V) -7- (4-Zfn#3r~>2Lb*~>7 3L-)l) - 

2, 3 HP- 1 -^>VTi£^>-4-^)^>m^^JV (3 9 4mg) 
0rh7tHD77> (24ml), J— )V (24ml) <DM&mmiZ 1 N* 

wtiti-hw&fcmm (8mi) &tiax.Mm.-v i amm.&vjt. ^to'cttk 

SrflP*., £££1 N£Sfc*jD*.T&ttfc:LT (pH=4) g^X^Tttffl L,7c 0 

1- (2 h^->^>v?;0 -7- (4-7°D^yXh^>7i^) -2, 
3-yhFo - 1 -^>yT-fe*hf>-4-^;U#>^ (2 17mg) 
'H-NMR (200MHz. CDC1 3 ) (5 0.94 (t. 3H. J=7. 2 Hz). 1.59-1.70 (m, 2H), 2.84 
25 (br. 2H). 3.37 (br. 2H), 3.51 (t. 2H. J=6. 6 Hz), 3.81 (t, 2H. J=4. 8 Hz). 3.89 
(s, 3H). 4.16 (t. 2H, J=5. 2 Hz), 4.58 (s, 2H), 6.80 (d. 1H, J=8. 8 Hz). 
6.91-7.00 (in. 4H), 7.14 (d. 1H. J=6. 6 Hz), 7. 29-7.36 (m, 2H). 7.46 (d, 2H. 
J=8. 8 Hz), 7.55 (d, 1H, J=2.4Hz). 7.94 (s, 1H). 

7LmfrVr C 30 H 33 N0 5 Calcd. C, 73.90 ; H. 6.82 ; N. 2.87 : Found. C, 73.58 ; H. 
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6. 66 ; N, 2. 76. 
15 5 

7- (4-^h^-/Ih + y7i-JW -2, 3-ybHD - l-^>»/7t' 
kf>-4-^;^>^^^ (3 0 Omg), 2-* ht-M>X7^Tk H (5 
5 17mg) ©1, 2-y^Dnx^> (10ml) Ml:MJ7th^y*Ifb 
*Vm±bV<y& (7 2 4mg) ^rSDA, ^#H^T, ^iaT^««^Lfc. 

io ^<hbT7- (4 -^h^->x h^^>^ i-Ji-) - i - (2 h*$"S>s;;w 
-2,3 -J?t HD- 1 - ^>>/7t*tf>-4-M*>^?JK3 9 lmg) 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H, J=7. 4 Hz), 1.37-1.45 (id, 2H). 
1.55-1.64 (m. 2H). 2.82 (br. 2H). 3.35 (br, 2H). 3.55 (t. 2H. J=6. 6 Hz), 
15 3.78-3.82 (m, 5H), 3.88 (s, 3H). 4.16 (t. 2H. J=5. 6 Hz), 4.57 (s. 2H), 6.78 
(d. 1H, J=8. 4 Hz). 6.91-6.99 (m. 4H). 7.14 (d, 1H. J=6. 4 Hz), 7.26-7.40 (m, 
2H), 7.46 (d, 2H, J=8. 8 Hz), 7.54 (d, 1H, J=2. 4 Hz). 7.84 (s. 1H). 
15 6 

7- (4-7h + ylf*y7xr;W -l - (2 h*>"<>i?M -2, 
20 3 ->*fc Hd- 1 -^>VTift!>-4 -t))V^>m.^)V (3 9 lmg) COx 
h^t KD77> (2 4m 1 ), J— )V (2 4m 1 ) O^igifclc 1 NTK^ifc 
^-hU^ATK^ (8ml) triDA^iST 1 BWtJO^Lfc. 0 'CTTkSrJin 

A, $6iClNifigeS:JnATBH4t^LT (pH=4) gt^X^UTttttS Lfc. W 

- -1- (2 h*~>^>>?;i/) -2, 3 

->?kKn-l-^>VTiftf>-4-^;l/^>^ (2 5 7mg) £f#feo 
'H-NMR (200MHz. CDC1 3 ) <5 0.93 (t. 3H. J=7. 0 Hz), 1.34-1.45 (m, 2H). 
1.57-1.64 (m. 2H). 2.84 (br. 2H). 3.36 (br. 2H). 3.55 (t. 2H, J=6. 6 Hz), 3.80 
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(t, 2H. J=4. 8 Hz). 3.88 (s, 3H). 4.15 (t. 2H, J=5. 2 Hz), 4.58 (s. 2H), 6.79 
(d, 1H, J=9. 2 Hz), 6.91-6.99 (m, 4H), 7.14 (d, ia J=7. 4 Hz), 7.29-7.36 (m. 
2H), 7.46 (d. 2H, J=8. 8 Hz), 7.55 (d, 1H, J=2. 4 Hz). 7.94 (s. 1H). 
TtMftVi C SI H SS N0 5 Calcd. C. 74. 23 ; H. 7. 03 ; N. 2. 79 : Found. C. 73. 96 ; H. 
5 6. 91 ; N. 2. 75. 
15 7 

^\*-tf->T3lEJ2fc-D£:6 0%7Km^hU^A (0. 23g) Of h7tKo 
(5ml) mmmz7 -^u=E-2, 3 -v>h Kd- 1 -^>\/7izftf> 
-4-^;U^>^^^;P (0. 80g) ©f h7kh*D77> (10ml) ^ 

h^y / <>yjl/7'n?'f H (2. 2 9 g) ©Th7th'D77> (5ml) 
^0 , C{3*3^TMTL,^^ ^l:IH3afWUc. ^X^i:7jc^D 

15 LT (^\^+l-> : »fJb= 5:1) f MttitlT7 - T'Dt- 1 - (3 
h^'OvUlO -2, 3-v>k HP- 1 -^>V7-tifc:>-4-7j;i^> 
^ptf ;i/ (0. 6 9 g) £?#£:o 

'H-NMR (200MHz. CDC1 3 ) 6 2.76 (t, 2H. J=5. 8 Hz). 3.26 (t. 2H, J=3. 8 Hz), 
3.79-3.81 (m. 6H). 4.49 (s. 2H). 6.67 (d. 1H. J=8. 8 Hz), 6.78-6.93 (m. 3H). 
20 7.17-7.31 (m. 2H). 7.46 (d. 1H. J=2. 2 Hz). 7.63 (s. 1H). 
15 8 

7 -y"a^E- 1 - (3-^h^v^>v;W -2, 3-yhh'D-l-^>^ 
T^>~ 4-tS)V^>m^)V (6 9 lmg) Of h7t HD7^> (50m 
1), (5 0ml) O^^^lNTK^kf h'J^A7K^ (1 7m 

25 1) £J0*.^ST3 BP^jti^b/Co 0 'CTTK^iDA, $ £ K 1 N&^UD 

^.TifClt (pH=4) H^X3Mrafitt}L7Co Wa«^7K, ^?D^7jcT 

^-tf>-raxf;U/5^^M^LTmfeO^ H aibT7-yo^- 1 - (3-;* 
h^->^>vJP) - 2, 3 -^b HP- 1 -^>^7-titf>-4-77;^>^(3 . 
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6 9mg) Zmtzo 

'H-NMR (200MHz, CDC 1 3 ) 6 2.78 (t, 2H, 1=5. 6 Hz). 3.29 (t, 2H, J=5. 6 Hz), 
3.79 (s, 3H). 4.51 (s, 2H). 6.68 (d. 1H, J=9. 2 Hz), 6.78-6.84 (m, 3H), 
7.20-7.32 (m, 2H). 7.48 (d. 1H. J=2. 6 Hz), 7.73 (s, 1H). 
5 7tmtttir C l9 H l8 N0 3 Br Calcd. C. 58. 78 ; H, 4. 67 ; N, 3. 61 : Found. C. 58. 81 ; 
H. 4. 68 ; N, 3. 61. 
#%#| 15 9 

7 -ZfO'E- 1 - (3 h^v^>>?;i/) -2, 3-ytKD-l-^>y 
T-lftf>-4-^;i/^>^ (3 0 Omg), 4-yo^yIh^y7xZJ^>) 
10 S6-(34 6mg), mmtlVOA (5 3 4mg) £ h;Px> (2 Oml), x^y 
— JV (2ml), tK (2ml) T;Urf>#H^T-T 3 0#WH*#l,jfc:. 

#^T^h^X HJ Z7 * 7>7 j >n?W2± (6 2mg) SrJtJO*., 7 

;^>fiIT> 10 0tt'6Mil^ TOU^TK^rSnx. 1 Nig^^ 

ttctx (ph=4) mm^)wv2^mmvrzo ^mm*** m^m^-vm 

U*y;U*7A^P-7h^77-f — T«f»UT (^^t»-> : @^^X^;i/= 2 : 1) 
t#^n^@#:$:^^>-^X5 L ;i/^^?l$SrBLT^fe©^^ < i:LTl - (3 
-*h*5"05>;W -7- (4-^D^ylh + y7x-JW -2, 3-^ 
t Hp- 1 -^y/T^y- 4-fj)V^>m (118mg) &mtz* 
20 'H-NMR (200MHz, CDC1 3 ) 6 0.94 (t, 3H, J =7. 4 Hz), 1.60-1.70 On. 2H), 2.81 
(br, 2H), 3.34 (br. 2H). 3.51 (t, 2H, J=7. 0 Hz). 3.80-3.84 (m. 5H), 4.16 (t, 
2H, J=5. 0 Hz). 4.58 (s. 2H), 6.85-6.90 (m, 4H), 6.98 (d, 2H, J=8. 8 Hz). 
7.26-7.45 (m. 2H). 7.47 (d. 2H. J=8.4Hz). 7.56 (d. 1H, J=2. 4 Hz), 7.93 (s. 
1H). 

25 ###J 16 0 

7 -7n=E- 1 - (3 h^>^>>?;i/) -2, 3-ykFD-l-^>y 
7flf>-4-A^>il^fJK3 2 Omg), 4 -^h^Pv-X h^>-:7;tx;i/ 
tfcr^ (2 4 6mg), (BKaUtfA (2 8 5mg) £hJUX> (15ml), X 
( 1 . 5ml), zK(l. 5ml) lc«$t, 7;^>#itTT3 0 
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#IH«#l/fc. ^T7h7^h'J7x-^7t77^>/^y')A (6 4m 

5 7^-«UT (^>:fttl^=5 : 1) Ife©»tUT7- (4 
-7^yXh + ->7i^JW -1- (3-*h*>"S>5*;U) -2, 
Ho- 1 -^>\/T-tftr>-4-*;^>S?>5 L ;i/ (2 0 7mg) Sr^feo 
'H-NMR (200MHz. CDC1 3 ) <5 0.93 (t. 3H. J=7. 0 Hz). 1.30-1.50 (m. 2H). 
1.55-1.65 (in. 2H). 2.78 (t. 2H. J=4. 8 Hz). 3.31 (t. 2H. J=4. 8 Hz). 3.55 (t. 
10 2H. 1=6. 6 Hz). 3.78-3.82 (m, 8H). 4.16 (t. 2H, J=5. 0 Hz). 4.56 (s. 2H). 
6.77-6.90 (m, 4H). 6.97 (d. 2H. J=8. 6 Hz). 7.24-7.29 (m. 1H). 7.36 (dd. 1H, 
J=8. 4. 2. 2 Hz), 7.46 (d. 2H. J=9. 2 Hz). 7.55 (d. 1H. J=2. 2 Hz). 7. 82 (s. 1H). 
###| 16 1 

7 -yp^E- 1 - (2 -> h3ri"OisM -2, 3 - V t H □ - 1 
15 7i?tf>-4-*;i/#>K (2 0 2mg) ©fh7kN*077> (13ml), ;* 
^y-;i, (13ml) 0>m&mmz. l NtK^^- h U ^ A*»« (4m 1) £i0 

HIT (pH=4) Kill^l/TfttBtfc. ^r*«*7K» ffi5fiJA4a7k-C«cVififEB8 
?^y7A TS£*i $ -fr fc. »«E * «JBETTS* L T» ^ nfc & ^ ^ > - 
20 it!6x5 : -;i'^e)llttaUTltfi©eatUT7- (4-7h + yI^y7iX 
;W -1- (3 h^v^>>W -2, 3 -5?k Ho- 1 -^>VTif tf> 
-4-#;M*>m (16 1mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H. J=7. 2 Hz). 1.34-1.45 (m. 2H). 
1.54-1.65 (m. 2H). 2.81 (br. 2H). 3.34 (br. 2H). 3.55 (t. 2H. J=6. 6 Hz). 
25 3.78-3.83 (m. 5H). 4.16 (t. 2H, J =5. 2 Hz). 4.58 (s. 2H). 6.82-6.90 On, 4H). 
6. 98 (d. 2H. J=8. 8 Hz). 7. 29-7. 41 (m. 2H). 7. 46 (d. 2H. J=8. 8 Hz). 7. 56 (d. 
1H. 1=2. 4 Hz). 7. 93 (s. 1H). 

0%m 162 

^\^17->T 3 0^0 7^6 0%7K^^^-hU^A (0. 1 6 g) ODMF (5m 
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1) iW:7-7*D^-2, 3-yk HO- i -^>yr-tfif>-4-^7;i/^ 
>^^^;u (i. o o g) odmf (iomi) ig^ot;, ^^ii^Tti 

(0. 6 7g) (DDMF (5ml) 0 X:\Z&\,*TffiTl>fz'&* 304ki~h 

5 U»7A (0. 8 3g) ^D^eOtT^ML^. ^X^;i/^7K^JPAT^ 

W>:»^=5 : 1) ffi«^UT7-^Dt-l- (4- 

^ h^->^>> ? ;U) -2, 3 -vb Hp- 1 -^>v p z-iftr>-4-^;i/^>^ 

10 (0. 9 2 g) £#f Co 

'H-NMR (200MHz, CDC1 3 ) 6 2.72 (t, 2H. J=4. 4 Hz), 3.23 (t. 2H. J=5. 0 Hz), 
3.80-3.82 (m, 6H), 4.46 (s. 2H), 6.70 (d, 1H, J=4. 6 Hz). 6.90 (d, 2H. J=8. 4 
Hz), 7.22-7.29 (m, 1H), 7.46 (d, 1H, J=2. 2 Hz), 7.62 (s. 1H). 
##0!) 16 3 

15 7 -ynt- 1 - (4-^ -2, 3-ykFD - 1 - ^>7 

TiftT>- 4 -#;i-#>^*3Ml' (9 2 0mg) Ofh7kh*D77> (7 0m 
1 ), *9S—)V (70ml) (D^^IC 1 NtKM^ h U >7A7K^ (23m 
1) SMtfiTlBIBaa$l/fc. ^ViTO'CtrTKSrJPA, S6.fclN46K*iP 

^xmmzvx (pH=4) i^Kx^^Tfflaibfc. Wfc£Jf£7]<, ^n^TK-r 

+ir>-»fM^Siaf H LTtfeW B iLT7-7 , D^- 1 - (4-* 
b*>"<>it)l) - 2, 3-ykh'D-l VTif If >- 4 -i7;U#>^ ( 6 

4 4mg) 

'H-NMR (200MHz. CDC1 3 ) 5 2.74 (t, 2H. J=4. 4 Hz). 3.26 (t, 2H, J=4. 4 Hz), 
25 3. 82 (s. 3H). 4.48 (s. 2H). 6.71 (d, 1H. J=8. 8 Hz), 6.89 (s, 2H). 7.16 (d. 
2H, J=8. 4 Hz). 7.23 (dd. 1H, J =8. 8. 2. 6 Hz). 7.48 (d. 1H, J=2. 6 Hz). 7.73 
(s, 1H). 

7CfSi##f C l9 H 18 N0 s Br Calcd. C. 58.78 ; H. 4.67 ; N. 3.61 : Found. C. 58.60 ; 
H, 4. 61 ; N. 3. 57. 
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16 4 

7-7*Dt-l- (4-* b*i>"<>z?M -2, 3-i?tKO-l-^>y 
7iftf>-4-^;i/#>^ (3 0 Orag), 4-7 f D^yih^y7i-M^ 
K (3 4 6mg), 0*Bg#y#A (5 3 4mg) £h;WX> (20ml), X^/ 
5 -;K2ml), *(2ml) 7J^*>i|^TT3 0 4MW8H*Ufc. 

^IriTf h 7 h U 7 xZ^7 ;i- 7 7 >f >/t 7 y 7 A (6 3mg) £2JD;i, T 

j^>ni^T, i o o-cT*4mmmvfr. w^vtz.m^^na^. 1 njmti 

mzVX (pH=4) g^Kx^Ttttbbfe. 3W«£7K> «a2fP^*tt*-CjSfeli«E 

10 y;i/*7A^D7h^77>f-T»«bfc ('S^rU-> : »B6x^;U= 1 : 1). f# 
enfei^A^>-^iX?M^Big B B a tTffe^ B B B( i:LTl- (4- 
^ h^->^ - 7- (4-7°D#^>'Xh4 1 ~>77xx;P) -2, 3-^t 
Fn- l -^>l/7-fe! tZ>-4-%)m>m (117mg) ^ifc. 
'H-NMR (200MHz, CDC1 3 ) 6 0.94 (t. 3H, J=7. 2 Hz). 1.60-1.70 (m. 2H). 2.76 

15 (br. 2H), 3.31 (br, 2H). 3.51 (t. 2H, J=7. 0 Hz), 3.79-3.84 On. 5H). 4.16 (t. 
2H, J=4. 6 Hz). 4.54 (s. 2H). 6.88-7.00 (m. 5H). 7.22 (d. 2H. J=8. 8 Hz). 7.39 
(d, 1H. J=10. 6 Hz). 7.47 (d. 2H. J =8. 4 Hz). 7.56 (d. 1H. J=2. 2 Hz). 7.92 (s. 
1H). 

16 5 

20 7 -7n=E- 1 - (4-* h^v^OvW -2, 3-ytHD-l-^/ 

Tiftf>-4 -tlJV^ym (3 0 Omg), 4-7b+yIh : )ry7x-M7S 
(3 6 8mg)> fce*#U£A (5 3 4mg) £h;VX> (20ml), x^y — 

)V (2ml), zK (2ml) £JB»S12\ 7;^*>#B^TT 3 0 #IWift#bfc. 

^Tfh7 : l 1 7h 1 J7x-Jl'7t77^>A 0 7'77A (6 3mg) SrtJP*., 7 
25 ;i/Zf>#fflmT, 1 0 0*CT6P#IBIJalSftbfc. &ffiLfc&7K£ira*lN&grCBfc 

ttlCbT (pH=4) ^X^;UT2lElttttJbfec W^I^ttK, tSfn^TKT^c 

u*y;u*^Ai7P-7>^77>r-T»»bfe (^\^ij>:^x^;i/=2 : D. 
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7x"JW -1- (4-* h*v^>v?;i/) -2, 3-yhHo-l-^/7 
■fcfbf>- 4- (14 9mg) £*#fco 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 2 Hz). 1.25-1.41 (m, 2H). 
1.58-1.65 (m, 2H), 2.76 (br. 2H). 3.31 (br, 2H), 3.56 (t. 2H, J=7. 0 Hz). 
5 3.78-3.82 (m. 5H). 4.16 (t. 2H. J=5. 4 Hz), 4.54 (s. 2H). 6.88-7.000 (m, 5H). 
7.22 (d. 2H. J=8. 4 Hz). 7.39 "(dd. 1H, J=10. 2. 2. 4 Hz). 7.47 (d. 2H. J=8. 8 
Hz). 7.57 (d. 1H. J=2. 4 Hz). 7.92 (s. 1H). 

Ttmftffi C 31 H 3S N0 s Calcd. C. 74.23 ; H. 7.03 ; N. 2.79 : Found. C. 73.88 ; H. 
6. 78 ; N. 2. 85. 
10 ###J 16 6 

7- (4-yD^yIh^-/7iZA) -2, 3-yhKD-l-^>77 

-tf tr>- 4-io)^>m^^-)i (3 o omg), 3 -=f-ty au>ti m^^t 

tH (4 4 lmg) <D1, 2-~J?7UU3L$> (1 Oml) Mtlh'J7th^ 
i/7kmit*Vm±h U^A (4 1 6mg) £J0*., ^ifH^T. 

M7A^DYh^77^-«LT (s\*+)-> : »tl5 i ;i'= 3 : 1) It 
fe©ittitbT7- U-yn^v-Xh^v-^oi-JU) -i - (3-^x- 

-2,3 ->?k h'D-i -^> s /T-iftr>-4-^;u#>^^^;K3 

20 7 5mg) £f#7Co 

'H-NMR (200MHz. CDC1 3 ) 6 0.94 (t. 3H, J=7. 4 Hz). 1.60-1.70 (m. 2H). 2.76 
(t. 2H. J=3. 6 Hz), 3.31 (t, 2H. J =3. 6 Hz), 3.51 (t, 2H, J=6. 6 Hz). 3.79- 
3.83 (m. 5H). 4.16 (t. 2H. J=5. 2 Hz). 4.56 (s. 2H). 6.90-7.04 On. 4H). 
7.12-7.14 (m. 1H). 7.32-7.45 (m. 2H), 7.47 (d. 2H. J=8. 6 Hz). 7.55 (d. 1H, 

25 J=2. 2 Hz). 7. 81 (s. 1H). 

mmm 1 67 

7- (4-7'D^yIh^y7xZJW -1- -2, 
3 -i?t Hn- 1 -^>VT-tf tf>-4-*;^>m^^ (3 7 5mg) ©t" 
h7bh'D77> (24ml), — (24ml) 1 NTK^ffc 
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^-hU^ATK^ (8ml) &iro*MT&£8fc#Lfc. ^ViTCCTTK^rinA, 
SSfclNffiBfe&jDATBfcttfcbT (pH=4) g^X^mSiiSLfc. WfiIJi 

5 (4-^D^xXh^y7x-;W -1- (3-^;^^) -2, 3- 
>>t HP- 1 -^>»/7H?£>-4-#;U#>« (3 17mg) £f#/io 
'H-NMR (200MHz. CDC1 3 ) 6 0.94 (t, 3H, J=7. 4 Hz), 1.56-1.74 (m. 2H), 2.78 
(t, 2H, J =4. 4 Hz), 3.51 (t, 2H. J=6. 8 Hz). 3.81 (t, 2H. J =4. 4 Hz), 4.17 (t. 
2H, J=5. 2 Hz). 4.58 (s. 2H). 6.91-7.05 On, 4H). 7.13 (br. 1H). 7.33-7.49 (ra. 
10 4H). 7.56 (d. 1H, 1=2. 2 Hz). 7.91 (s, 1H). 

TtMftVr C 27 H 29 N0 4 S Calcd. C. 69.95 ; H, 6.31 ; N, 3.02 : Found. C. 69.78 ; 
H. 6. 30 ; N. 3. 01. 
###J 16 8 

7- (4-Zfh*~>X.b*i'73L=. )l) -2, 3-ykHo-l-^>771f 
15 lf>-4-*;^>lE^f;K3 0 0mg) ) 3 -tt 7 x. >^M+y7;i'ft: 
H (42 6mg) GDI, 2-y^DDI^> (1 Oml) 8J£te h 1) 7-fe 
7km<k*7mi-hV72± (4 0 2mg) SriD*., S*»H5RT, 

20 ;W7A^D7^77^-Tillt (^>:I^6IX^=3 : 1) Hfi 
Oi^tl(!:LT7- (4-^b+yXh^>7x^) -1- (3 -^X~;i/^ 
^;W) -2, KP- 1 -^>V/7iftf>-4-*Jp3l?>lt^^;U (3 7 

3mg) £f#£:o 

'H-NMR (200MHz. CDC 1 3 ) 5 0.93 (t, 3H, 1=7. 4 Hz), 1.25-1.45 (m, 2H), 
25 1.57-1.65 (n, 2H), 2.76 (t, 2H, J=3. 6 Hz), 3.31 (t, 2H, J =4. 8 Hz). 3.55 (t. 
2H. J=6. 6 Hz). 3.78-3.83 On. 5H). 4.16 (t, 2H. J=5. 2 Hz). 4. 56 (s. 2H). 
6.90-7.13 On, 5H), 7.32-7.41 On, 2H), 7.47 (d. 2H. J=8. 8 Hz). 7.55 (s. 1H). 
7.81 (s. 1H). 
16 9 
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7- (4-^ h^>Ih^">7ilJW -1- (3-^X-;U^^;p) -2, 
3-yhh'D - 1 -^>l/T-iftf>-4-*;^>^^^;U (3 7 3mg) <DJ- 
h7kKD77> (2 4m 1 ), (2 4ml) Q>m&ftffiZ 1 NTfcKfl: 

:*-M)£A7fc*tt (8ml) BRiJ8fc#b&. ^TO'CTJic&in 

5 sen i Nrnm^u^xmrnzLx ( P h=4) mm^jvxmmvrz. m 

- (4-^h^>I^>7iZj|/) -1- (3 -J-JLZL^^M -2, 3- 

>>fc h*D- 1 -^>VTiftr>-4-*;i/^>m (2 9 7mg) £f#fco 
10 'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H. J=7. 2 Hz), 1.34-1.45 (m, 2H), 

1.57-1.65 (m, 2H), 2.78 (t, 2H, J=4. 0 Hz), 3.29 (t, 2H, J=4. 0 Hz), 3.55 (t, 

2H, J=6. 6 Hz). 3.80 (t, 2H. J =4. 8 Hz), 4.16 (t, 2H, J=5. 2 Hz), 4.57 (s. 2H). 

6.73-7.00 (m, 3H), 7.03 (dd. 1H. 1=5.0. 1. 4 Hz). 7.33-7.49 (m. 4H). 7.56 (d, 

1H, J=l. 8 Hz). 7. 90 (s, 1H). 
15 Tt^tff C 28 H 3l NO 4 S-0. 1H 2 0 Calcd. C, 70. 14 ; H. 6.56 ; N, 2.92 : Found. C, 

69. 85 ; H, 6. 46 ; N, 2. 86. 

###1 17 0 

2-tHn^i//5 1 ;W7x> (i. og) cob;i/x> (i omi) mmz 
trus^siffija*. ^xmttt~)v (i. 56g) zmxrzo immmu 

§SLT> <!: IT 2 - 7 □ n ^ 1 7 x > (1. 1 6 g) £ 

'H-NMR (200MHz, CDC 1 3 ) 5 4.82 (s, 2H) 6.93-7. 00 (m, 1H), 7.09 (d, 1H, J=3. 0 
25 Hz). 7. 31 (dd. 1H, J=5. 2, 1. 0 Hz). 
m%M 17 1 

s\*rV>X3®$t-Dtc6 0%7kmiti-hWA (0. 1 6 g) ©DMF (5m 
l) IW:7-7*n ; E-2 ) 3 -vt Hn- i -^>yriftr>-4-*;^ 

>m*^)i (i. oog) (ddmf domi) mwt&ox:. ^mnmm.rxm 
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-fLfz'&^i&\zm\^x immm.ftl>tzo #;^T*2-?nn*^)itt7 3L> (1. 

0 7g) ©DMF (5ml) m%t& 0*C lZ&^TffiTl-tz'&. B^^h'J^A 
(0. 8 3g) $iDAT6 O'CT^SP^bfeo ^X^;i/<h7KSriPAT^b, 

>:S^mx^;P=5 : 1) n&<DMttV0£lsT7 -^Dt- 1 - 

-2, 3 -yt Ho- 1 -^>VTiftf>- 4-^JV^>m^^Jl (0. 
8 2 g) £#*Lo 

'H-NMR (200MHz, CDC1 3 ) 6 2. 78 (t. 2H, J=3. 6 Hz). 3.27 (t, 2H. J=3. 6 Hz). 
10 3.80 (s. 3H). 4.65 (s. 2H). 6.82 (d. 1H. 1=7. 8 Hz), 6.70-7.03 (m. 2H). 
7.24-7.35 (m, 2H), 7.47 (d. 1H. J=2. 8 Hz). 7.61 (s. 1H). 
17 2 

7-^D^E-l- (2-^X-;U^^;l/) -2, 3 HP- 1 -*<>V7 
iffcf>- 4-t))l#>m* : ?)l> (8 1 Omg) ©fh7tH077> (6 Om 1 ), 
15 (6 0ml) (DM&mmz 1 N7k.m<tl- h U ^ATKfgifc (2 1ml) 

£anA^?&XiittM#b£: 0 ^TO'CT'TKSrJP;^ 2 £l£ 1 N^SrSPAT^ 
ttltt (pH=4) ItMx^Jl/TffltBb^io wa«^r7jc, tgfa^TK-egfe^^ 

-^x^^B^lTffeo^tLT?-?^^- l - (2 -5^x-;b 
20 *^;i/) -2, 3-S?k Ho- 1 -'0*/71?fc!>- 4 (5 7 4m 
g) *r»fc. 

'H-NMR (200MHz. CDC1 3 ) (5 2.79 (t. 2H. J =4. 4 Hz). 3.30 (t. 2H. J=4. 8 Hz). 
4.66 (s. 2H). 6.83 (d. 1H. 1=4. 4 Hz). 6.97-7.01 (m. 2H). 7.24-7.49 On. 21H). 
7.48 (d. 1H. 1=2. 4 Hz). 7. 71 (s. 1H). 
25 TtmftVr C| fi H M N0 2 SBr Calcd. C. 52.76 ; H. 3.87 ; N. 3.85 : Found. C. 52.80 ; 
H, 3. 95 ; N. 3. 68. 

mmm 1 i 3 

7 -7a*:- 1 - (2-^x~;M3\>U) -2, 3 -yt Ho- 1 -^>*/T 
-fc?fcf>-4-#;U#>& (5 0 Omg), 4-yo^^>'Xh^'>>'x-;i/^'i7^ 
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(6 1 5mg), «»;&U£A (9 4 9mg) £ b;UX> (30ml), x^y- 
;U (3ml), 7jc (3ml) 7Jl/^>#i^TT' 3 0 ftmmW^tz* 

^^Trh7^h'j7x-Jl/7^77^>A7y'i7A (lllmg) £tDA, 

T)i-3>nmm.T. 1 o ccTei^wio^Lfc. ^l^tK^jd^^x^ 

«EETT?e*LT^&nfcSS*» >'U*7 f M7A7D7h^77^--e«SS! 
b (^17" > : BfcBSx^;U= 1 : 1) ^1*>-»»X^;i^S?i*Sfil,T7 - 
(4-7°D^yXh^y7x-Jl/) -1- ( 2 -fl-JW^W -2, 3- 
HP- 1 -^>^71fe>-4-^;^>^ (2 6 9mg) £#7c. 
10 'H-NMR (200MHz. CDC 1 3 ) 5 0.94 (t, 3H. J =7. 6 Hz), 1.59-1.74 (m, 2H). 2.79 
(br, 2H). 3.30 (br. 2H). 3.51 (t. 2H. J=6. 6 Hz). 3.81 (t. 2H. J=5. 0 Hz), 4.15 
(br, 2H), 4.68 (br. 2H), 6.90-7.10 (m, 5H), 7.23-7.26 (m, 1H), 7.43-7.47 On. 
3H). 7. 54 (br. 1H), 7. 90 (s. 1H). 

Ttmfttir C 27 H 29 N0 4 S-0. 2H 2 0 Calcd.- C, 69.41 ; H, 6.34 : N, 3.00 : Found. C. 
15 69. 18 ; H. 6. 05 ; N, 3. 01. 
17 4 

7- (4-^h^S/Xh^~>-7oiX;i/) -2, 3 HD- 1 -^>»/7i? 
t!>- 4 >^y^;i/ (3 0 Omg), tt?3L>- 2 -il i/7)Vr 
t H (422mg) <D\, 2-y7PDX^> (1 Oml) mmz h U 7-fe h=lr 

20 ^TK^fc^^^hU^A (7 9 6mg) fciDA, ^#fflmT> £i&T»&8fc 
#Lfc„ #^Tzk*iJD*Bmx3\>U^fflmU&. ^T«S§fiS?P^7KTj5feoT«E 
i7^y7A«$tfc. ii^iETTgSLTibtlfeiS^. ->U7J 
y;W7A^07h^77^-T»»LT (^it> : MX^;U=3 : 1) H 
fe©»tlT7- (4-yh + -/Ih + y7i-JH -1- (2-fI-Jl^ 

25 *^)V) -2, 3-yk Fo- 1 -^>^/T-iffcf>- 4 >g|^5 1 ;U (3 
7 3mg) £#7£o 

'H-NMR (200MHz. CDCI 3 ) 5 0.93 (t, 3H. J=7. 0 Hz), 1.30-1.47 (m, 2H), 
1.56-1.71 (m. 2H), 2.80 (t, 2H. J=5. 4 Hz), 3.32 (t, 2H, J=5. 4 Hz), 3.55 (t. 
2H. J=7. 0 Hz). 3.78-3.83 (m, 5H). 4.16 (t, . 2H, J =5. 0 Hz), 4.71 (s. 2H), 
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6.96-7.02 (m. 5H). 7.29 (dd, 1H, J =4. 8. 1.4 Hz). 7. 40-7. 49 (m, 3H), 7.55 (d, 
1H, J=2. 2 Hz), 7. 80 (s, 1H). 
17 5 

7- (4-7> + yXh*y7i^) -1- < 3 -^XXJl/pWl/) -2, 
5 3 Ha- 1 -^>^Tif t!>-4-^;U^>m^^;U (3 7 3mg) cot" 
h7tHD77> (24ml), (24ml) ©ffi-&Jg?££ 1 NtK^L 

^-hU^ATK^fS (8ml) ^MtiStl BWlfc. 0 "CTtK^SD 

A, ^t>(ClN^^iP^.X^tt(CLT (pH=4) ^mx^l/T&fflLTc, W 

- (4 h^->x h^->^^^i;i/) -l- (2 -^x-;i/^;i/) -2, 3- 

i^t h*D- 1 -^>V^i?tf>-4 -#;l-#>i^ (2 4 9mg) £*#fco 
'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H. J =7. 4 Hz), 1.34-1.70 (m. 4H). 2.81 
(t. 2H.. J=3. 6 Hz), 3.34 (t, 2H, J=3. 6 Hz), 3.55 (t, 2H, J=6. 6 Hz), 3.80 (t. 
15 2H. J=4. 2 Hz), 4.16 (t. 2H, J =5. 6 Hz), 4.72 (s, 2H), 6.96-7. 04 (m, 5H). 
7.26-7.31 (m, 1H), 7.41-7.49 (m. 3H), 7.55 (d. 1H, J=2. 2 Hz). 7.89 (s, 1H). 
Ttmfrtir C 28 H 31 N0 4 S Calcd. C. 70.41 ; H. 6.54 ; N, 2.93 : Found. C. 70.15 ; 
H. 6. 51 ; N, 2. 79. 
###| 17 6 

20 7- (4-7"a^yIh^y7i-;W -2, 3-yt h'O - 1 -^>\/7 
iftf>- 4 - ^^^^(3 0 Omg), 3 -7 JUT Jly^t H (3 7 8mg) 
<D1, 2-y^OPX^> (10ml) «h'J7t h + y7KM*9ith 
'J^A (4 1 6mg) ^DDX-Sifffl^T, ^T«df #b*io 

25 istto mm^mfETx-m^Tm^nrcmm^. yu^y^^A^a^h^ 

7 7^-TiItT ( / \^>:KlXf;i/=3 : 1) £tfi<7>W;$l£ 1 - 
(3 ->"J;i/^^;l/) -7- (4-7"D^yIh + y7xXJW -2, 3-S? 
b HD _ i -s^y^TWy- 4-t})] / jrsym.*^)\, (3 6 2mg) £#7c 0 
•H-NMR (200MHz, CDC1 3 ) <5 0.94 (t. 3H. J=7. 4 Hz). 1.57-1. 70 (m, 2H). 2.76 
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(t. J=5. 2 Hz). 3.27 (t. 2H, J=5. 2 Hz). 3.51 (t, 2H, J=7. 0 Hz), 3.79- 
3.84 (m, 5H), 4.16 (t. 2H. J=5. 2 Hz), 4.38 (s, 2H), 6.37 (d. 1H. J=0. 8 Hz). 
6.96-7.00 (m. 3H), 7.38-7.49 (m; 5H). 7.54 (d. 1H. J=2. 2 Hz). 7.79 (s. 1H). 
###J 17 7 

5 1- (3-^U)M^;U) - 7- (4-^D^yXh^ry7i-JW -2. 
3 -S?fc HP- 1 -^>V/T-t*tf>-4 -tiiV^ym^)^ (3 6 2mg) <D^ 
h7th'D77> (2 4m 1 ), (2 4ml) <DU^m\Z 1 Nfcmit 

-j-hvz&ymm (8mi) &i}QZ.muT*5BmMftvrz e ^^to'cttk^jd 
pl, ts t>\ziNi&m&to?LTmmzisT ( P h=4) mm^jux^tuvfco w 

*bTt#6nfcH#^^it>T^oTMfe©^r B <hLTl - (3-7'J;Mf 
)U) -7 - (4-7"o^yIh + y7i^) -2, 3 - S?fc Fd- l -^> 
l/Tifkf>-4-^)U^>^ (3 0 7mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0.95 (t. 3H. J=7. 4 Hz). 1.60-1.70 (m. 2H), 2.80 
15 (br. 2H). 3.30 (br, 2H). 3.52 (t. 2H. J=6. 6 Hz). 3.81 (t. 2H. J=4. OHz). 4.17 
(t. 2H. J=5. OHz). 4.40 (s. 2H), 6.39 (s. 1H). 6.95-7.01 (m. 3H). 7.39-7.49 
(m. 5H). 7.54 (d. 1H, J=2. 2 Hz). 7.89 (s. 1H). 

ytmfttir C„H 29 N0 5 Calcd. C. 72. 46 ; H. 6. 53 ; N. 3. 13: Found. C. 72. 13 ; H. 
6.45 ; N. 3.00. 
20 #%#J 17 8 

7- (4-7h + ylh*y7iz;W -2, 3-y*kh*D-l — -^>l/Tif 
\Z>- A-tDV-fcym*?-)^ (3 0 0mg), 3 —y)VT)V ; r\i H (3 6 5mg) 
<D1, 2-yi?DDI^> (10ml) &mz h U 7±. vTK^b^^^ h 
U^7A (4 0 2mg) ^iPA^^fflmT, 5 BPplJf #L7c 0 ^^TtK^ 

^^^^-T*fSS(t'T C\*1*-> : mm^)l= 1 : 1) M&vmWiWtlsT 7 
- (4-7h+yXh+y7i-JW -1- (3-7'JJ^fiW -2, 3->> 
k Ho- 1 -s0^7H\?.>- 4-ft)V-#>m*?-)V (3 10mg) ^fit. 
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'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 4 Hz), 1.34-1.50 (m, 2H). 
1.56-1.69 (m. 2H), 2.76 (t. 2H, J=7. 2 Hz), 3.28 (t. 2a J=5. 6 Hz). 3.55 (t. 
2H, J=6. 6 Hz). 3.78-3.83 (m. 5H). 4.16 (t. 2H, J=5. OHz). 4.38 (s, 2H). 6.38 
(d, 1H, J=0. 8 Hz), 6.93-7.00 (m. 3H). 7.39-7.49 (m, 5H), 7.54 (d, 1H, J=2. 2 
5 Hz), 7. 79 (s. 1H). 
###J 1 7 9 

7 - (4-^h^->ih + y7i^l/) -1- (3-7'JJWf^) -2, 3 
-f/kHn- 1 -^>'/7^>- (3 10mg) <D^h 
7kK077> (2 lm 1 K (2 1ml) (DM&mmz 1 N*Wtlt-J- 

10 hU ^ATKMc (7ml) &1}UXMi&X'3Bmm.ft^fz. 0 *CT7KS:i)PA, 

s^tci N^m^uxxmmzLx (ph=4) niifju-imife. mmm 

Tt#^nfci#^A^>T?5feoTffi0^ B «!:LT7- (4-^^>lH + 
v-^x-^) -1- (3-7';;^^) -2, 3->*fc:Fni- 1 -^>VTi£ 

15 tT>-4-73;i/^>m (3 12mg) £#/io 

'H-NMR (200MHz, CDC1 3 ) a 0.93 (t, 3H, J=7. 2 Hz), 1.31-1.45 (m, 2H), 
1.55-1.70 (m. 2H), 2.79 (t, 2H, 1=4. 6 Hz). 3.30 (t, 2H. J =4. 6 Hz). 3.56 (t. 
2H, J=6. 6 Hz). 3. 81 (t. 2H. 1=4. 8 Hz). 4.16 (t. 2H. J=5. OHz). 4.40 (s. 2H). 
6.38 (s. 1H). 6.95-7.01 (m. 3H). 7.40-7.49 (m. 5H), 7.55 (d, 1H. J=2. 2 Hz). 

20 7. 90 (s, 1H). 

TtMftffi C 2g H 3l N0 5 -0. 2H 2 OCalcd. C. 72. 29 ; H. 6. 80 ; N. 3. 01 : Found. C. 72. 15 ; 
H. 6.95 ; N, 2.93. 
18 0 

7- (4-yh*-/Xh^y7x^) -2, 3 - V t H D - 1 -^>^Tif 
25 tf>-4-*M>i^^K3 0 0rag), 2-Xb^>X7^fkH (5 
7 0mg) (Dl, 2-y^QDX^> (10ml) feWZ h U Ziz h*->7.k5^b 
/fc^iH^MJ^A (4 0 2mg) $iDAgifi^T, £itT 5 B FpHtJfcUfc. 
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A^D"7h^77^ -TMU^T (^\^it> : itiX5 : ;V= 3 : 1) HfecMtK 
#j£LT7- (4-7h^ylh + ->7i-jW -1- (2-Ih^>vJl') 
-2,3 -yt Hd- 1 -^>V/7*tftf>-4 - *;^>Sl^fiK4 0 2mg) 

5 'H-NMR (200MHz, CDC 1 3 ) 6 0.93 (t. 3H, J=7. 4 Hz), 1.33-1.64 (m, 7H). 2.81 
(t. 2H. 1=4. 4 Hz), 3.34 (t, 2H. J=4. 4 Hz), 3.55 (t, 2H, J=6. 6 Hz), 3.78- 
3.82 (m, 5H). 4.04-4.18 (m, 4H). 4.58 (s, 2H). 6.74-6.99 (m. 6H). 7.14 (d. 
1H. J=7. 8 Hz), 7.32 (dd, 1H. J =8. 4. 2. 6 Hz). 7.46 (d, 2H, J=8. 8 Hz), 7.54 
(d, 1H. J=2. 2 Hz), 7. 84 (s. 1H): 
10 18 1 

7- (4-7*h4 : yXh + y7x^). - 1 - (2-lh^y^>yJW -2, 
3-5>fc HP- 1 -^>VTif tf>-4-*;i/3^>m^^U (4 0 2mg) 
h7tHD77>(24ml). (24ml) <7)^?«^ 1 NTK^Kt 

T^hU^ATK^ (8ml) £iOA^iST4 B RJMt^bTCo #t^T 0 'CTzKSrSO 

15 ■zziziNmm&tnz-TmmzLT (ph=4) mm^j^mmLx.. m 

&L^*V>-mm^)\'frZni&M s LTn&<DBi 3 BLVT7 - (4-7h*y 

X h + y7x^JW -1- (2-ib^>y;W -2, 3-^fcKD-l- 

^>l/T-tfhf>-4-7j;U^>^ (2 9 7mg) £r#fco 
20 'H-NMR (200MHz. CDC 1 3 ) 6 0.93 (t, 3H, J=7. 0 Hz). 1.34-1.47 (m. 5H), 

1.50-1.65 (m. 2H), 2.83 (br. 2H). 3.37 (br. 2H). 3. 55 (t. 2H, J=6. 6 Hz). 3.80 

(t. 2H. J=4. 4 Hz). 4.10 (q. 2H, J=5. 0 Hz), 4.16 (t. 2H. J=4. 8 Hz). 4.59 (s. 

2H), 6.82 (d. 1H, J=8. 8 Hz), 6.90-6.99 (m. 5H). 7.15 (d, 1H. J=7. 4 Hz). 

7.26-7.37 (in. 1H). 7.46 (d, 2H. J=8. 8 Hz). 7.56 (d. 1H, J=2. 2 Hz). 7.94 (s. 
25 1H). 

7tMW3\ C 32 H 37 N0 5 Calcd. C. 74. 54 ; H. 7. 23 ; N. 2. 72 : Found. C, 74. 48 ; H, 
7. 17 ; N, 2. 92. 
18 2 

3-tHP+y^>X7Jl/Tt:H (10. 0 g) ©DMF (12 0ml) 
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tcM&^u^A (i 5. 8g)> l-yot^a/^ (12. i g) &ip*.» 

5 *->^>X7;VfhH (13. 4g) 

'H-NMR (200MHz, CDC1 3 ) 5 1.05 (t, 3H, J =7. 4 Hz), 1.75-1.93 (m, 2H). 3.99 
(t. 2H. J=6. 6 Hz), 7.15-7.21 (m, 1H), 7.39 (d, 1H, J=2. 6 Hz). 7.41-7.45 (m. 
2H). 

mmm 1 s 3 

10 7- (4-yh*yib+y7z-JW -2, 3 -yt Hp- 1 -*<>V71Z 
fcf>-4-#;M*>&.?WM3 0 Omg), 3-yo^y^>X7^fk H(6 
2 3mg) Ol, 2-y^DOl^> (1 Oml) mmz h 'J Tir h^v-TK^t: 
(8 0 4mg) ?:5DA.^^I?fflMT> ^r£T 5 BM8fc*fcbfc. 

A^707hy , 77^-T«iUT (^1f> : »Kl^= 3 : 1) S£fe©?ffi# 

M£VT7- (4-7 , h + yih^y7x-JW -1- (3 -:7°P#=}r 

;l/) -2, 3 ->>fc: HP- 1 -^> N /Tif bf >- 4 -*;P#>K>5=-;U (4 1 2 

mg) &nft. 

20 'H-NMR (200MHz, CDC1 3 ) <5 0. 89-1.09 (m. 6H), 1.33-1.45 (m, 2H), 1.55-1.55 
(m. 2H). 1.74-1.85 (m, 2H), 2.78 (t. 2H. J=5. 2 Hz). 3.31 (t. 2H, J=5. 2 Hz), 
3.55 (t. 2H, J=7. 0 Hz), 3.78-3.83 On, 5H). 3.90 (t. 2H, J=6. 6 Hz), 4.16 (t. 
2H, J=5. 4 Hz). 4.55 (s. 2H), 6.80-6.89 (m, 4H), 6.97 (d, 2H. J=8. 8 Hz), 
7.22-7.49 (m. 4H). 7.54 (d. 1H, J=2. 2 Hz). 7.82 (s. 1H). 

25 18 4 

7- (4-7'h + yXh + y7i^) -1- ( 3 -:7*P#3 1 ~>^>>W - 
2, 3-yk HP- 1 -^> < /Tirtf>-4-*;^>i^^5 1 ;U (4 1 2mg) 
©fh7tFD77> (24ml), (2 4m 1 ) (Dg'&igifcK: 1 NtK 

Kte^HJ^AzMgafc (8ml) ^1»AIST4 BHJ*#Lfc. #^T?0t;Tzk 
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£J0A, SSfclNifiBfc&tD*.T»ttteLT CpH=4) ^tXfJUrttffibfc. 

->Xh^v-^^-JU) -1- (3-yD^y^>yJV) -2, 3-ykFo- 
5 1 -^>V7-W>- 4-t))\s#>m (3 0 8mg) £f#fco 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 4 Hz), 1.03 (t. 3H, J=7. 2 Hz), 
1.30-1.50 (m. 2H). 1.50-1.70 On. 2H), 1.74-1.85 (m, 2H). 2.81 (br, 2H), 3.35 
(or. 2H). 3.56 (t, 2H, J =6. 6 Hz), 3.81 (t. 2H, J=4. 4 Hz), 4.16 (t. 2H. J=5. 6 
Hz). 4.57 (s, 2H). 6.81-6.91 (m. 4H), 6.98 (d, 2H, J=8. 8 Hz). 7.24-7.35 (m, 
10 1H). 7.38 (dd. 1H. J =8. 4. 1.4 Hz), 7.47 (d. 2H. J=8. 8 Hz), 7.56 (d. 1H, J=1.4 
Hz). 7.93 (s. 1H). 

TtmftVt C 33 H 39 N0 5 Calcd. C. 74. 83 ; H, 7. 42 ; N. 2. 64 : Found. C. 74. 76 ; H, 
7. 38 ; N, 2. 74. 
##0>| 18 5 

15 7- (4-^h^yXh^y7iXJW -2, 3 -yt h'D - 1 -^>77t 4 
t!>-4-*M>i^^ (3 0 Omg), 2, 5 - h=^y^>X7^fk 
K (6 3 lmg) (Dl, 2-y^DDX^> (1 Oml) MWZ h »J T-fe is 
TkmitfrVmj-hVOl* (8 0 4 2mg) ^iPA^^#H^T, ^iST 5 B Kit 

ftistzo ^x^iuxmm.^)ixmtni^rc. mmm^ma-k^^xm-ox^i 
y;w7A^D7 htf^yj-Tffimhx (^\^it-> : mm^ji= 3 : n m 

£<Dfa:|»<hLT7 - (4-yh^yXh+y7xrjM -1- (2, 5-:x* 

h^->^>v^;u) -2, 3-f/tFP- i -^>V7iftr>-4-^;u^>m^ 

' 3=-;U (2 9 Omg) &ntZo 
25 'H-NMR (200MHz. CDC1 3 ) «5 0.93 (t. 3H. J=7. 4 Hz). 1.37-1.45 (m. 2H), 

1.55-1.70 (m, 2H). 2.81 (br. 2H). 3.34 (br. 2H), 3.55 (t. 2H, J=7. 0 Hz). 3.70 
(s. 3H). 3.78-3.84 On. 8H). 4.16 (t. 2H. J=5. 4 Hz). 4.53 (s. 2H). 6.75-6.83 
On, 4H). 6.97 (d, 2H. J =8. 8 Hz), 7.30 (dd. 1H, J=8. 8. 1. 3 Hz). 7.46 (d, 2H, 
J=8. 8 Hz), 7.57 (d. IE, J=l. 3 Hz), 7.83 (s. 1H). 
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###J 18 6 

7- (4-^h^vxh=\r->^xnjU) -l - (3-ya#=i i y^>y» - 
2, 3 -S?fc HD- 1 -^>V r T-tftf>-4-^;^>m^^;l/ (2 9 0mg) 
(D^h^^^oyyy (2 1ml), ^ / -JU (2 1ml) 1 N?Jc 

5 K-fb^-hUf (7ml) &1X\x.m.ffi.T* 4 B|B18fc#L£. ^^TO*CTtK 

£&KllNJftK£SDATKttfc:bT (pH=4) g*fi&X?\>UT«&ajL&. 

i/Xh^y7xrjl/) -1- (2, 5 -v 5 * H3r>"S>S?;W -2, 3-ykH 
10 D- 1 -^>V r T"fcftf>-4-^;U^>M (2 3 7mg) £r#fc, 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H, J=6. 8 Hz), 1.32-1.45 On, 2H), 
1.50-1.64 On. 2H), 2.83 (br. 2H). 3.35 (br, 2H). 3.55 (t. 2H, J=6. 6 Hz), 3.71 
(s. 3H), 3.80 (t, 2H. J=5. 0 Hz). 3.84 (s. 3H). 4.16 (t. 2H. J=5. 6 Hz), 4.55 
(s, 2H). 6.75-6.83 (m, 4H). 6.97 (d. 2H. J=8. 8 Hz), 7.35 (dd. 1H, J =8. 8, 1.3 
15 Hz). 7.46 (d. 2H. J=8. 8 Hz). 7.54 (d, 1H, J=l. 3 Hz). 7.93 (s. 1H). 

7tmttVf C 32 H 37 N0 6 -0. 1H 2 0 Calcd. C. 72. 05 ; H, 7. 03 ; N. 2. 63 : Found. C. 71. 83 ; 
H. 7. 18 ; N, 2. 57. 
18 7 

7- (4-yh^>ih^>7xz;W -2, 3-S?kHn-l-^>!/7-£ 
20 H>-4-*M>i^^ (3 0 Omg), 2 -7MD^>X7Jl/ft: H (4 
7 lmg) 01, 2-y^POl^> (1 Oml) ?gf£te h U T-fe h^f v'TKaRffc 
/fc^fil^h'J^A (40 2mg) SriD^SE^HStT, iiT5 0M8BfUfe. 

25 A^D7h^77^-TiiLT (A+iJ->:»iX^=3 : 1) 

$l<hbT7- (4-7*h*ylb^/7xZjW -1- ( 2 -7 )VJrw<>is)V) 
-2, 3 ->>k HP- 1 -^>y7-feftr >-4-*M>i^fJK3 8 2mg) 

■H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H, J=7. 0 Hz), 1.30-1.45 On. 2H). 
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1.54-1.70 On, 2H). 2.80 (t, 2H, J=4. 0 Hz), 3.34 (t, 2H, J=5. 2 Hz), 3.55 (t, 
2H. J=6. 6 Hz), 3.78-3.83 (m 5H). 4.16 (t, 2H, J=5. 2 Hz), 4.63 (s. 2H). 6.82 
(d, 1H, J=8. 8 Hz). 6.95-7.48 (m. 9H), 7.56 (d. 1H, J=2. 2 Hz). 7.82 (s. 1H). 
18 8 

5 7 _ (4-7>^->xh*->:7aLH;i/) -1- ( 2 - 7 )1>*W<>Z?)V) -2, 
3 i -^>>/7-t£ \±>-A-t!)V^>m^)V (3 8 2mg) <D^- 

h7kl<077> (2 4m 1 ), J—)V (2 4m 1 ) (DW^^W^ 1 NTK^fb 
^-h'J^ATK^ (8ml) £3JQA^ST4 B^Jt^bfc. X^T: O^T'fc&m 
7L. Zt>\ZlNm.M*m?LTMmz'UT (pH=4) iil^tttHilf:. W 

*LA^>-itKX^^e>S^ H bTffe©^<!:bT7- (4-^h^-> 
Ih^y7xZJW -1- (2 -:7;M-n^>^;U) -2, 3-^hFo-l- 
^>V7iftf>-4 -#;i^>^ (3 0 9mg) £rf#/io 
'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 2 Hz). 1.34-1.45 (m.. 2H). 

15 1.54-1.65 (m. 2H). 2.81 (br, 2H). 3. 37 (br, 2H), 3.55 (t. 2H. J=6. 8 Hz). 3.80 
(t, 2H. J=4. 4 Hz). 4.16 (t. 2H. J=5. 6 Hz). 4.65 (s. 2H). 6.84 (d. 1H, J=8. 4 
Hz). 6.98 (d, 2H, J=8. 8 Hz). 7.06-7.15 (m. 2H). 7.24-7.40 (m. 3H). 7.46 (d. 
2H. J=8. 8 Hz). 7.57 (d. 1H, J=2. 6 Hz). 7.93 (s. 1H). 
TtmftVr C 30 H 32 N0 4 F Calcd. C. 73.60 ; H. 6.59 ; N. 2.86 : Found. C. 73.48 ; 

20 H. 6.46 ; N. 3.01. 
#5t#J 18 9 

7- (4-7 r h^'>Xh^F>'^ain;l/) -2, 3 - yt Ha- 1 -^>^7if 

k?>-4-#;i'#>M^;i' (5 o omg), i 2 — r 

^y7il/fkH (6 9 6mg) (Dl, 2-y^DDl^> (2 0ml) mmz 
25 hUT-feh + '>7K^b*^^^hU^A (8 0 4mg) £iJDA^f5lf?BirK ^ 

yiJ*7"'JW7A^D7 h^^-T^LT (gmx^;» Jtfeofa 
^ttT7- (4-7'h4yIh^y7x^) -1- [( 1 5 *V 
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_ ;u _ 2 ->r;W) ^)V\ -2, 3-yk FD - 1 — ^>l/Tif tf>— 4—j3)V 
tfymt^fr (3 6 7mg) zntzo 

'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H. J=7. 2 Hz), 1.38-1.45 Cm. 2H), 
1.54-1.65 (m. 2H), 2.41 (t. 2H. J=4. 4 Hz). 3.30 (t, 2H. J=5.0Hz). 3.51 (s, 
5 3H), 3.56 (t. 2H. J =6. 2 Hz). 3.79-3.83 (m. 5H), 4.17 (t, 2H. J=4.4Hz). 4.61 
(s, 2H). 6. 88 (d, 1H, J = 1.0Hz), 6.97-7.06 (m, 4H), 7.44-7.50 (m, 3H), 7.56 
(d. 2H. J=2. 2 Hz), 7. 77 (s. 1H). 
0%m 19 0 

7 - ( 4 -^h^>Xh^y7x-JW -1- [(l-^fM5^/-Jl/- 2 
10 -^)V) *^)V\ -2, 3 -f/t F.n- 1 -^> > /Tiftf>-4-*;U^>^^ 
(3 6 7mg) h^t KP7^> (24ml), S—)\> (24ml) 
(DU&mmz 1 NTK^b^" h U O AtK^ (8ml) ^riP^^T 3 S F*Sif # b 
fc, ^^TO'CrTK^JlOA. $^^lN^^JDDAT4"t4^bT^X^;i/Tia 

-yh+->xF^>7x^) -l - [(i -*^-;i"f ay/— ;w-2 — nv) * 

^ )V[ _ 2 , 3-ytb'O-l -^>y7-iftf>-4-^;i/^>M (2 8 5mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 4 Hz). 1.30-1.50 On. 2H), 
20 1.54-1.70 (m, 2H), 2.47 (br. 2H), 3.32 (br. 2H), 3.54-3.59 (m, 5H). 3.80 (t. 
2H. J=4.4Hz). 4.16 (t, 2H. J=5. 4 Hz). 4.68 (s, 2H), 6.88 (s, 1H). 6.98 (d, 
2H. J=8. 4 Hz), 7.03-7.07 (m. 2 H), 7.45-7.49 (in, 3H). 7.57 (d. 1H, J=2. 2 
Hz), 7.85 (s. 1H). 

Ttm^m C 2S H 35 N 3 0< Calcd. C, 70.42 ; H, 7.39 ; N. 8.80 : Found. C, 70.27 ; 
25 H, 7. 43 ; N. 8. 73. 
19 1 

7 - ( 4 -yh^-/xh^>7x^) -2, 3-ykKo-l-^>77t* 
¥y- 4-%)\,#ym.*^)l (3 0 Omg). 2-f77-MM+y7^fk 
H (44 5mg) ©1, 2-y^DDX^> (2 0ml) ^i:h'J7th*y 
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7KBit^M^- b u r>A (4i6mg) ^mx^mnm^T, ^i&ti swats* 

5 0?ft^#JtLT7- (4-^h*ylh^y7iZJW -1- &7*S—)V-2 

-2, 3-yt Ho- 1 -^>l/y-tftf>-4-^;i/^>^^^ 
JU (2 1 2mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 2 Hz), 1.34-1.45 On, 2H), 
1.57-1.70 (m, 2H), 2.87 (t, 2H, J=4. 4 Hz). 3.42 (t. 2H, J =4. 4 Hz). 3.55 (t. 
10 2H. J=6. 6 Hz). 3.78-3.82 (m. 5H). 4.16 (t. 2H, J=5. 6 Hz). 4.86 (s, 2H). 
6.95-7.00 (m. 3H), 7.30 (d. 1H. J=3. 2 Hz). 7.40 (dd. 1H. J =8. 4. 2. 2 Hz). 7.46 
(d. 2H. J=8. 6 Hz). 7.56 (d. 1H. J=2. 6 Hz). 7.78-7.81 On. 2H). 
19 2 

7- (4-7>^yXh^y7i-JI^) -1- (f77- )V- 2 )\z*3-)V> 
15 -2. 3-ykKD-l- / 0 , /7t'H>-4-*;^>i^5 : ;K2 12mg) 
<D=r h7kKD77>(18ml), ;* 9 J (18ml) (DM&mmz 1 N7jc 
figft^hUtfAzKiSSc (6ml) *lP^L*ilT<*««t#bfc. fr^X' O , CT?7K£ 

fflfP AifiTKTifeV^K^ ^ ^ ->7A« $ itfco £«JBETT?S* L 
20 >-iiXfM^S^f B UTffi©^ B tlT7- (4-7h + yIh^>7 

xXi;l/) -1- (^7^-2-^;^^) -2, 3-v>fc h*D- 1 

VT-£¥>- 4 (153mg) Sr&fc. 

'H-NMR (200MHz, CDC1 3 ) (5 0. 93 (t. 3H. J=7. 6 Hz), 1.34-1.45 On. 2H). 

1. 54-1. 65 On. 2H). 2. 89 (br. 2H). 3. 45 (br, 2H). 3. 55 (t. 2H. J=6. 6 Hz). 3. 80 
25 (t. 2H. J=4. 4 Hz). 4.16 (t, 2H, J=5. 6 Hz). 4.88 (s. 2H). 6.96-7.01 On. 3H), 

7.31 (d, 1H. J=3. 2 Hz). 7.46-7.49 On, 3H), 7.57 (d. 1H. J=2. 6 Hz). 7.80 (d, 

1H, J=3. 4 Hz). 7. 91 (s, 1H). 

Tzmftffi C„H 30 N 2 0 4 S Calcd. C. 67. 76 ; H, 6. 32 ; N, 5. 85 : Found. C. 67. 76 ; 
H. 6. 39 ; N, 5. 70. 
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#%#| 19 3 

(1. 5g), 2-^h^y^>X7;i/TkH (3. 62g) ©1, 
X^> (5 Om 1) h U 7t h*->**ft*!>*t h U (2. 8 2 g) 

(A*U->:»iX^=5 : 1) ife©M^l/T7-7'D ; E-l- (2- 
^h^«>^>>?;P) -2, 3-v f fcHD-l-^> % /7-bftf>-4-^;^>m 

io (i. 6 2 g) znti* 

'H-NMR (200MHz, CDC1 3 ) <5 2. 79 (t. 2H, J=5. 2 Hz), 3. 29 (t, 2H. J=5. 6 Hz), 
3.80 (s. 3H), 3.86 (s. 3H), 4.50 (s. 2H). 6.60 (d, 1H, J=9. 2 Hz). 6.88-7.07 
(m, 3H), 7.16 (dd, 1H, J =8. 8. 2. 6 Hz), 7.20-7.31 (m. 1H), 7.46 (d. 1H. J=2. 6 
Hz). 7. 64 (s. 1H). 
15 ##0»J 19 4 

7-7'0 ; E-l- (2-* hJris'OitM ~2, 3-^kKo-l-^>7 
Tif tf>-4-*;W#>K^^l' (7 1 2mg), 4 - ^D^^ xXJl/sfttflfc 
(4 16mg). (6 3 6mg) £h;l/X> (25ml), x^7 — 

;U (2. 5ml), 7k (2. 5ml) KfflHBS-fr, 7;W>^TT3 0W 
20 #L7Co *Uffh7^ h U 7x-Jl^7tX7^ >/\°^v^A (14 3mg) 

T««l/T (A+^jftlX^S : 1) ffeO^#ltbT7- (4-^ 
25 □#+->7ix;W -1- (2-* -2, 3-ykFo-l- 

^> N /Ti?tf>-4-*;i-#>m^5 1 ;i/ (6 6 3mg) £t#7c 0 
'H-NMR (200MHz. CDC1 3 ) 5 1.05 (t, 3H. J =7. 2 Hz). 1.81-1.88 On, 2H). 2.82 
(t, 2H. J=5. 2 Hz). 3.34 (t, 2H, J=5. 2 Hz), 3.82 (s. 3H), 3.88 (s. 3H). 3.95 
(t. 2H, J=6. 6 Hz). 4.56 (s. 2H). 6.76-7.15 (m. 6H). 7.26-7.35 On. 2H), 7.45 
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(d. 2H. J=8. 8 Hz), 7.57-7.60 On. 1H), 7.84 (s, 1H). 
##0»J 19 5 

7 - (^D^-/7xz;i/) -1- (2-^h*->.^>^;W -2, 3-yk 
x -^>y7-tft: 0 >- 4 -tUltfyM^^fr (6 0 1mg) Ofh7tF 
5 n:7^> (3 9ml), (3 9ml) ©fi^»»K: 1 N*ft{k^" b U ^ 

A*«* (13ml) SHfl^LSaT4BH^tfc. 0 *CT**ftl*.. £ 

lWe,B^ibTtfe0^ttT7 - (4-^D#^^7oi^) -1- 
10 <2-*h*>"S>5>;i/> -2, 3-v ? tHP-l-^> % /T-t?tf>-4-*;U 
7^>m (4 0 6mg) £#fco 

'H-NMR (200MHz. CDC1 3 ) <5 1.05 (t. 3H, J=7. 2 Hz). 1.77-1.88 On. 2H). 2.84 
(t. 2H. J=4.8Hz). 3.37 (t. 2H. J =4. 8 Hz). 3.88 (s. 3H). 3.95 (t. 2H. J=6. 6 
Hz). 4.58 (s. 2H). 6.79 (d. 1H, J=8. 8 Hz). 6.92-6.96 On. 4H). 7.14 (d, 1H. 
15 J=6. OHz), 7. 26-7.37 On. 2H). 7.46 (d. 2H. J=8. 8 Hz). 7.56 (d. 1H. J=2. 2 Hz). 
7. 95 (s. 1H). 

Ttmftffi C 29 H 29 N0 4 -0. 3H 2 0 Calcd. C. 75. 56 ; H. 6. 47 ; N, 3. 04 : Found. C. 75. 47 ; 
H. 6. 58 ; N. 3. 04. 
19 6 

20 ^U->T3ia«Gofc6 0%7m<ti-hW2x (1- 5g) ©^ifh7tH 
U7?y (3 0ml) Mmmz4-7u^\Z ; 7^~-)V (5. 0 g) <0ft*lfh7 

tHo77> (30ml) mm&ov,. mmnm§§.TT*ffiTisrz.'&mmzmvT 
lmmm&vrzo zom&mzs (5. 3ig) «fh7th*a 

y^ymm (20ml) &0t> 2*»H»TT«Tbfcfc£»KRl/T3WrM 

* 

;i/ (5. 1 2 g) 

'H-NMR (200MHz. CDC1 3 ) a 3.89 (s. 3H), 7.38 (s. 1H). 7. 44 (s. 1H). 
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###| 19 7 

4 _y D t- i -^jUtf^/-;K3. 0 g) 0ft*f>7tHo77>(5 
0ml) 8«fc-7 8t:, a**HftTt*^Tn-^Uf9A (14. 0 
ml. 1. 6M^>*«) fciTFLfc. 3 0»ft, DMF (6. 8 g) ft- 

TO-CtlNti (50ml) *JQ*T3 0#«J*bfc«< lN*lftthU-7 

mjET-cmm *m3k v xn *> nrzmm * u * y;n& ? a * □ t h ^ ? 7 -r 

Jl/kT5\/-;i/-4-^;l/#^> / T;i'^t: H (5 4 0mg) £#7c. 

'H-NMR (200MHz. CDC1 3 ) 5 3.97 (s, 3H). 7.91 (s. 1H), 7.96 (s. 1H), 9.86 (s, 

1H). 

19 8 

7- ( 4 -^h + yXh*y7x^) -2, 3 - 5>fc F D - 1 VTif 
t>-4-AM>8^^K3 8 8mg), 1 - 4 
^S/T^tH (5 4 0mg) ©1, 2-y7DDX^> (1 5ml) 8MeK: h 
UT-feh^->'7K^b*^*^-hU7A (5 19mg) &ira*.£a&3£ffl&T, 

2 : 3) ||&<»47c425<bbT7 - (4-7'h + yIh : l : v7i^) -1- C(l 
-^^;Utf7\/-;U-4— f;W -2, 3-ykHD-l-^/7f 

tf> _ 4 _^;l / ^>^^^;p (3 2 1mg) £rt#fco 
'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t. 3H, 1=7. 4 Hz), 1.34-1.45 On. 2H). 
1.50-1. 70 (m, 2H). 2.76 (t, 2H. J=5. 0 Hz). 3.27 (t. 2H. 1=5. 0 Hz). 3.56 (t. 
2H. J=7.0Hz). 3.78-3.83 (m. 5H). 3.89 (s, 3H). 4.16 (t. 2H. J=5. 2 Hz). 4.42 
(s. 2H). 6.92-7.00 (m. 3H). 7.29 (s. 1H). 7.40 (dd, 1H, J =8. 4, 1.8 Hz). 
7.45-7.49 (m. 3H). 7.54 (d. 1H. J=2. 2 Hz). 7.78 (s. 1H). 
###J 19 9 
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7- (4-^h+ylh + y7x-JW -1- [(l-*3\H/fc!7\/-;U-4- 

)V (321mg) ®Th7kh'077> (24ml), — ;P (24ml) tf> 

^^££lN7K&fc^hU#A7ki§& (8ml) fciDAMT 3 B MitJfcUfc. 

h^xh^^-^) - l- [(i-^^t?7^-4-^;W 

-2, 3 -j?h Hn - 1 -^>l/71f 4-M#>t (2 3 9mg) 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t. 3H. J=7. 4 Hz), 1.34-1.49 (m, 2H). 
1.55-1.65 On. 2H), 2.79 (t. 2H. J=4. 2 Hz). 3.30 (t. 2H. J=4. 2 Hz). 3.56 (t. 
2H. J=8. 6 Hz). 3.81 (t. 2H. J =4. 8 Hz). 3.90 (s. 3H). 4.16 (t, 2H J=5. 2 Hz). 
4.44 (s. 2H). 6.94-7.01 (m. 3H). 7.30 (s. 1H). 7.40-7.50 (m, 4H). 7.56 (d. 
1H. J=2. 0 Hz). 7. 90 (s. 1H). 

Timfrffi C z8 H 33 N 3 0 4 Calcd. C. 70.71 ; H. 6.99 ; N. 8.84 : Found. C. 70.52 ; 
H. 6. 90 ; N. 8. 70. 
#%#J 2 0 0 

! 5*/—* (10. O g) (Dtifl>7tHo77> (2 0 0ml) 

^lC-7 81C, ^mnmnrf^^Xn-Zf^JW)^^ (9 l. 3ml, 1. 
6M^t>»») ^rSTLfc. 3 0m DM F (4 4. 6 g) ^-7 8^. 

mmnmm.Tiz^xmTVfz^ mwzmisT 2mrm&i<tio ^totT 

1NIS! (2 0 0ml) §MT3 0fl«#Lfc«, 1 N*Btft^ HJ £ A*J8 

EETT*«&«*UT*Jltfi©«ft«»4: tt 1 - 5 - Z^S-JV*** 

^yT^fkH (11. 7g) 

'H-NMR (200MHz. CDC1 3 ) 6 4.19 (s. 3H). 6.90 (d. 1H, J=2. 2 Hz). 7.54 (d. 1H. 
J = l. 8 Hz). 9. 88 (s. 1H). 
###J 2 0 1 
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7- (4-^h+yXh^rx7x-JW -2, 3-> ? hFo-l-^>\/7-tf 
tf>-4-7a;l'^>^^^ (5 0 Omg), 1 )l- 5 -7J,M^ 

=^>7;i/xfc F (696mg) GDI, 2-y^ODX^> (1 5 m 1) felfclZ h 
UTilh^*iiHfc*£fSf:J-HJr7A (6 7 0mg) £inA£f*2£B&Tv ^iS 

Tift o ^ ~> £ AT?tt* * -&feo »ttt£*flETT«£ UTt# 6 nfcSJBE 

2 : 3) tfe«i^:LT7- (4-7*^">Xh*->7x-;W -1- [(1 

-^^;Hf5\/-;P-5— f;W **)V\ -2, 3-7kHn-i-^/71f 
10 ¥>-4-jJ)l>#>M*3 L )l> (391mg) ^ifco 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t. 3H, J=7. 4 Hz) . 1. 34-1. 45 (m, 2H). 

1.55-1.70 On. 2H), 2.58 (t, 2H, J =4. 8 Hz). 3.27 (t, 2H. J =4. 8 Hz). 3.56 (t. 

2H. J=7.0Hz). 3.79-3.83 (m. 8H). 4.17 (t. 2H. J=4.4Hz). 4.52 (s. 2H), 6.22 

(d. 1H. J=l. 8 Hz). 6.92 (d. 1H. J=8. 8 Hz). 6.99 (d. 2H. J=8. 8 Hz). 7.40- 
15 7.50 (m. 4H). 7.57 (d. 1H. J=2. 2 Hz). 7.79 (s. 1H). 

###J 2 0 2 

7 - ( 4 -^h + ylh + y7x-;i/) -1- [( 1 - ^)V\f. 7*J-)V- 5 - 

<;u) -2, HP- 1 -^>VTHftr>-4-7j;^>m^5 1 

;V (3 9 lmg) 0fb7kHO77> (2 4m 1 )> ;U (24ml) <£> 

20 S^^tiCl NTK^b^-K'J^ATK^ (8m 1) SrflnA^ST 3 B WIJ*#bfc. 

TTg£l^t>-ifxWb^l/Tffe©^iitT7- (4-7* 

h+yih+y7x-jw -l - [(i-^^;i/E^y-;u-5-<;w) 

25 _ 2 , 3->?fc Ho- 1 -^>yTiffcf>- 4 (2 6 3mg) 

'H-NMR (200MHz. CDC1 3 ) 5 0.93 (t. 3H. J=7. 0 Hz). 1.34-1.45 On, 2H). 
1.55-1.65 (m. 2H). 2.62 (br. 2H). 3.30 (br. 2H). 3.56 (t. 2H. J=7. 0 Hz). 
3.79-3.84 On, 5H). 4.17 (t. 2a J=5. 0 Hz). 4.54 (s, 2H). 6.22 (d, 1H. 1 = 1. 8 
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Hz). 6.93 (d, 1H, J =8. 8 Hz). 6.99 (d. 2H. J=8. 8 Hz). 7.43-7.50 (m. 4H). 7.58 
(d. 1H. J=2. 2 Hz). 7. 89 (s. 1H). 

TtmftVr C 28 H 33 N 3 0 4 Calcd. C. 70.71 ; H. 6.99 ; N. 8.84 : Found. C. 70.48 ; 
H. 6.90 ; N, 8.80. 
5 ###J 2 0 3 

2, S-y^fiKV^Z-il' (10. 0g) OSttK (10 0ml) izfe 
frb, (3 5. 3g). 4 0 KsfcJUATJl^k FTkitfS (4 6. 4g) ^Ot 

TUnAfc&, 7 OW&mamistt. 0 < C-eiN7K^b^-h'J^A7K^T4'fP 
bT, *DD#;VAT3lElfflffibfc. aT^y^AT^^tfet, MEET 

^^;u-2, 5-5?^^;wy=r*-y-i/-;w (2. 5 4g) wc. 

•H-NMR (200MHz. CDC1 3 ) 6 2.31 (s. 3H). 2.39 (s. 3H). 4.48 (s. 2H). 
###J 2 0 4 

4-t HP^v'^^Jl'- 2, 5-'^fMVWy- (2. 45g)<D 
15 SiXfJl/ (5 0ml)'«Stt-^b7>^> (2 4. 5 g) SrJJD*., ^iS 

tn (i . 5 g) znrzo 

'H-NMR (200MHz. CDC1 3 ) <5 2.42 (s. 3H). 2.69 (s. 3H). 9.95 (s. 1H). 
20 2 0 5 

7 - (4-^h^ylh^y7x'jW -2, 3 - >> t H P ~ 1 ~^>VT^ 
H>-4-M*>^^K5 0 0mg), 2, 5 -^^5 t ;W'f V*^*/— ;W 
-4 - tJ)V^^7)^\=- F (7 9 lmg) <7) 1 , 2-y^ODl3'> (15m 
1) ^tCbUT-feh^->7K^k^C7m^-hU^A (2. Og) £ia*.3S*»ffl 

8x3^=3 : 1) lt6<&«M#»£kT7- (4-^b^>Xh*y7i^) 
-1- [(2, 5-5>>^M'V*lJ- % /-;W-4--r;W -2, 3-yk 
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j«p_l_X>»/7-£fc!>-4-#;W#>»*^ (3 0 9mg) 
'H-NMR (200MHz, CDC1 3 ) <5 0.94 (t, 3H, J=7. 4 Hz). 1.34-1.48 On. 2H), 
1.49-1.68 (m. 2H), 2.19 (s. 3H), 2.27 (s. 3H). 2.59 (t, 2H. J=4. 0 Hz). 3.13 
(t. 2H. J=4.4Hz). 3.56 (t. 2H. J=6. 6 Hz). 3.79-3.84 (m. 5H). 4.17 (t. 2H. 
1=4.6 Hz). 4.26 (s. 2H). 6.93 (d. 1H. J=8.4Hz). 6.99 (d, 2H. J =8. 8 Hz). 
7.42-7.50 (m. 3H). 7.57 (d. 1H. J =2. 2 Hz). 7.78 (s. 1H). 
2 0 6 

7 - (4 -^h^xh^>7z^) -1- [(l-^^;i/tf^^-^-5- 

;U (2 2 2mg) ©fh7tH077>(13ml), ^^;-jKl 3ml) © 
^^^lN7X^k^-hU->A7K^ (4. 4ml) ^M^T4 0F^ 
U7c. ^TO'C^K^QA, $ Si: 1 NtftSinATttt^UTifKx W 

4-<;u) -2, 3 -^bFP-i-^>^T-tftf>-4-^;^>^ 

(1 6 4m g) £#7c. 
'H-NMR (200MHz. CDC1 3 ) <5 0. 94 (t. 3H. J=7. OHz). 1. 34-1. 45 (m. 2H). 1.55-1.65 
On. 2H). 2.20 (s. 3H). 2.39 (s. 3H). 2.62 (br. 2H). 3.16 (br. 2H). 3.56 (t. 
2H. J=6.6Hz). 3.81 (t. 2H. J=4.4Hz). 4.17 (t. 2H. 1=5. OHz). 4.28 (s. 2H). 
6.93-7.02 On. 3H). 7.46-7.51 (in. 3H). 7.58 (d. 1H. 1=2. 2 Hz). 7.87 (s. 1H). 
Ttmftm C 29 H 35 N 2 0 5 Calcd. C. 70.85 : H. 7.18 ; N, 5.70 : Found. C. 70.71 ; 
H. 6.90 ; N. 5.43. 
#%#J 2 0 7 

7- ( 4 -7h^yXh+y7x-JW -2, 3 -5?fc Fd- 1 -'OVTTtf 
tf>_ 4 (40 0mg), 7Jl/7 7-)l/ (4 8 5mg) <7> 1 , 
2-y^DDI^> (15ml) ®Wi\Z h U h*^**^**^ ^ 'J 
(5 3 6mg) £in*S**B§*T, iITlBIBi»tfc. ^V^*fcJP^» 
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7b. »HE**EETT«*bT»6nfc3SiaiE«r. y'J^>7J7A^07h^77 
^— Tffi^lbT (^\^+>-> : @1F^X^;U= 3 : 1) Hfe^fft^i: UT 7 - (4 
-yh + '>Xh^>7xZJl/) -1- (2-7UJM^W -2, 
- l -^>^7iftf>-4-*^>^^^;i/ (3 19mg) «rf§fc. 

5 'H-NMR (200MHz. CDC1 3 ) <5 0.93 (t, 3H. J =7. 4 Hz). 1.30-1.45 On, 2H). 

1.46-1.70 On. 2H). 2.77 (t. 2H, J=4. 0 Hz). 3.30 (t. 2H. 1=4. 4 Hz). 3.55 (t. 
2H. J=6.6Hz), 3.78-3.83 (m. 5H). 4.16 (t. 2H. J=5. 0 Hz). 4.49 (s. 2H). 6.28 
(d. 2H. J=3.4Hz). 6.37 (dd. 1H. J =2. 8. 1.8 Hz). 6.98 (d. 2H. J=8. 8 Hz). 7.06 
(d. 1H. J=8. 8 Hz). 7.41-7.50 (m, 4H). 7.54 (d. 1H. J =2. 2 Hz). 7.79 (s. 1H). 

10 2 0 8 

7 - (4 _y^.>xh^>7x-;W -1- (2-7'j;M^W -2, 3 
HD _ 1 -✓<>>/T-t?tf>-4-*;V#>^^^ (3 19mg) <Z)^ h 
7tFD77> (2 lml), ^^y->»U (2 1ml) <DMG®mz 1 N*^k± 
h'J«7A7K»SK (7ml) SriOAmir?5 BMtttbfc. 3fcV>T?0'CT3KSJD*.. 

^M^^lTffi©^f B tlT7-(4-7> + ->Xh + y7xZ/V) 
-1- <2-:7U;loWW -2, 3-7kl ! B-l-^7W>-4-* 
(2 5 6mg) 

20 'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t. 3H. J=7.0Hz). 1.34-1.50 On. 2H). 

1.55-1.70 On. 2H). 2.79 (t. 2H. J =4. 4 Hz). 3.33 (t. 2H. J=4. 4 Hz). 3.56 (t. 

2H. J=6. 6 Hz). 3.81 (t. 2H. J=4. 8 Hz). 4.17 (t. 2H. J=4.8Hz). 4.50 (s. 2H). 

6.29 (d. 1H. J=3. 2 Hz), 6.38 (dd. 1H. 1=2.8. 1.8 Hz). 6.99 (d. 2H. J=8. 8 Hz). 

7.08 (d. 1H, J=9.0Hz). 7.42-7.50 On. 4H). 7.55 (d. 1H. J=2. 2 Hz). 7.90 (s. 
25 1H). 

Ttmttffi C 28 H 3I N0 5 Calcd. C. 72. 86 ; H. 6. 77 ; N. 3. 03 : Found. C. 72. 63 ; H. 
6. 67 ; N, 2. 82. 
2 0 9 

7- (4-7h^>lh=l i ->7xXjW -2, 3-^t^D-l-^OVTif 
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tf>-4-;fr;M*>B£.*3\>P (4 0 Omg), tf U 2 -*;^+y7^fh 
F (542mg) 01, 2-y^/ODX^> (15ml) ^h'JTth^y 
zK*fc*#*:J-HJ£A (1. 0 7g) £iin*.£as£ffl&T, iiSt* 4 B FbIH^ 

W7A^a-7^77^-Til!tT (^-tJ-> : B^mx^;i/= 1 : 1) S££ 
0itt«i:l/T7- (4-y'h^^J^b^~>yx.^)V) -1- (2-fcfUv^M- 
=5-)V) -2, 3-ykHD-l-^> v /7-i?tf>-4-M#>H^l' (3 7 
8mg) 

10 'H-NMR (200MHz, CDC1 3 ) 5 0.93 (t. 3H, J=7. 2 Hz), 1.34-1.45 (m, 2H), 

1.50-1.65 On. 2H), 2.84 (t, 2H. J=4.4Hz), 3.40 (t. 2H. J=4. 4 Hz). 3.55 (t. 
2H. J=6. 8 Hz). 3.78-3.82 (m. 5H). 4.15 (t. 2H. J=5. 2 Hz). 4.71 (s. 2H). 6. 82 
(d. 1H. J=8. 8 Hz). 6.97 (d. 2H. J =8. 8 Hz). 7.21-7.29 On. 2H). 7.35 (dd. 1H. 
J=8. 8. 2. 2 Hz). 7.46 (d. 2H. J=8. 8 Hz). 7.56 (d. 1H. J=2. 2 Hz). 7.67 (td. 

15 1H, J=9. 0. 2.0 Hz). 7.83 (s. 1H). 8.62 (d. 1H. J=4. 0 Hz). 
2 10 

7 - ( 4 -^h^->xh+y7x-jw - l- (2-truv ? ;v^5 L ;p) -2, 

3 -yk HD- 1 -^> , /7flf>-4-*M>i>f;i' (3 7 8mg) 0f 
h^t h'D77> (2 4m 1 K (2 4ml) (DM^Wz 1 NXMit 

20 ^-h'J^A7K^ (8ml) §jta*MT?2 BraittfLfc. ^T0t3T**lD 
$etciN^ms»D^T4»tttc:UTg^mx^Ttttbbfe 0 #M«7K. ffi 

-SHlf;W^Si^fBUTtfi0^it IT 7 - (4-7*f^>Ih+y7i 
- ;|/) _ ! _ (2-tTU -2, 3->?t HD-l-^>yTiftT> 

25 -4-*^>K (2 6 0mg) Sr^fc. 

'H-NMR (200MHz. CDC1 3 ) « 0.93 (t. 3H. J=7. 4 Hz). 1.30-1. 48 On. 2H). 
1.54-1.68 (m. 2H). 2.87 (t. 2H. J=4. 4 Hz). 3.43 (t. 2H. J =4. 4 Hz). 3.55 (t. 
2H. J=6. 6 Hz). 3.80 (t. 2H. J=4. 6 H). 4.16 (t. 2H. J=5. 6 Hz). 4.74 (s. 2H). 
6.83 (d. 1H. J=8.8Hz). 6.97 (d. 2H. J=8. 8 Hz). 7.20-7.31 On. 2H). 7.37 (dd. 



WO 00/76993 |^ PCT/JPOO/03879 

248 

1H, J=8. 8, 2.2 Hz), 7.46 (d. 2H. J=8. 4 Hz), 7.58 (d, 1H, 1=1. 8 Hz), 7.69 (td, 
1H, J=7. 8, 2.0 Hz), 7.94 (s. 1H), 8.64 (d, 1H. J=5. 2 Hz). 
Ttmftffi C 29 H 32 N 2 0 4 -0.3H 2 0 Calcd. C, 72.87 ; H, 6.87 ; N. 5.86 : Found. C. 
72. 74 ; H, 6. 73 ; N, 5. 69. 
5 #5§-#J2 1 1 

T-fehT^F (4. Og) 0rh7kKo77> (3 0 0ml) ^Wzm.WK 
m^-hU^A (2 8. 4g) &m?L. 0 X^O^tf^bf >B6x^;U (2 

i. 5g) &owiaz.iz&8 5tt««tfe. mmzm\stt.&* -t^-rh 

10 D^^> (150ml) 0 < CThU7;U^DS^m«i7K^I«rMTb 
;|/ (4. 6 7 g) 

15 'H-NMR (200MHz. CDC1 3 ) <5 1.38 (t. 3H, J=7. 4 Hz), 2.54 (s. 3H), 4.39 (q. 2H, 
J=7. 4 Hz). 8. 14 (s. 1H). 
2 12 

jJcajHtU f^A7^5-OA (5 5 3mg) CDrh7tb'D77> (20ml) 
!$®?&tc:2 -^^-^It-V— )l>-4-*DV#>m^3 L )\' (2. 26g) CD5=- 
20 h7tH077> (20ml) »««rSg*»H^tTK:fe^T»TUfc^ SiTC 
6l$M8t#bfc. tJc (0. 5 5ml). 1 5 %7j<gKb:J- h U V AtK^ ( 0 . 5 5 
ml),*(l. 6 5ml) ^MlflDP^^, MT2P*«!ti*Ufc«aE«^^ 

SLT4-bHD^>^^-2-^^W/-;P (1. 1 1 g) £f#fc 0 
25 'H-NMR (200MHz. CDC1 3 ) 6 2. 45 (s, 3H). 4.56 (d. 2H, J=1.0Hz), 7.48 (s. 1H). 
2 13 

^•^■•y-u h (3. 5 3 g) ®y^DD^^> (loomi) mmz 

- 7 8t:> lIHi^TTDMSO (2. 8 9 g) ©y^OD^^> (10ml) 
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dd^> (5 0ml) 8**iTbfcft-4 5t;T l^WJIUfcbJfc. #V>T\ 
hUX^75>(10. 3g) *-4 5tT*TUm 0tt3 0^m 
fc. fiSfniit'ffc7> ; &-^A7Kj§«t (50ml). tK (200ml) £flD;L*:^, 

i ) t»® ttufi <h ut 2 - ^ ^•jp^U'i/— - 4 - # > t ;i/ 

ft F (0. 1 0 g) Sr^fc. 

'H-NMR (200MHz, CDC1 3 ) (5 2. 55 (s. 3H), 8.17 (s, 1H), 9.91 (s. 1H). 
###| 2 14 

^t7th75 H (11. 9 g) Ofh7tHD77> (6 0 0ml) ^MtC 
^MtK^^- h U "7A (6 6. 4g) ££K8 0 %^n^:tf;Ubf >Bfex'3=- 

JK50. Og) ^OtTMTra^tfc. -t^-f h*fflViT?Ftgi»S:at* 
UTiffTTM^^bfc. ^snfeSa**-?- h7tHo77>(170ml) 
OTCTHJ^I^PBm&TMSf (1 7 0ml) ^iTLTlBtFI 
M*TrtK#Lfc. ^ViTO < CTtfU> ? > (2 0 0ml) £*gTb^i&T* 3 HfROift 

(^tJ-> : »»X^;P=2 : 1) «bT^fe©^S^ IT 2 - ^f ;^7 
»/— JI/- 4-7j;U^>^X^;V (13. Og) £#fco 

•H-NMR (200MHz, CDC1 3 ) 5 1.41 (t, 3H. J=7. 4 Hz), 2.78 (s, 3H), 4.43 (q. 2H, 
J=7. 4 Hz), 8. 04 (s, 1H). 
2 15 

TMHfcU^ATJl^X^A (0. 89g) ©fh7kHP77>(2 Oml) 
i^il: 2 -^fJi^f 77-Jl^- 4 - *;^>ix^l/ (4. OOg) o-^h^ 
t H □ 7 7 > (30ml) £f£&g*£B&Tfc:feV>TiSiTUfc^ ^T2P# 
PflffiJ^Ufc. * (0. 9ml), 1 5%7jc^t;^hU^A7K^M (0. 9ml), 
7k (2. 7ml) £»BfcJD*.fc&, *«T2«FMiW1sL/t. «7^->7i;T 
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-tFD^^-2-^W7^ (2. 18g) &ntza 

'H-NMR (200MHz. CDC1 3 ) <5 2.71 (s. 3H), 4.73 (d. 2H, J=0.8Hz). 7.03 (s, 1H). 

#3f 2 16 

4 _ t HD^^l/-2-^7 c 77-iK2. 1 8g) ©»»IfJK5 
5 Oml) *«fcStt-Kff7>^> (2 1. 8g) £flQ;L> MT?lBM«#b 

ii: IT 2 - ^fJ^7 , /-JV- 4 - *;^^y7JVf t H (0. 9 g) £t#fc„ 
•H-NMR (200MHz. CDC1 3 ) 6 2. 80 (s. 3H). 8.05 (s. 1H). 9.99 (s. 1H). 
###J 2 17 

10 7- (4-^h^>Xh^>7i^) -2, 3-ytHD-l-^>'/7t' 
t>-4-AiV#>i^fJK5 0 0mg), 2-/W77-^-4-*M 
^y7JVftH (8 0 4mg) ©1, 2-^ddi^> (2 0ml) MmiZ b 
'JT-feh^vTK^-fk^^^^-h'J^A (1. 6g) £tn*.3ga§»ffl»~r\ 

•>'J*y;W7A^D7h^7^-T»»LT (^>:»KI^=3 : 
2) HfeOillltiJi:UT7- (4-7h + ylh*'>7x-JW -1- [(2-* 
^f7 1 /-^-4-'fJW *3\>W -2, 3-5?tHD-l-^/71?t;> 
- A-ts)V^>W.^)V (5 5 0mg) 

20 'H-NMR (200MHz. CDC1 3 ) <5 0.93 (t. 3H. J=7. 0 Hz). 1.34-1.45 (m, 2H). 

1.54-1.65 (m. 2H). 2.74 (s. 3H). 2.83 (t. 2H. J=4.4Hz), 3.38 (t. 2H. J=4. 0 
Hz). 3. 55 Xt. 2H. 1=6. 6 Hz). 3.78-3.83 (m. 5H). 4.16 (t. 2H. J=5. 0 Hz). 4.65 
(s. 2H). 6.89-6.99 On. 4H). 7.37 (dd. 1H, 1=8. 8. 2. 2 Hz). 7.46 (d. 2H. J =8. 8 
Hz). 7.54 (d. 1H. J=2. 2 Hz). 7.81 (s. 1H). 

25 2 1 8 

7 _ <4-7*h*->lh*">7i-;W "I - [(2-/f^7«-4- 
-<)V) -2, 3-vkFa-l-^> % /T-b:tf>-4-*;^>^^^ 

)V (5 50 mg) ©fh7kHD77> (33ml), *9 J-)\> (33ml) <D 

m&®mziNfcmit?-hvv2±*m%t (nmi) «rUp^iaT2 Bmtmv 
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meett^ b^^it > - mm^iufr <=> mmm tTtfe^igi £ lt 7 - (4 

-yb + yXh + y7x^) -1- [( 2 - ^^j^y^-fr- 4 r;W ^j. 
)V\ -2, 3-^kHD-l-^>y7iftf>-4-^;^>m (4 2 7mg) 

'H-NMR (200MHz. CDC1 3 ) <5 0.93 (1. 3H. J=7. 2 Hz), 1.34-1.45 (in, 2H). 
1.58-1.65 (m. 2H). 2.75 (s, 3H), 2.85 (t, 2H. J=4. 4 Hz). 3.40 (t. 2H. J =4. 4 
Hz). 3.55 (t. 2H. J=6. 6 Hz). 3.80 (t. 2H. J =4. 4 Hz). 4.16 (t. 2H, J=5. 4 Hz). 
4.66 (s. 2H). 6.90-7.00 (m. 4H). 7.40 (dd, 1H. J=9. 4. 2. 6 Hz). 7.46 (d. 2H. 
J=8. 8 Hz). 7.55 (d. 1H. J=2. 2 Hz), 7.91 (s. 1H). 

TtmftVr C 28 H 32 N 2 0«S Calcd. C, 68. 27 ; H. 6. 55 ; N. 5. 69 : Found. C. 68. 25 ; 
H. 6.69 ; N, 5.82. 
##0<J2 1 9 

S-T^-S-^fjKVfJ^-Mjg (10. Og) £tK (2 8m 

1 ). * (1 0 0 c c) izmm^^t, tzizmfiUM (2 8m 1 ) *mtt. &^t- 

CCtMth'J^A (4. 8 2 g) <D*mm (l O Om 1 ) ZffiTLtc. 0X2 

Tmr«bm a^it^uoA (ii. 6 g) <D7kmm (70mi)sot 
^7^- mm^)u) ti ^^^^ti^fe©?a«tii it 5 - a - h 

-3-^fMV^77-;i/ (10. 6g) £?#7Co 
'H-NMR (200MHz, CDC1 3 ) <5 2.51 (s. 3H). 7.15 (s, 1H). 
2 2 0 

S-a-h'-S-^KVfjy-JKlO. Og) ©gifh7tHD7 
(1 5 Om 1 ) 7 8t, ^#HmT{C*5^Tn-^^'J^^A 

(3 3. 3ml, 1. 6W\*-V->®m 5:iTLfc. 3 0M, DMF (9. 
7g) £-7 8"C, ^m#HmTfCfe^TMTL7^^ ^(CML-T2»fP B 1M^ 
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Vfzo ^TOttlNjgi (75ml) ZDU^T 3 Oftm.WLtz'&mm3L ; ?)l> 

5 (5. 0 g) £t#7c. 

'H-NMR (200MHz, CDC1 3 ) 6 2.59 (s. 3H), 7.54 (s. 1H). 10.08 (s, 1H). 

#%#J 2 2 1 

7 - ( 4 -^^yxh^>'7i^W -2, 3-s?fcFn-i-^>\/7if 
4-tUV^>m^^)\^ (5 0 Omg). 3 -^f M 77-^- 5 
10 )\,&*zsr)V&\i H (8 0 3mg) ©1, 2-/^ddi^> (15ml) 

tChUT-t h^vTfc^fc^^hU^A (8 0 7mg) ^iD^tifi^T, 

15 ^)V=2 : 1) m^O?4tfc^<tbT7 - (4-7h + ylh^y7x-JV) -1 
- [(3-^fMVf7^-5HJW -2, 3->'tHo-l- 

^>\/y-fcffc!>-4-7j;U^>^;*^)l' (640mg) £#fco 
'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H. J =7. 2 Hz), 1.34-1.45 (m. 2H), 
1.50-1.70 (m, 2H), 2.48 (s, 3H), 2.85 (t. 2H. 1=4. 4 Hz), 3.34 (t. 2H, J=4. 8 

20 Hz). 3.55 (t, 2H, J=6. 6 Hz). 3.78-3.82 (m. 5H). 4.16 (t. 2H. J=5. 0 Hz). 4.76 
(s, 2H). 6.87-7.00 (m. 4H). 7.41 (dd. 1H, J=8. 8. 2. 2 Hz). 7.47 (d. 2H, J=8. 8 
Hz), 7.56 (d. 1H, J=2. 2 Hz), 7.80 (s. 1H). 
2 2 2 

7 _ (4 _ : f h ^> I |.^>7 I -jW -l- [(3-^fMVf7y-J>- 
25 5 — (M *3-M -2, 3-^fcHP-l-^>^T-tftf>-4-*;V^>^ 
(6 4 Omg) (Drh7tFD77> (39ml). *5>J-)l (39ml) 

(D^mmiz i ^?m^ b u v &*m%t (i3mi) $:ip^^T i s mm.& 
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;U) -2, 3-^tFa-l-^> 4 /T-tft°>-4-*;^>^ (4 6 

Omg) &%tZo 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 2 Hz), 1.34-1.45 On, 2H), 
1.55-1.69 On. 2H). 2.49 (s. 3H). 2.87 (t. 2H. J =4. 4 Hz), 3.37 (t. 2R J =4. 4 
Hz), 3.56 (t. 2H. J=6.6Hz). 3.81 (t, 2H. J =4. 4 Hz). 4.16 (t, 2H. J=5. 0 Hz). 
4.78 (s. 2H), 6.89-7.01 On. 4H). 7.40-7.49 On. 3H). 7.58 (d. 1H. J=l. 8 Hz). 
7.91 (s, 1H). 

Ttmtttir C 28 H 32 N 2 0 4 S Calcd. C, 68.27 ; H. 6.55 ; N. 5.69 : Found. C. 67.94 ; 

H. 6. 55 ; N, 5. 97. 

2 2 3 

7 -7*D^-2, 3 -i^t HO- 1 -s<>*S7W>- 4 -XJl'tf >Wt*T)V 
(2 0 Omg), tf'J> ? > (123m g) ©ff7hF077> (10ml) mm 
\Z. 0 < CT2-f;^MO7'fF (2 0 8mg) &im*.&4fc^ 7 8t:«llP 

lixfM^S^tTifeojgStl/T7-^ot- i - (2 -^x^;^;i^ 

-2, 3-v?tFn-l-^>^T-tft°>-4-^;^>m^^ (2 
3 6mg) &mfro 

'H-NMR (200MHz. CDC1 3 ) 6 2.98 (br. 2H). 3.82 (s. 3H). 6.73 (dd. 1H. J=4. 0. 

I. 0 Hz), 6.80-6.85 On, 1H). 6.91 (d. 1H. 8.8). 7.26-7.31 On. 1H). 7.37 (dd. 
1H, J=5. 2, 1.4 Hz). 7.68-7.69 On. 2H). 

jtmttffi C, 7 H u NO s Br Calcd. C. 52.05 ; H, 3.60 ; N. 3.57 : Found. C. 52.05 ; 
H. 3.45 ; N. 3.38. 
###| 2 2 4 

7 -yp^- l - (2-^X-;i/^7^#x;i/) -2, 3-ytFD-l-^> 
4 /T-tftf>-4-^;^>^^^;K2 1 Omg), 4-^h^>lh^>7z- 
;^«?86 (I6 6mg), «B6*U^7A (19 2mg) $ K;UX> (10ml ), 
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x^/-;U(i. 0ml).*(l. 0ml) (Ili^t, 7;W>iiITT3 
0ftW\m&ls1t. ^Tfh7^h'J7x-Jl'7*77^>yt7y^A (4 3 

mg) zjrn^ 7)Vzi>nm%y. 1 o oxz-vsnmmviz., m§\stc&** 

^yj-X-mmis (^>:ft86l^= 1:1), «lfi©tt«§fct LT 7 - (4 
-7"h+yih^>7ir;i/) -i- (2 -^x-;U77;^-;u) -2, 3-;/ 
t KD- 1 -^>^7iffcT>-4-;*7;M*>g£^;i, (2 0 1mg) 
'H-NMR (200MHz, CDC1 3 ) 5 0.94 (t, 3H, J=7. 4 Hz). 1.30-1.45 On. 2H), 
10 1.50-1.65 (in, 2H). 3.00 (br, 2H). 3.56 (t, 2H, J=7. 0 Hz). 3.79-3.84 (m. 5H). 
4.18 (t. 2H. J=4. 8 Hz), 6.74-6.82 (m. 2H). 7.02 (d. 2H. J =8. 8 Hz), 7.08 (d, 
1H. J=8. 4 Hz). 7. 32-7. 40 (m. 2H), 7.54 (d, 2H, J=8. 8 Hz). 7.72 (d. 1H, J=2. 2 
Hz). 7.83 (s, 1H). 
#%#J 2 2 5 

15 7- (4-7*h^yIh^>7i-;W -1- ( 2 -^X ~ ~)V) - 

2, 3->?h:KD-i-^>yTiftr>-4-^;i/#>^^^ (2 0 0mg) 
OTF7tFo77>(12ml), J — )V (1 2ml) e>m&&mz 1 N?Jc 

mt-r h o v /**mm (4mn *M^aTiBiaaj$Lfc. ^-cotst* 

xx;i/) -i - (2 -^x-;i/^;b^-;u) -2, 3-y'hFa-i -^>yj 
-t?fcf>-4-*JI/#>K (1 7 lmg) 

'H-NMR (200MHz, CDC1 3 ) <5 0.94 (t. 3H. J=7. 4 Hz). 1. 34-1. 45 (m. 2H). 
25 1.50-1.70 (m, 2H). 3.02 (br, 2H). 3.56 (t, 2H, J=6. 6 Hz). 3.82 (t, 2H, J=4. 4 
Hz), 4.18 (t. 2H. J=5. 0 Hz), 6.72-6.83 (m, 2H), 7.02 (d, 2H, J=8. 8 Hz), 7.09 
(d. 1H. J=8. 4 Hz). 7.34-7.42 (m. 2H), 7.54 (d, 2H. J =8. 8 Hz), 7.74 (d, 1H, 
J=2. 2 Hz). 7. 92 (s, 1H). 

Ttmftm C 28 H 29 N0 5 S Calcd. C, 68.41 ; H, 5.95 ; N. 2.85 : Found. C. 68.18 ; 
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H. 6.03 ; N, 2.84. 
##0!J 2 2 6 

s\*-y->-e3®m-z>rz6 o%7kmfcj-hW2± (2. 3g) (Dfh7fcHD7 

^> (4 0ml) ®TOlC4-^nqEt°^y-;U (7. 0g) (Dfh7hKD7 
5 ^> (5 0ml) mm&OX;. ^HiMTTiT L/fcMS^M LT 1 

#Lfc„ dc^^^a^kX^ (8. 9g) ®Th7kHD77>M (3 

omi) zox;. mmnmm.r-cmTvrz^mmzm^xn^m.wvrco mm* 

10 li^LT, iffi0^iLT4-7*Ot- 1 -X^JHf ^S—)), (7. 7 2 g) 

'H-NMR (200MHz. CDC1 3 ) 6 1.48 (t. 3H. J=7. 8 Hz), 4.16 (q, 2H, J=7. 4 Hz), 
7.41 (s, 1H), 7.45 (s. 1H). 
##0*J 2 2 7 

15 4-7*0 ; E-l-l5 1 ;i'tf7 1 /-;K7. Og)«fh7tFD77>(l 

5 omi) «-78t, m.mnmmrf\z^xn-^)^)^h, oom 

I, 1. 6MA^«) ^SSTbfco 3 0M, DMF (14. 6g) 

T0tTlNlt(6 0ml) £2JD;lT 3 0 #4f#L7£^ 1 NtK^^ h U ^ 
20 A7jc^-r^*ttiCLX^X^;l/T'5lE]ttffibfCo ^T^v^7AT^$ 

;utf^\/-;i/-4-#;M^^T;i^fc F (2. 9g) 

'H-NMR (200MHz. CDC1 3 ) 6 1.54 (t. 3H, J=7. 2 Hz). 4.24 (q, 2H. J=7. 4 Hz). 
25 7.95 (s. 1H), 7.97 (s, 1H). 9.86 (s. 1H). 
#%#J 2 2 8 

7- (4-7*^ylh+y7i-JW -2, 3-yhHD-l-<>77t' 

tr>-4-*;p3j?>n^^jK3 o omg), i -x^M/tr^/— ;u-4-*;m$ 

+y7;PfkH (47 1mg) <D 1 , 2-y^DDl^> (10ml) igffcfC h 



WO 00/76993 



PCT/JPOO/03879 



256 

i Jy-th*is7mfc*iym-j-bv<y& (8 0 4mg) *Ai*.ft*£HftT, ml 

T2HWH»Lfc. £^T*&iDA»16x^Tttabfc. W*i/f ft&fn&i^ 
^ot«?^y^A TIE* S ttfc. »«t ft «BETT?«* UT» 6 nfcJBI* 
ft, y'J*^*7A^07h^77^-T»«l/T <^^> : »ttX5=-;P= 
1:1) ffe©MilT7- (4-7h + yXh^>7xz;l/) - l - [(i 
-X^P;Hf^/-;i/- *J-)V\ -2, 3->?bKD-l-^>^Tif 

fcf>-4-;*j;U#>B&j*^ (3 8 2mg) fttffc. 

'H-NMR (200MHz, CDCI 3 ) 6 0. 93 (t, 3H, J=7. 0 Hz). 1. 34-1. 70 On. 7H), 2. 76 (br. 
2H), 3.27 (br. 2H). 3.56 (t. 2H. J =6. 6 Hz). 3.39-3.83 (m. 5H). 4.07-4.29 fa, 
4H). 4.42 (s. 2H), 6.94-7.00 (m. 3H). 7.33-7.54 On, 6H). 7.79 (s. 1H). 
2 2 9 

7- (4-^h + ylh + v7x-JW -1- [( 1 -x^;utf 4 - 

-r;io -2, 3 ->?t fd- 1 -^>vtw>- 4-*)vx>m* : ? 

)V (3 8 2mg) Ofh7kHD77>(24ml) ( ^^7-jK24ml) (D 
Settle lN*!6fb^hU*?A**« (8ml) *MMT1 BKa^bfc, 

#^vr 0 "C^xftio a. $ e, 1 N&sfeftfti*. Tattle iT^x^n-itB b 

7c. W^SftTK, ^0^7jc^ViamT^^>»7AT^$1±^ o ^ttftttEE 

TT?«*b^*1J->-»»x^;Wi6fHS|l LTJtfeOJSfti UT7- (4 - ^ 

h*->ih*->7x-;W -l - [(i -x^e^y-;i/-4— ^yv\ 

-2, KD- 1 -^>\/Ti!ftr>-4-*;^>^ (2 8 7mg) ftf# 

7c« 

'H-NMR (200MHz. CDC1 3 ) (5 0.93 (t, 3H, J =7. 2 Hz). 1.34-1.65 On. 7H). 2.78 
(br. 2H). 3.29 (br, 2H). 3.56 (t. 2H. J=6. 6 Hz). 3.81 (t. 2H, J=5. 2 Hz). 
4.11-4.22 On, 4H). 4.44 (s, 2H). 6.95-7.01 On, 3H). 7.34 (s. 1H), 7.41-7.50 
On. 4H). 7.56 (d, 1H, J=2. 2 Hz). 7.79 (s, 1H). 

TtmftVr C I9 H M N,0« Calcd. C, 71.14 ; H, 7.21 ; N, 8.58 : Found. C. 70.84 ; 
H. 7. 47 ; N. 8. 48. 
2 3 0 

2-W^t*V7>-2- f)l>mmx.7)l (2. Og) ©*$V-;P (6 
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9ml) mmz 1 N7kWL4frf h U V (23ml) £jD;iT, £fiTl« 

JV77XitT2 -^Wt+V7>- 2 -4)Vgm. (1. 6 3g) £#*io 
5 'H-NMR (200MHz, CDC 1 3 ) 6 1.51 (s, 3H), 2.74 (s, 2H), 4.03 (s, 4H). 
2 3 1 

5- (2-hHD^yXfJW -4-^W77^ (2. 5g) ©S^n 
D*^> (12 5ml) mmz-t?^ b (10. Og) *Jn*fc&, PCC (1 
8. 9g) &ljaz-X&mm®m.TT*2mfflm.ftVtZo TO$15tX-r^T 

^77-^- 5 -*M^y7^Tt H (6 9 2mg) «r»fc. 
'H-NMR (200MHz. CDC1 3 ) 6 2.80 (s. 3H), 8.98 (s, 1H), 10.15 (s, 1H). 
2 3 2 

15 7- (4-:/h=^>X H*y7iXJW -2, 3 FD- 1 -^>»/71f 

tf>-4-7^;u^>^^^;u (3 o omg), 4 -^^i^ry-jb- 5 

^•>7Jl/7tF (4 8 2mg) <D1, 2-y^DDI^> (1 5ml) ilCh 
Uy-feh^->7K^b^^m^-hUr7A (8 0 4mg) *JP^.SS*»fflgCT, ^ 

1 : 1) tfe©MtLT7- (4-7'h + ylh4 : y7iiJW -1- [(4 
-^f^f7 1 /-^-5 — r;W -2, 3-ybh'D - 1-^>V7H 

4-f})Vi£->m*^)V (2 8 4mg) £f#fc„ 
25 'H-NMR (200MHz, CDC1 3 ) d 0. 93 (t. 3H, J=7. 4 Hz). I. 34-1. 45 (m, 2H). 

1.50-1.70 (m. 2H). 2.50 (s. 3H). 2.76 (t. 2H, J=5. 2 Hz). 3.26 (t. 2H. 1=5.2 
Hz). 3.55 (t, 2H, J=6. 6 Hz). 3.78-3.83 (m, 5H), 4.16 (t, 2H. J=4. 4 Hz). 4.65 
(s, 2H). 6.93 (d. 1H, J=8. 8 Hz). 6.98 (d. 2H. 1=9. 2 Hz). 7.41-7.50 (in, 3H), 
7.56 (d. 1H, J=2. 6 Hz). 7.78 (s, 1H), 8. 66 (s. 1H). 



WO 00/76993 PCT/JPOO/03879 

258 

2 3 3 

7- (4-^h^>Ih+y7xZJW - 1 - [(4-/^77-^-5- 
^JU] -2, 3-v^tKD-l-^>V r T1fbf>-4-*;^>^^^ 
;U (284m g) 0fh7kFD77> (18ml), ;-)V (18ml) <D 

i%&mmiziN7m<t-fhvvA7mm (6m n ^oa^-ci bf«jm#u*:. 
h*^jLh*i/7*.-)V) -1- [(4-^^;u^ti/-;u- 5— av) 

-2, 3-vbKD-l-^>^Tifhf>-4-^;U^>^ (201mg) £f# 

'H-NMR (200MHz, CDC1 3 ) 6 0.93 (t, 3H, J=7. 2 Hz), 1.30-1.50 (m, 2H), 
1.50-1.70 On, 2H), 2.51 (s, 3H). 2.79 (or, 2H), 3.29 (br. 2H). 3.56 (i, 2H, 
J=6. 6 Hz), 3.81 (t, 2H. J= 4. 8Hz). 4.17 (t, 2H. J=5. 2 Hz), 4.67 (s, 2H), 
6.92-7.01 (m, 3H). 7.43-7.50 (m, 3H), 7.58 (d, 1H, J=2. 6 Hz), 7.89 (s. 1H). 
8. 68 (s, 1H). 

bxMftm C 28 H 32 N 2 0 4 S Calcd. C, 68. 27 ; H. 6. 55 ; N, 5. 69 : Found. C. 67. 95 ; 
H. 6. 56 ; N, 5. 63. 
2 3 4 

7 -^D^E- 1 -[ U-^)Vy^~)V) XJU7*-M-**y-2, 3, 
4, 5-xh7kKD-l ~^>VTW>- 4 -tS)V^>m^^)\^tL 7 -7u 
1 -[ (4-^JV7^-M X)V7*~)V)-**V-2, 3, 4, 5-:r 

h^t FD-i-^>yTiftr>-4-*;^>^x^;KD?g^ (135. 0 

g) <D^b7tFa7 7>mm (1 2 OOml) iZ-6 S-CTTK^b/^^^^-K 

U^A (11. lg) Srin^fc^ (120ml) ^iTtfe. mr 

mT'&, -15^-25^1. 5B#F B m^Lfe^ 7izh>(67. 8g, 1. 
17±M £-2 5t:T?iTLT$e»{C3 0ftmm.&Ltz o -4 5tl?^xf 

■tffco ^g£M/£T7:§g£LT, *§fe©?Si#c^ (15 2. 3 g) -eco£ 
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^ifh7hh'D77> (1 0 0 0ml) lC^LT^^>X;i/^-;i/^70^ 
•< H (5 0. lg) SrOt:, gifi^TTfTbfe. JST^T^Sfi-rmw 
8»Lm DBU (6 6. 6g) **TbT5WrM«i*bfc, *&Jn*.T#«! 
X^TffiJiJL, W«ffi£lNJSSrC2lsrcfeofc. $££7k* fiS»lft*6*T«feo 
5 »^y^Te^tfc ( M^MJITTSiUT, ^fecDfatftl (1 
4 8 g) £#7c. dtt£I*g& (5 2 0ml) IC^^lUKi (2 6 0ml, 4. 
8 8^) 0 'CTiBAfc^ 9 0tT3»Ulfc. Wfclstz'&* (4 0m 
1) &jD*Tm*9 0tT2. smmmVtz.. WCfcXsl&t, M^METTg 
»€»nfcaSJ33kSUPA, pH=4Kl&:3£T6N7kM;:?-MJ^A7*: 
10 igiSfciP*.*:,, tffffibfcHft^^U 1 ftt h U (1 5 0 0m 

-^□^E-2, 3 -5?fc KD- 1 -^>VT-tftf>— 4 -#;i^>®? (6 9. 4 

g) 

15 'H-NMR (200MHz, DMS0-d 6 ) 5 2.36 (t, 2H, J=4. 8 Hz), 2.87 (t, 2H. J= 4. 8 Hz), 

6. 35 (d, 1H, J=8. 6 Hz), 6. 84 (dd, 1H, J=8. 6. 2. 6 Hz). 7. 08 (d. 1H, J=2. 6 Hz). 

7. 12 (s, 1H). 
#%0*J 2 3 5 

7-^0^-2, Ko- 1 -^>l/7i?tr>-4-7J;U^>^ (6 8. 

20 2g) O^^y-JUSt (1 0 0 0ml) iCOtTHK (37. 3 g) 

Xtz$£. 8 CCT1 0I^M1PJ»U&. »?&Lfc^li*«JETT?e*b, B*B6x 
J-Jl'tfc&laZ.* 0t-CpH=4tft5$T 1 NTkM^ h U r7A7K*«£jbPA 

25 5=-;U) ll^nfci^y^VT'D tf;i/X-^;UT^fe-oT7 -^O^E- 2, 
t FD - 1 - ^> 1 /7t*tf>-4-7JJ^>H^^ (44. Og) 
ttfc->y*y;l/#72> (^3r-y-> : 1^X^=4 : l) T«8LT, 7-^n 
^-2, 3-v f tHo-l-^>yT-fefbf>-4-^;^>^^^;! / (3. 4 g) 
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'H-NMR (200MHz, CDC1 3 ) <5 2.86 (t, 2H, J=5. 2 Hz), 3.36 (t, 2H, J=5. 2 Hz), 
3.80 (s. 3H). 4.57 (br, 1H), 6.49 (d. 1H, J =8. 4 Hz), 7.15 (dd, 1H, 1=8.4. 
2. 2 Hz). 7.38 (d, 1H, 1=2. 2 Hz). 7.53 (s. 1H). 
#%#J 2 3 6 

5 7-^0^-2, HD- 1 -^>VTif^>-4-^Jl-^>m^JV 

(3. Og) , 4 -^D5}?+yI h*zs73L—)l>-fcOm (3. 1 g) , mWL% V 
£i> (3. 8 g) £h;UX> (10 0ml) , X^y-JU (10ml) , ?K (1 
Oml) fcSB»£li\ 7JVd*>^HMTT3 0#RTIjl#Lfc. ^tfh7^ 
hU^ocx;!^**?^ >n=rWK (8 6 0mg) 7^i>fiMT, 
10 10 0tT8^FIMlfc c ^UTb^TK^Jn^Mx^l/Tttfflb^o 

W.3-^)V=Z : 1) #^nfc@^^^^>T'^oT, ^fecDM^ B <hLT7- (4 
-yn^yIh^y7x-jV) -2, 3 - v> t H D - 1 VTif tf> - 4 

15 -#;i^>^^ (2. 5 9 g) 

'H-NMR (200MHz. CDC1 3 ) (5 0.94 (3H, t. J =7. 2 Hz). 1.56-1.74 (2H, m), 2.88 
(2H. t, J=4. 8 Hz). 3. 41 (2H, t, J =4. 8 Hz). 3.51 (2H. t. J=7. 0 Hz). 3.78- 
3.83 (m. 5H). 4.16 (2H. t. J=4. 8 Hz). 6.66 (1H, d, J=8. 0 Hz), 6.97 (2H. d. 
1=6. 68 Hz). 7.31 (1H. dd. J=8. 0. 2. 2 Hz), 7.43-7.47 (3H, m), 7.725 (1H, s). 

20 2 3 7 

7 -yu*z-2, 3-fxk: HD- 1 -^>\/Tiffcr>-4-*;^>K^^;i/ 
(5. Og) , 4-Z?hJLh*>'7x.—)V-fc0m. (4. 6g) , IMk^'J^ 
AtK*£*£ (35ml) £ MlX> (2 0 Om 1 ) , X^7-;U (35ml) \zM 

25 7*7.7 4 >/*7i?02* (1. Og) *iraA, 7;i/=f>l?Ba^T, lOO'CTi^ 

">'J^y;i^7J^A^a^ K^^^w— xmmVT (^\^it> : @^iEX^;P=4 : 
1) ft&nfcB#$^ir>t«coT, j*fi©ISflfcLT7- (4-7'h + yI 
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h+v7i-JW -2, 3 -S?h Fd- l -^>VT-tftf>-4-^;U^>^^ 
^ (5. 7 g) 
bl p. 205-207 "C 

'H-NMR (200MHz, CDC1 3 ) 5 0.93 (3H, 1, J=7. 3 Hz), 1.29-1.49 (2H. m), 
5 1. 55-1. 68 (2H. m), 2. 86-2. 95 (2H. m), 3. 41-3. 45 (2H, m), 3. 56 (2H. t, J=6. 6 
Hz). 3.81 (2H, t. J=5. 0 Hz). 4.16 (2H, t, J=5. 0 Hz). 6.68 (1H. d. J =8. 6 Hz), 
6.98 (2H. d. J=8. 8 Hz), 7.34 (1H. dd. J =8. 6, 2.0 Hz). 7.43-7.48 (3H. m), 7.85 
(1H, s). 

C„H 27 N0< Calcd. C, 72.42 ; H, 7. 13 ; N, 3.67 : Found, C, 72.32 ; H, 7.01 ; 
10 N, 3. 84. 

&*fM 2 3 8 

^+>->T3{fiJSfcof£6 0%7K^k^h'J^A (4. 2g) <Dzr h7t KP7 
^> (4 0ml) mmmzA -yn^Etf^y— )V (7. Og) ©Th7tHD7 

^> (50mi) mm&ox:. ^mmmm.TxmTvrzmm?&izmvximmm 

15 WVfz* Z.(DU^mZB^it^)l (17. 8g) ©fb7tHP77>^(3 

omi) & or, g.mmmm.T~zffiTLtzm* iammffi.vrc 0 mm&^b^t 

MBETxM^Lxmn&cDm&tiVx 4 -zfn^- 1 — ( y?u\z)\,\z ?y 
20 -;K5. 8g) £f#7Co 

'H-NMR (200MHz, CDC1 3 ) 6 1.50 (d, 6H, J=6. 6 Hz), 4.40-4.54 (m. 1H). 7.43 
(s. 1H), 7.45 (s, 1H). 
###J 2 3 9 

4-zfu=E- i -<yyptf;nf^^-;i/ (5. Og) <Df£^x-^jU (7 5 

25 ml) ^l:-7 8t, ^mmmm.TiZ^Xn-^JUV^^ (22ml, 
1. 6M^^» ^ITtfc. 3 05^ DMF (9. 7 g) £-7 8t;, 

inih (4 0mD *mx.x 3 o ftm.wi-tz.qk. i n ymitj- b v y A7kmm 
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Jl/^y7Jl/fkF (3. 6g) 

'H-NMR (ZOOMHz, CDC1 3 ) 6 1. 55 (d, 6H, J=6. 6 Hz), 4. 48-4. 61 (m, 1H), 7. 98 
(s. 2H), 9.86 (s, 1H). 
5 #%#J 2 4 0 

7- (4--/h+ylh^>7x-JW -2,. 3-yk Hd - 1 -^> 4 /7t 

tr>-4-^;^>^^^;K3 o omg). i — f v :/o t°;nf 4 - 

*M+y7;l/fkF (5 2 4mg) (D 1 , 2-/^ddi^> (10ml) m 

m\zhV7 j th*i'7kmik*<ym±h i )'yA (9 64mg) ^m^mnmmrf. 

;U=3 : 1) St£<M#:#l£lxT7 - (4 - h^->:n h^^oiXJU) - 1 - 

C(i — r V7°ntf;nf ;i/-4— f jw -2, 3-ykHD-i- 

15 ^>V*7-tfe>-4-*M>^^ (3 9 2mg) £t#fc 0 

'H-NMR (200MHz. CDC1 3 ) 6 0.93 (t, 3H. J=7. 0 Hz), 1.34-1.65 (m, 1 OH), 2. 75 
(I, 2H, J=5. 0 Hz), 3.26 (t, 2H, J=5. 0 Hz). 3.55 (t. 2H, J=6. 6 Hz), 3.78- 
3.83 On, 5H). 4.16 (t, 2H, J=4. 8 Hz), 4.42 (s, 2H), 4.44-4.61 (m, 1H), 
6.94-7.00 (m. 3H). 7.36-7.50 On. 5H). 7.55 (d, 1H. 1=2. 6 Hz), 7.79 (s. 1H). 

20 #%0IJ 2 4 1 

7- (4-^h^'>xh^>-^a:-;i/) - l- C(i -x^;nf ^^/-^-4- 
-fJW *^;u] -2, 3 ->>fc h*D- 1 -^>yTiftf>-4-^;i/^>^^5 1 
;U ( 3 9 2 m g ) <£>5=- h7kh*P77>(24ml)', * ^ y* — ;P (24ml) (D 

m-smmiziNTkmitJ-hWAymm (smi) £inA^?ST3BF*m#L£:o 

h^~>xh^r->7ai-;i/) -1- [(1 --ryyph!;i/tf^i/-ji/-4--i';u) * 

3^1/) -2, 3-ykHo - 1 -^>V7-tftr>-4-7j;^>^ (2 2 9mg) 



WO 00/76993 PCT/JPOO/03879 

263 

'H-NMR (200MHz, CDC1 3 ) <5 0.93 (t, 3H. J=7. 0 Hz). 1.34-1.45 (m, 2H). 1.50 
(d, 6H. J=6. 6 Hz), 1.53-1.68 (m. 2H), 2.77 (br, 2H), 3.29 (br, 2H), 3.56 (t. 
2H, J=6. 6 Hz). 3. 81 (t. 2H, J=5. 2 Hz), 4. 16 (t. 2H. J=5. 0 Hz), 4. 43-4. 52 (m, 
5 3H). 6.96-7.00 (m, 3H). 7.36-7.55 (m. 6H). 7.89 (s. 1H). 

Ttfikfttix C 30 H 37 N 3 0 4 Calcd. C, 71.54 ; H, 7.40 ; N. 8.34 : Found. C, 71.16 ; 
H. 7. 24 ; N, 8. 23. 
###J 2 4 2 

io (soomg), i -x^;utf^y-;i/-4-^;p#^->T;WT J b H (i. 05g) 

0)1, 2-Wunx.?> (30ml) jSttC h U 7-fe h+'>**flS*9*t h 
U^7A (3. Og)> mm (8 5 3mg) SriD^UfffflMT, ^T'2Bf B W 

15 ;^7A^07h^77^-TiilT Cs^U"> : S*BfeX^;P= 1 : 1) Stfi 

(D®w.W£VZ7 -zfu*- i - [(i -x^;nf7V/~ ;p-4-^r;p) 

- 2, 3 Ha - 1 -^>V7"if tf >-4 - # >M ;* (5 9 3mg) 

'H-NMR (200MHz. CDC1 3 ) 6 1.48 (t. 3H. J =6. 6 Hz), 2.73 (t, 2H. J =4. 8 Hz). 
20 3.22 (t. 2H. J=4. 8 Hz). 3.80 (s. 3H). 4.15 (a 2H. J =7. 4 Hz). 4.36 (s, 2H). 
6.77 (d, 1H. J=8. 8 Hz). 7.22-7.29 (m, 2H), 7.42 (s. 1H), 7.45 (d. 1H. J=2. 2 
Hz), 7. 60 (s, 1H). 
2 4 3 

7 -:/n^- i - [(i -x3Mi/t?^\/-;i/-4--r;i/) -2, 3 ->> 

25 k KD - 1 -^>»/71fK>- 4-*;^>i^fJP (5 5 Omg), 4-^07^ 
^->^a:x;i/^^^ (3 2 9mg), U >7A (5 0 6mg) £h;WX> (1 

5ml), X^y-;P (1. 5ml), * (1. 5ml) 7;i^^># 

£A (8 1mg) SriD*., 7;Hf>£HSCT, 1 0 0tT6 Pf^jDDfibfe. ^ 
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IT 1 — [(1 -X^Ufcf^y— ;U-4— f JU) - 7- 

5 7jcn;i/)-2, 3->>t Ko- 1 -Oi/Tiftf>-4-^;u^>^^^;K3 

7 Omg) &Wtz. 

'H-NMR (200MHz, CDC1 3 ) 6 1. 06 (t, 3H. J=7. 6 Hz), 1.48 (t, 3H, J=7. 4 Hz), 
1.75-1.95 On, 2H). 2.76 (t. 2H. J=5. 4 Hz), 3.27 (t, 2H. J=5. 4 Hz). 3.81 (s. 
3H), 3.96 (t, 2H. J=6. 6 Hz), 4.16 (q. 2H, J=7. 4 Hz). 4.42 (s, 2H), 6.93- 
10 6.97 (m. 3H). 7.33 (s. 1H). 7.38-7.49 On, 4H). 7.54 (d, 1H. J=2. 4 Hz). 7.79 
(s. 1H). 
###| 2 4 4 

1- [(1 -X3MI/fc?^l/-;U-4 — nV) *^)V\ - 7- (4-^D^y7 
3L-;U) -2, 3 h'D - 1 -^>^/T-tftr>- 4 -ti)V^>m^)V (3 
15 7 Omg) ©7- h7k K077> (24ml), *5 J— )V (24ml) <D*g-&i£ 

mziN*mt-j-hvo2±*mm (8m n £jn*.^im Bmiawufc. 

-eo'CTTkSriQA, $^>(ci N jgi^io^T^tti: t T^ii^Hritli Ife. 

S*bl*fe©«Mfc«&£bTl- [(1 -Xf^Ufc? ^y-;l/-4— t)V) *3-)V\ - 
20 7 - -2, 3-ytFD - 1 — ^>l/7iftT>— 4 

-#;M*>lfc (3 3 Omg) 

'H-NMR (200MHz. CDC1 3 ) 6 1.06 (t. 3H. J=7. 6 Hz). 1.49 (t. 3H, J=7. 4 Hz), 
1. 78-1. 89. On. 2H). 2.78 (br. 2H). 3.30 (br. 2H). 3.96 (t, 2H. J=6. 6 Hz). 4.16 
(q. 2H. J=7. 4 Hz). 4.44 (s. 2H), 6.93-6.99 On, 3H). 7.34 (s. 1H). 7.40-7.50 
25 On. 4H). 7.56 (d. 1H. J=2. 2 Hz). 7.89 (s. 1H). 
#%^J 2 4 5 

7- [4- (2-7*h*yXh^» 7jlX;|/| - 1 - {2-*?-)V^7V- 
)V-4-1)V) -2, 3-vhHD- 1H- 1 -^>VT-tftr>-4-^;U^> 
Bfe*7\H/ (0.. 1 7 g) (2 5ml) , THF (10ml) 
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U 1 N7kmt3-h>J02±7kmWi (4m 1) &1m?L. — BfcJt£N£» 60^, 

fiE*e*U 7- [4- -1- (2-^^ 

5 )V^TV-JV-4—(M -2, 3-yt Hp - 1H- 1 — y ^>V'Tif tf>— 4 
-#;U#>& (0. 12g) Sffe^^tTifc. 

mp 155-158 t:. 'H-NMR (6 ppm, CDC1 3 ) 0. 94 (3H, t. J = 7. 2 Hz), 1. 31-1. 49 (2H. 
m). 1. 55-1.69 (2H, m), 2.67 (3H. s), 2.87 (2H, t-like). 3.56 (2H, t. J = 6. 6 
Hz). 3.82 (2H, t. J = 4. 9 Hz), 3.96 (2H, t-like), 4.17 (2H. t, J = 4. 9 Hz), 
10 5.97 (1H, s). 7.00 (2H, d. J>=8. 6 Hz). 7.44 (2H. s). 7.51 (2H. d, J = 8. 6 
Hz), 7.63 (1H. s). 7.88 (1H. s). IR (KBr) v: 2926, 1674, .1530. 1495 cm" 
i 

2 4 6 

7- [4- 7xz;H -2, 3-ytFD-l-^ 

15 >V7W>- A-ts)V^>m.^)V (0. 3 0g) £THF (6. Oml) \Z 
mmV. tK?$T6 0%7jc^b^-hU^A (6 1mg) SriD*., tSHTlll#m 
Wlstc 2 u^JVZfw^-i H (0. 3 1ml) &m?Ltc'&. 6 0 TCKT 4 B f^i! 

20 fcgi £ £-> u ^y;^^ Q7h ^ ^ — (^\^+i->/^x5 i ;p= 4 / 1 ) 

KTttiSiU 7- [4- + 7x-JH -l-^D^;U- 

2, 3 - yt KP- 1 -'<>V7W>-4-%)l>tf>WL* : ?fr (0. 2 3 g) 
€#7Co 

'H-NMR (200MHz. CDC1 3 ) 8 0. 93(3H. t. J=7. 2Hz). 1. 33-1. 45 (2H. m). 1.54- 
25 1.65(2H, m), 1.75(3H. d, J=5.2Hz). 2. 71-2. 82 (2H. m). 3. 22-3. 27(2H, m). 

3. 55(2H, t, J=6. 6Hz). 3. 77-3. 82 (2H. m), 3. 81 (3H. s), 3. 88(2H, d, J=4. 4Hz). 
5. 220H. m). 5. 63(1H. m), 6. 85-7. 01 (3H. m), 7. 36-7. 49 (4H. m). 7. 77(1 H. s) 

2 4 7 

7- [4- (2-7*h + ylb*y) 7=c~)l] - 1 - 2 U^)V- 2 , 3 -V 



WO 00/76993 PCT/JPOO/03879 

266 

kFD-l-^//7t^>-4-AM>l^iK0. 2 2g) STHF(4. 
4ml)/^^;-JK4. 4ml) 1 Mfefcmitj- h U £ A ( 2 . 2 

ml) £2jn*-, 4 0tl:T6^S^Lfe. 1 Sa^&KTp H= 5 £ bfcgL 

mjETmm&^ftizmffaisfzo g^x^i^Ttoaiu ®m-kt&7k\zT$t&m. 

/gl^X^;!/ (=8/1) lCT*5fc#U 7- [4- (2-^F^>Ih+y) 7 
iZJH 3-ytHD- 1 -^>^/Tif tT>- 4 

>^ (1 9 8mg) £#fco 

'H-NMR (200MHz. CDC1 3 ) 6 0. 93(3H, t. J=7. 2Hz). 1. 34-1. 45 (2H, m), 1.54- 
10 1.65(2H, m). 1. 76(3H. d. J=5. 4Hz), 2. 82(2H. m), 3. 27(2H, m), 3. 55(2H, t, 
J=6. 6Hz). 3. 78-3. 83 (2H, m), 3. 89(3H. s), 4. 13-4. 18 (2H, m). 5. 23(1H. m), 
5. 66 <1H. m). 6. 88(1H, d, J=6. 2Hz), 6. 98(2H, d, J=8. 8Hz), 7. 38-7. 53(4H. m), 
7. 88 (1H. s) 

nmw 8 3 «k£®i 8 3 omm.) 

15 7 - [4- -l-^0^;i—2, 3-v 5 

t Fo- 1 -^>yy-t*tf>-4-^;l/^>^ (0. 2 0g) 5:DMF (3. 9 

m i ) \zmmi<. mttt—)v (8 2 m i ) ^\zt: immm&vtzc 
mmrmm^^^ n^nrcn^coTHFmm^. 4- o^;i/ (rh7tF 
Dtf^-;u- 4 — r;u) T^y^^;i/] 7-u> (1 1 img) , huxw 

20 ^> CO. 3 1ml) 0THF^ (3. 3ml) TK^TMTb, ^(CT 
$y'J^>*7A^D7h^77>f- (^XfJl//X^;-jP=4/l) 1C 

T*SS!b> -f V7°otf;i-X-^/S^mx^;KCT^f H L, 7- [4- (2- 
25 7*h + ylh^y) 7aiX;U] -1-^D^-N- [4- [N-^^;P-N- 
(^h^k Hnbf^>-4--r;U) T^/^fJH 7x"JH -2, 3-ybF 
D- 1 -^>yyiflf>-4-73;l/^^l7-a H (ft-£t)8 3) (9mg) 
'H-NMR (200MHz. CDC1 3 ) 5 0. 93(3H. t. J=7. 2Hz). 1. 25-1. 45 (2H. m). 1.53- 
1.78(6H. m). 2. 20(3H. s). 2. 68(1H. m). 3. 33-3. 43 (4H. m). 3. 55(2H. t. J=7.0Hz). 
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3. 59(2H, s), 3. 77-3. 80(2H, ra), 3. 88 (2H. m), 3. 98-4. 07 (2H. m). 4. 12-4. 18 (2H, 
m). 5. 24 (1H, m), 5. 62 (1H, m), 6. 68 (3H. s). 6. 90 (1H, d. J=8. 4Hz), 6. 97 (2H. 
d, J =8. 8Hz). 7. 27-7. 58 (7H, m) 
#%#J 2 4 8 

5 7-yot-2, 3 Ho- 1 -s<>V71£¥>- 4-%JV$>M*^)]s 
(2. Og) SI, 2-^DDI^> (70ml) izmMV. 1 V^)VT )V 
• fkF (3. 2ml), h UT-fe h^r->7jc^«-5m^-hU^A (5. 2 6 g) 

\zm?L. mm^Mzxmaivrco mn'kWKizxm:^. uiEi7^y>7Ai: 

— (^t7->/^x^;U=6/i) i:xiil> 7 -^u=e- l-ry 
7^)V-2, 3-i^fc h'D- 1 -^>yTifbf>-4-^;P#>^^^;P (1. 
8 2 g) £*#7Co 

'H-NMR (200MHz. CDC1 3 ) <5 0. 92(6H, d, J=6. 6Hz), 2. 03(1H, m). 2. 77-2. 82 (2H, 
15 m). 3. 10(2H. d. J=7. 4Hz). 3. 21-3. 26 (2H. m). 3. 80(3H, s), 6. 71 ClH. d. J=8. 8Hz), 
7. 19-7. 26(1H, m). 7. 42(1H, d, J=2. 6Hz). 7. 58(1H. s) 
###J 2 4 9 

7 -Zfu^- 1 -<y^;H2, 3-^b Hp- 1 -^>\/Tifb!>- 4 - 

*)i,#>m.*^;i (o. 9 0g) s h;i/x>/x^y-;u/7K (=10/1/1. 

20 4 1ml) Kigfl¥U 4- (2-7"D^yXh + y) 7 jl—MZoM (0. 7 
2g) , mmXVvA (0. 8 1g) SJOA., 7^>#i^T3 0M^lfe. 
fh7^XhU7i-M77^>/ , ?7y , 7A (12 3mg) £iP*., 1 4 NFfe 6 ] 

25 #f.nfc^^yU^*7A^D7h^77^- e\^>/^X5 L ;i/= 
8/1) KlTffiKU 1 — rV^5 1 ;b-7- [4- (2-7"D^>lh + y) 

7i-jW - 2, 3-yt Ho- i -^>i/yiftf>-4-7j;^>m^^;K0. 

7 9 g) 

'H-NMR (200MHz. CDC1 3 ) 6 0. 94(3H. t, J =7. 2Hz). 0. 95 (6H. d, J=6. 6Hz). 
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1.57-1. 72C2H. m), 1. 98-2. 15 (1H, m), 2. 80-2. 85 (2H, m), 3. 16(2H. d, J=7. 2Hz). 

3. 27-3. 32 (2H. m), 3. 51 (2H, t. J=6. 6Hz), 3. 78-3. 83 (2H, m), 3. 81 (3H. s), 

4. 13-4. 19(2H. m). 6. 89(1H, d, J=8. 8Hz). 6. 95-7. 00 (2H, m), 7. 39 (1H, dd. J=8. 8. 

2. 2Hz). 7. 43-7. 49 (3H, m), 7. 77(1 H, s) 

5 IR(KBr) 2961. 2870, 1701, 1607, 1499. 1248. 1180. 927, 820cm-' 
#^#J 2 5 0 

1 — fV^-7- [4- (2-yP^->Xh*y) 7i-JH -2, 3 
-i^b Ho- 1 -OV7^>- 4-tl)V^>m^)V (0. 79g) ^TH 
F (15. 8ml) (15. 8ml) im^Kmt^h 

10 U^A (7. 9ml) MWZX 2 0 mmm.W\^tz. l^MCTpH 

%k-£&^*-y->/mM^)i (=6/D j-t&^u i — rv^;u- 1 - [4 

- (2-^D^yih+y) y -2, 3-yhFD-l-^>77t* 
15 t!>-4-^;^>m (0. 5 7g) » 

'H-NMR (200MHz. CDC1 3 ) 6 0. 95(3H. t. J=7. 2Hz). 0. 96(6H. d. J=6. 6Hz). 

1. 59-1. 7K2H. m). 2. 00-2. 17(1H, m). 2. 80-2. 86 (2H, m). 3. 19(2H. d. J=7. 2Hz), 

3. 30-3. 35 (2H. m). 3. 52(2H, t. J=6. 6Hz). 3. 81 (2H, 1. J=4. 8Hz), 4. 17(2H, t, 
J=4. 8Hz). 6. 90OH. d. J=8. 8Hz). 6. 98(2H, d. J=8. 8Hz), 7. 38-7. 53(4H. m). 

20 7. 89(1 H, s) 

1 — rv^;i/-7- [4- (2-^D^ylh + y) 7i-)W -2, 3 
HO- 1 -s<>*/7-t£¥>- 4-tUl#>M. (0. 5 7g) £THF (1 
1. 4ml) WJ;^D7<H (0. 2 3ml) *$M7L, ^iSlC. 

25 xmtPeim^L^. mi£Tmm&m£v. m^nrzm^(DTHFmm^, 4 - o 
^)i> iy- K^t Hotf^-;i—4 — r;u) 7^;^^] 7-uxo. 3 3 g) , 

h'JX^7 5> (0. 9 4ml) ©THF^i (9. 9ml) tKJ^T^T 

u ^icti 4mmm&vtz. R^m^K^izm^ mm^Mzx^vrzo 
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= 4/1) izxmmL. ^w>/rsx^uit^si« i-<v^- 

N — [4- [N-*3MW-N- (fh7t Hotf^>-4 — T^) 757 
7x-;H - 7- [4- ?:n-;H -2, 3->>t 

5 KD- 1 -^>^-t*k'>-4-#;M?=HJ-5 K (^#J8 4) (0. 5 6 g) 

'H-NMR (200MHz. CDC1 3 ) 6 0. 94(3H, t, J=7. 2Hz), 0. 97(6H, d. J=6. 6Hz). 

1. 62-1. 82 (6H. m). 2. 00-2. 17(1H, m). 2. 20(3R s), 2. 64(1 H, m). 2. 87-2. 95 (2H, 

m), 3. 18(2H, d, J=7. 4Hz). 3. 30-3. 43 (4H, m). 3. 51 (2H, t, J=7. 0Hz), 3. 56(2H, 

10 s), 3. 78-3. 83 (2H, m), 3. 99-4. 07 (2H, m), 4. 13-4. 19 (2H. m). 6. 91 (1H, d, 
J=8. 8Hz). 6. 97 (2H. d, J=8. 8Hz). 7. 27-7. 57(1 OH. m) 
IR(KBr) 3303. 2957. 1636. 1607, 1499, 1244. 1122, 926. 812cm" 1 
7imtttit C 39 H 5I N 3 0 4 Calcd. C, 74.85 ; N. 6.71 ; H. 8.21 : Found. C. 74.69 ; 
N. 6.92 ; H. 8.34 

15 ###J 2 5 1 

7 -y'u^- 1 VZ??-)V- 2, 3 -Vc Fa- 1 -^>VTift?>- 4 - 
Ji)V#>m.*^)V (0. 9 0g) *h)\<2L>/JL? (=10/1/1. 
4 1ml) izmmis. 4- + 7 ^~MZ-?m (0. 76 

g) , m^u^a (o. sig) ^jq*., 7)V3>mmm.T3 oftm&vfro 

20 fh7^h'j7x-M77^Wl7y')A (12 3mg) ^M, 1 4 P#Ra 

8/1) (CTfflMb, 7- [4- (2-7F^yX^-» 7iz;W - 1 --f 
25 77^-2. 3-->*tFa- 1 -^>^T-tlhf>-4-^;i/^>^^^;U (0. 
7 5 g) £*#7Co 

'H-NMR (200MHz. CDC1 3 ) <5 0. 93(3H. t, J=7. 2Hz). 0. 95(6H. d. J=6. 6Hz). 
1.37-1.67(41 m). 2. 260H, m). 2. 82 (2H. m). 3. 17(2H. d. J=4. 8Hz). 3. 30(2H. 
t. J=4. 8Hz). 3. 55 (2H. t. J=6. 6Hz). 3. 77-3. 83 (2H. m). 3. 81 (3H. s). 4.13- 
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4. 18(2H. m), 6. 89(1H. d, J=8. 4Hz), 6. 94-7. 00 (2H, m). 7. 36-7. 52 (4H. m). 
7. 77C1H. s) 

IR(KBr) 2959. 1703. 1607. 1499. 1244. 1181. 814cm" 1 
2 5 2 

5 7- [4- (2-^h^>I^y) yx.~)l] -\-^V^)V-2, 3- 
yt Kn- 1 -^>V7^f^>-4-^)V^>m^^)l (0. 7 5g) ^THF 
(15. 0ml) //^y-JV (15. Oml) fcigflPU 1 ^TKBI-fb^" h U 
£A (7. 5ml) £JJP*., *«KlT 2 0 WrHHJUtLfc. lMHl:TpH = 

££r^-tf>/@1^X3MU (=6/1) l~TSfc#U 7- [4- (2-^h^v 
Ih^y) -1-^7^-2, 3-5?kKD - 1 -^Ol/Xift! 

>-4-;fc;M$>& (0. 6 1 g) £*#7io 

'H-NMR (200MHz. CDC1 3 ) d 0. 93(3H. t. J=7. 0Hz). 0. 96(6H. d. J=6. 6Hz). 
.15 1.34-1. 47 (2H. m). 1. 54-1. 66 (2H. m). 2. 08OH, m). 2. 79-2. 85 (2H. m). 3. 19 (2H, 

d. J=6. 8Hz). 3. 30-3. 35(2H. m). 3. 56(2H. t. J=6. 6Hz). 3. 81 (2H. t. J=4. 8Hz). 

4. 16(2H. J =4. 8Hz). 6. 90(1H. d. J=8. 8Hz). 6. 98(2H. d, J=8. 8Hz). 7. 38-7. 53(4H. 

m). 7. 89 (1H, s) 

HM0J8 5 Ut&® 8 5 ©«ifi) 
20 7 - [4- (2-7"h + yIh*'» ~7 -l-fV^- 2, 3- 

5>fc Hn- 1 -^>V/7-bTtf>-4-*;i/^>^ (0. 6 0 g) £THF (12. 
Oml) \zmMls> t^UMD7< H (0. 2 4ml) SriPA, ilCTl 

ISIHHtJfcLfc. MEET*£$£P&3cU t#£nfc^£cDTHF?«£, 4- 

;U (^h^k Hotf^n;l/-4-< )V) T^St^M 7-U > (0. 33g) , 
25 h'JX^Jl/T5> (0. 9 6ml) ©THFigt (9. 6ml) tK^T^T 

L, ^ffifcTl 4B#H*#L&. ^jfctt&TK^fciP*.* ftSlx^HCTifflb^. 

= 4/1) KlTttlHU ^*^>/»fi&X^'WC:Tf?*g||U 7- [4- (2- 
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^h + yXh+y) -1 — fV^-N- [4- [N-*3\M/-N 

- (fh7t KPtf^>-4 — UV) 7S/^fJV] 7iZJH -2, 

FD _ ]_ _^>^/7-t?tr>-4-^;U^^+f-^ H Ofc-&#l8 5) (0. 4 9 g) 

5 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t. J=7. 2Hz). 0. 97(6H, d. J=6. 6Hz), 

1. 33-1. 46(2H. m). 1.54-1. 77 (6ft m). 2. 07(1H, m), 2. 20(3R s), 2. 64(1H, m). 

2. 88-2. 95 (2H. m). 3. 1 8 (2H, d, J=7. 4Hz), 3. 30-3. 43 (4H, m), 3. 51-3. 59 (2H. m), 

3. 56 (2H, s). 3. 77-3. 83 (2H. m), 3. 98-4. 07 (2H, m). 4. 12-4. 18(2H. m), 6. 91 (1H. 
d, J=8. 8Hz), 6. 99(2H, d, J=8. 4Hz), 7. 29 OH. d. J=8.4Hz). 7. 36-7. 58 (9H, n) 

10 IR(KBr) 3303, 2955, 1636, 1597, 1499. 1242. 1121, 926, 812cm-' 

Ttmftffi C 40 H 5 ,N 3 0 4 Calcd. C. 75.08 ; N, 6.57 ; H, 8.35 : Found. C. 74.99 ; 
N, 6. 69 ; H. 8. 16 
2 5 3 

7 -zfu^E- 2, 3 -5?k PD- 1 -'<>V7W>-4-l}J\'-#>&*3 L )l' 
15 (1. 7g) fcl, 2-y^ODl3'> (60ml) \zMffiV, -YV^>^;UT 
j^kH (3. lg) , hUT-bb^->7K^b{3-5^^hU^A (4. 5 g) & 
JD*., tiSCTl 2B#Ppim^Ufe. «JET«»*I»^U. %*>tl1t&i£ Zfc^lZ 
1JDX-T> Be&X^JHCTiflfcBbfc. tSfDA^TKtCTgfe^, aS^^y^AK: 

20 ^7^- (^1J->/»KX^;P=-5/l) KTfllfiU 7-7*Ot-l-' fV 
^ > ^ ;p _ 2 , 3 -5?fc HP- 1 -^>\7Tifkf>-4-*;W^>^^5 1 ;i' (1. 
8 4 g) *ntZo 

'H-NMR (200MHz. CDC1 3 ) <5 0. 95(6H, d, J=6. 2Hz). 1. 48-1. 62 (3H, m), 2. 79(2H, 
t. J =4. 4Hz), 3.2K2H. t, J=4. 4Hz), 3. 24-3. 33(2H, m). 3. 80(3H, s), 6. 68 OH. 
25 d. J=8. 8Hz), 7. 20-7. 26 OH. m), 7. 41 OH. d. J=2. 2Hz). 7. 56 OH, s) 
##0!! 2 5 4 

7 -y n ^E- i — f V^>5 L ;i'- 2, 3 -z/fc HP- 1 -^>V7if kf>-4 
-^;l/^>^E^^;W (1. 8g) ^THF(36ml)/^^;-A (36ml) 
fc*#U ll^ftth'J^A (18ml) £JD;t, S»fcT2 4P#W«# 
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7 --Ju=e- i — r v^>^;i/- 2, 3 -v>h kp- i -^>yziftr>- 4 - 
5 #;i^>^ (i. 5 i g) zntzo 

'H-NMR (200MHz, CDC1 3 ) 6 0. 96(6H, d, J=6. 2Hz), 1. 52-1. 71 (3H, m), 2.78- 

2. 84(2H. m). 3. 21-3. 26 (2H, m). 3. 32(2H. d, J =8. 2Hz), 6. 69(1H. d, J=8. 8Hz), 
7. 22-7. 290H. m). 7. 43(1H, d, J=2. 2Hz), 7. 68(1H, s) 

#%#J 2 5 5 

10 7 —Zfu^E— 1 —4 V^>^JH 2, 3 ->?t HP- 1 -^>VTiftT>-4 
-^j;i/^>m (1. 5g) £DMF (3 0ml) fc*#U mttt—)V (0. 
8 4ml) £JoA, MKT 1 I^W«^bfc. «JBET««E*W6*b» fie>nfcS5 
$0THFigi$, 4- (-xh^fc Fahf^-;P-4 — 7$;^ 

7xU> (l. 04g) . h'JX^7^> (3. 2ml) ©THFili 

15 (2 0, 8ml) MUlZX 1 6 PtlSJflMfcbfc. S^SttK* 

Kin*., B^Kx^tTttmbfc. t&fn^TKl-TSfcff^ ^gr^*>"^AK 

77j— Mx^/x^y-^3/1) ttiisb, 7-^nt-i — r 

V^>^;U-N- [4- [N-*3M1/-N- (-r-h^t h*Dtf^>-4--f ;w) 
20 7$y/^H 7i-JH -2, 3-i^h FD- 1 -^>^/Tiftf>-4-^;W 
tf^riJ-^ K (1. 3 5 g) £t#7c. 

'H-NMR (200MHz. CDC1 3 ) <5 0. 96 (6H. d. J=6. 2Hz), 1. 54-1. 86 (5H. m). 2. 21 (3H, 
s). 2. 66(1H, m). 2. 88(2H, m), 3. 26(2H. m), 3. 28-3. 44(2H, m). 3. 57(2H. s), 

3. 98-4: 1 1 (2H. m). 6. 70(1H. d, J=8. 8Hz), 7. 18-7. 40(3H, m). 7. 54(2H. d. 
25 J=8. 4Hz). 7. 64 (1H. s), 8. 02 (1H. s) 

mm 8 6 (itttvo 8 6 <omm) 

7 -T'Dt- 1 --r7^>^;i/-N- [4- [N-^;U-N- (f h7tH 
□ tf^>- 4 — r;W 7xZJH -2, 3-yhKP-l-^> 

VT-tf tf>- 4-#;i^*-tJ-^ F (o. 6 6g)5 h;ux>/x^y-;p/7K (= 
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10/1/1, 3 1. 5ml) K**U 4- + 7*. 

-mzowl (o. 3 3g) , mwtxvvi* (o. 3 7g) 7)vzi>mm 

^T3 0#Jt#b7c o rh7^HJ7i-^X7^ >A°^v^7A (5 6mg) 

lib, 1— fV^>^-N- [4- [N-^^-N- (^h^fc Kotf^> 
-4— fJW T^y ^^;H 7i^V] -1- [4- + 
7i -jH -2, 3-^tHO-l-^>V7iftf>-4-*;^4r-y-^K Mb 

8 6) (8 0mg) £^£io 
'H-NMR (200MHz, CDC1 3 ) 6 0. 94(3H. t. J=7. 4Hz), 0. 96(6H. d, J=6. 0Hz). 
1. 54-1. 76(6H, m), 2. 21 (3H. s). 2. 680H. m). 2. 89 (2H. m). 3. 30-3. 50 (9H, m). 
3. 51 (2H. t. J=6. 2Hz), 3. 58 (2H. s), 3. 98-4. 07 (2a m). 4. 15(2H. t. J=4. 8Hz). 

6. 65(1H. s). 6. 70-6. 81 (1H. m), 6. 88(1H. d. J=9. 2Hz). 6. 96(2H. d. J=8. 6Hz), 

7. 30-7. 69 (9H. m) 

IR(KBr) 3312, 2953, 2867, 1644. 1605, 1501, 1244, 829cm M 

7 _y Dt _l_^V^>5 1 ;>-N- [4- [N-^^l'-N- (^ h ^ t F 
Ptf^>-4--f;l/) T^y^^] 7xx;H -2, 3-ytFD-l-^> 
yr-iikr>-4 -^JJl/^^iT-a K (0. 6 6 g) £ h;UX>/X;5? / — 7I//7.R (= 
10/1/1, 3 1. 5ml) \zmmV> 4- (2-7"fmh^-» 7xX 
;W358£ (0. 3 5g) , i%m*VV& (0. 3 7g) SriJPA, 7;lo*>f?B^ 
T3 0#JfJ$L£:o f h 7=^7 h U 7i^*X7^f >/t7y7 A (5 6mg) 

^;p/x*y-;u=3/i) KtttSlLfc. Btttx^;nc»#U 5»bt»& 
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HU 7- [4- (2-7> + ->X^-» - 1 V^>^;b-N 

- [4- [N-*^;U-N- (rh7kh*ofc?7>-4 — C^) T^y^fJH 
7i^] -2, 3-ytHD-l-^> 4 /7fe>-4-*M^$F Mb 
5 ^8 7) (7 4mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J =7. 2Hz), 0. 98(6H. d. J=6. 2Hz). 
1. 33-1. 45(2H, m), 1. 54-1. 75 (6H, m), 2. 21 (3H. s). 2. 67(1H. m), 2. 85-2. 92 (2H, 
m), 3. 30-3. 43 (9H, m). 3. 55 (2H. t, J=6. 6Hz), 3. 58 (2H. s). 3. 77-3. 83 (2H, m), 
4. 00-4. 06(2H. m). 4. 12-4. 17 (2H. m). 6. 66(1H, s), 6. 89(1H, d. J=8. 8Hz). 
10 6. 97 (2H, d. J=8. 8Hz), 7. 29 (2H. d, J=8. 4Hz). 7. 38-7. 63 (7H. m) 

IR(KBr) 3328, 2957, 2870, 1642, 1607, 1503. 1242, 1140, 823cm-' 
#%#| 2 5 6 

7- [4- (2-7'h^yXh + y) y 3L~)l] -2, 3-ykh'O-l-^ 
>V7-\l\i>- 4-^)V-^>m^^)V (0. 70g) ^rTH F (14. Oml) 

15 ciisi, ox:\zx& o %7km<t7-hWJ± (i42mg) &unx.mM\zTi 

mmtitWlrfro 1 -y~n^- 3 - 2 (0. 8 3ml) £iD*.. 

20 ^;U=4/1) lCT«mU 7- [4- (2-:7>^>Xh*:» 7i^H - 
1- (3-^^)1- 2-7*^~Jl) -2, 3 Hn- 1 -^>y7"fe*tr>- 

4 -#;i^>^p^;l/ (0. 7 1 g) £*#7c. 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, d. J=7. 2Hz). 1. 33-1. 45 (2H, m). 1.54- 
1. 68(2H, id), 1. 75 (3H, s), 1.78(3H, s), 2. 78-2. 83 (2H, m). 3. 19-3. 25 (2H. m). 
25 3. 55(2H. t, J=6. 6Hz), 3. 77-3. 80(2H. m), 3. 93 (2H. d, J=6. 2Hz), 4. 10-4. 18 (2H, 
m), 5. 32(1H, m). 6. 86(1H. d, J=8. 4Hz), 6. 97(2H. d. J=8. 8Hz), 7. 37-7. 52(4R 
m), 7. 76 (1H, s) 
###J 2 5 7 

7- [4- (2-7*^yl^y) yx.-)V\ -1- (3-^^-2-^ 
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xx;U) -2, 3-^kHn-i-^>\/7i?t:>-4-M3l?>»^ (0. 
7 0g) £THF(1 4m (14ml) KligflPU 1 
•fhWA (7. 0ml) ^JDA, £*&KT2 4P#|Bjfl!#Lfc. l«tjfi»l:T 

ftfeSSfc^^/StHIX^M/ (=6/1) fcTife#U 7- [4- (2-:/ 
h^ylh^y) -1- 2 M -2, 

t FO- 1 -^>\/7-iffc?>-4-#;i'#>& (0. 4 6g) 
'H-NMR (200MHz. CDC1 3 ) 6 0. 93(3H, d. J=7. 2Hz), 1.35-1. 47 (2H. m). 1.54- 
10 1. 65 (2a m), 1. 76(3H, s), 1.79C3H. s). 2. 79-2. 85 (2H. m), 3. 21-3. 29 (2H, m). 
3. 56 (2H. t, J=6. 6Hz), 3. 78-3. 83(2H, m). 3. 95(2H, d. J=5. 8Hz). 4. 13-4. 19 (2H, 
m), 5. 33(1H. m). 6. 87(1H, d. J=8. 4Hz), 6. 98(2H. d, J=8. 8Hz), 7. 38-7. 54 (2H. 
m), 7. 47(2H, d, J=8. 8Hz), 7. 89(1H, s) 

mmm 8 8 itt&m 8 8 e>mm) 

15 7- [4- 7 -1- (3 - t^Jl- 2 -7 

t--;U) -2, 3 KD- 1 -^>VTif tr>-4-*Jl/^>m (0. 4 5 

g) £THF (9. 0ml) fcflWBU ^-^tf U d ^-T H (0. 18ml) 
Sin*., MlCTll$rafll#Ufc. «EET*«t*»*b, IISnfcS^OTHF 

4- (fh7t Hntf^-;u-4 — r;w m 

20 >J > (0. 2 4 g) , h UXW$> (0. 70ml) ©THFM (7. 2 

mi) (c, Tk^TfiTb. mkti 4mnm.&Lfc. Kfom*7k*\zto?L. m 

MffTO^i^t. #bn^$$y'J*y;V*7A^D7h^77^- (St 
j^X^k/X^/— ;b=4/l) icTttSHU ^ItV/BtBSx^-jMCTSIgil 
25 U 7 - [4- (2-7>*yl^y) 7xZJH - 1 -f Vt/^-N- [4 

- [n-*^;u-n- (fh7k KDtf^>-4 — r;w 7sy^fji/] 7i- 

Jl/] -2, 3 -V\L Ho- 1 -^>y7iff>-4-*;l/^^^ H «fc£#>8 
8) (0. 3 3 g) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, d, J=7. 2Hz), 1. 33-1. 45 (2H. m). 1.54- 
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1.67(6H, m). 1. 77(3H, s), 1. 80 (3H. s). 2. 21 (3H. m), 2. 65(1H, m), 2. 91 (2H. 
m). 3. 25-3. 44(4H, m), 3. 55(2H, t, J=6. 6Hz), 3. 57 (2H. s), 3. 80(2H, 1. J=4. 8Hz). 
3. 95(2H. d, J=6. 2Hz), 4. 00-4. 08 (2H, m). 4. 16(2H. t. J=4. 6Hz), 5. 34(1H, m). 
6. 89(1H. d. J=8. 8Hz), 6. 97(2H, d. J=8. 8Hz). 7. 27-7. 56(1 OH. m) 
IR(KBr) 2926. 2865, 1703. 1607. 1499. 1244. 1 181. 814cm- 1 
7tMft$t C 4I H 53 N 3 0 4 Calcd. C. 75. 54 ; N. 6. 45 ; H. 8. 19 : Found. C. 75.39 ; 
N. 6. 40 ; H. 8. 03 
##M 2 5 8 

2 - Ih^yl^;-^ (2 2. 8 g) £THF (2 2 8ml) \zmffiV. 0*C 
IZT h UIW$> (49. 3ml) , ^^>XM^D7^ F (23. 
6ml) SrJn^T, tlS{:TlP#F«Lfc. Kfom***\ZlX\7i, g^X^;U 

(cTttf±}b^:„ mm-ki&7MzT$c&m. i&M-?y*>«y&\zTm.&ufc 0 meet 

mm (3 0. 0 g) , 6 0 %*m<ti- MJ^A (10. l g) OTHF^ (4 

5 0mi) k«tfl&. 6oti:Ti6^rwu m&iztftmm. h^^tk 

tplziuX, lMfeykmitj-hVOA (5 0ml) &lm7LTffiM3L^)\,\ZT&c&ls 

fz. lMfemmzxtptai,. mMJLT-MzxmitiLfco m^^mm-rv^^i^ 
7kmm\zT$t&is. ^m^^^^^Aizx^tmvrco HETM^ist, 
tittz-z^mt^^vy (5 4. 6m i ) izmmi>. mmm. (3. 23mn . 
ffcm-?tf*i"y& (2 8. 3g) o)mt^u>mm (2 7 3mi) k^ti^o 

2-*3-)\,-2--ZtU)\J-)\, (2 8. 1ml) ^Jp^., ^(CT 1 8 ffi^Jf # 

sts^ ^o^7K{cT^#b> ^m^if^^h\zxm.^fzo ffiEETrnm* 

xep;p=6/i-5/i) {-Tfl^L, 4- [ (^>>?;^^i>7j;^x;i,) (2 

-Ih + yl^W 7^7] SS^ tert-^JK8. 7g) 
■H-NMR (200MHz. CDC1 3 ) <5 1.20(3H. d. J=7. 4Hz). 1. 44(9H, s). 1. 71-1. 82 (2H. 
m), 2. 27(2H. t. J=7. 2Hz). 2. 64(2H. t, J=7. 4Hz). 2. 72-2. 81 (2H. m). 3. 50(2H. 
q. J=7. 4Hz). 3. 50-3. 56 (2H. m) 
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2 5 9 

tert-^fJI/ (8. 7 g) (8 7m 1 ) Kigflpu 10%/t7 

W (0. 8 7g) SUD^, 7jc^HHMT3P#p B m^bfec -fe^ 

Bfc£U 4- [ + 757] g§8l t e r t-zT^-)V (5. 

5g) £#7c 0 

'H-NMR (200MHz, CDC1 3 ) 6 1.26(3H, d, J=7. 0Hz), 1.43(9H. s). 1. 77-1. 87 (2H, 
m), 2. 18-2. 27(2H. m), 3. 31-3. 57 (6H. m). 5. 13(2H. s), 7. 32-7. 37 (5H. m) 
10 2 6 0 

4- [ (2-lh+yX^W 75 7] iSI tert-^JK5. 5 g) 
£DMF (4 3. 9ml) IZMML. 5-7'ot-2-7MD^>X7^Tt 
H (4. 4g) &1m7LTc'&. wmtlWI* (3. 6g) £2)0*., 9 0ttT60 

^f B »Lfc. w^znn^t. Kfom&7k^\zmz.. mmx.^-jv\zxmiavrco 

15 t&fq&i&zKKTSfcffHg, tiLm^tf^i/O&lZT&mistz. METii^iSb, 

6/l-*5/l) iZTmmis. 4- [4-7'Dt (2-Ih^yIfJW - 2 - 
*J^^7-'J/] t e r t-y^;P (2. 3 g) £t#7c„ 

'H-NMR (200MHz, CDC1 3 ) <5 1. 12(3H. d. J=7. 0Hz), 1. 41 (9H, s). 1. 76-1. 81 (2H, 
20 m). 2. 16-2. 24(2H. m), 3. 23(2H. t, J=7. 4Hz). 3. 28-3. 39 (4H. m). 3. 37(2H. q, 
J=7. 0Hz), 3. 43-3. 49(2H. m), 7. 14(1H, d. J=8. 6Hz). 7. 59(1H. dd, J=8. 8, 2. 6Hz), 
7. 91 (1H. d, J=2. 4Hz), 10. 30 (1H. s) 
2 6 1 

4- - 2 -7fr)ls.jUT— 'J / 3 MM t 

25 ert-y^;U(0. 2 4 g) £ h;i/X> (4 . 8m 1 ) /2 -*^;|/- 2 

PAV-;U (0. 4 8ml) l:gj|U tert-7h+->H (72 

mg) £iDA, lOOtllTl^l^ffe. tLWiZ^mk. K$M?t7^\Zl$\ 
A, ^X^;KdTffl{liL^ 0 ^fD^7jc(ZT^fe^, ^m^^^z^yAiZXtt 
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<^*tf>/IH6x^;U=6/l) fcT«f«U - (2-X 

h*-->x^;w -2, 3--^t kd- i -^>yy-t?e>-4-#jM*>& t 

e r t (0. 1 5 g) 

'H-NMR (200MHz. CDC1 3 ) <5 1.2K3H. t, J=7. 0Hz), 1. 53(9H. s), 2. 76 (2H, t, 

J=4. 4Hz), 3. 26(2H, t. J =4. 4Hz). 3. 44-3. 54 (2H, m). 3. 52(2H, q. J=7. 0Hz), 

3. 62-3. 69(2H, m), 6. 82(1H. d, J=8. 8Hz). 7. 220H, dd. J =8. 8. 2.6Hz). 7.39 0H. 
d. J =2. 2Hz). 7. 46(1 H, s) 
2 6 2 

7 -r/n^E- 1 - (2-Ih+yl^) -2, 3-S?kKD-l-^>»/7 

•i?tT>-4-*;i/sl?>tt tert-^JMl. lg) S»8i^K2 2m 
1) IdiSttPU i^HT4ifM/»X^ (11ml) §JpAT2 4l^ra 

mwvtz.* mmmm^m^ pH=4itm p»x3 L ;i/icTffltfii,£. & 

e»nfe^$$r^th>/^X^;P (=8/1) ICT^U 7-yD^-l- 

-2, 3-fxtHP-l-^>yTiftT>-4-^;U^ 

>®! (0. 7 3 g) 

'H-NMR (200MHz. CDC1 3 ) <5 1. 21 (3H. t. J=7. OHz). 2. 82(2H. t. J =4. 4Hz), 3. 30(2H. 
t. J=4. 4Hz). 3. 51 (2H. t. J=4. 4Hz). 3. 52(2H. q. J=7. OHz). 3. 67(2H. t. J=5. 2Hz). 
6.85 0H. d. J=8. 8Hz). 7. 23-7. 29 (1H. m). 7.440H. d. J=2. 2Hz). 7. 69(1 H. s) 
###J 2 6 3 

7 -~?U=E- 1 - -2, 3-ytHP-l-^>77 

-fcft:>-4-#;^>g£ (0. 7 3g) £DMF (14. 6ml) fc»#U 4£ 
fc^-t-fr (0. 3 9ml) SrjDA, MfcT lBf W«#Lfc. «JBETa§tf»*Bfc 
£U #StlfcH$OTHFi^$, 4- (5=-h^t h*D tf^~;U-4 

T^/^^;H 7-'J> (0. 53g) , h'JlW$> (1. 5m 
1) ©THF8« (15. 9ml) SkftTiffiTU WfcT2«rMft# Lfc. 

KiD A, ItKx^^TffltiiLfc. fcT8fe#|& fifeB^ 

A^D7hi/77^- (gmx^;u/x^ y -;u= 3 / 1 ) fcxttmu 7 - y 
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D^E-i- — N— [4- [N-*^;U-N- 

HD^>-4- r;i/) 7=*/*^;U] 7xzM -2, 3-ybFu-l-^ 
>y7ife>-4-*;^^-^$ H (0. 6 6g) £fffc. 
'H-NMR (200MHz, CDC1 3 ) <5 1. 21 (3H. t, J=7. 0Hz), 1. 63-1. 82(4H, m). 2. 20(3H, 
s). 2.64C1H, m). 2. 87-2. 96 (4H. m), 3. 31-3. 38(4H. m). 3. 47-3. 58 (2H, m), 
3. 56(2H. s). 3.64-3. 70(2H, m), 3. 97-4. 09(2H, in). 6. 85(1H. d, J=8. 8Hz), 
7. 19-7. 32(4H, m). 7.40OH. d, J=2. 6Hz) . 7. 50-7. 56 (2H. m). 8. 01 (1H, s) 

mmm 8 9 at&w 8 9 num.) 

7 -y'u=E- 1 - — N— [4- [N-*3MU-N- 

h^t Kotf^>-4--f ;P) 7$/*3S>I/| :7^x;i/) -2, 3-ytFD- 
l-^>VT1£l£>-4-fj)U#*+y$ K (0. 32g) £h;Ux>/x^/- 
^/tK (=2 0/1/1, 14. 3ml) lC*£8¥U 4- 

7x-;US-5ji? (0. 16g) , m.m*W2>. (0. 1 8 g) £JD*., T 
;Urf >#HMT 3 0 Ltc 0 fh^XMJ 7xzM7 7 ^ >/t^*7 A 

(2 7mg) ^n*., 1 4B#r^P^iliiftLfco S^^TK^tC^n 

a, ^x^;u^t«&£±jutco m%}itm7MzT$c&m. ^m^^^^tf^zxm. 

^- (gtg£x5r;u/x^y-;u=3/i) icT«®}b7c„ gf:Bgx5r;i4c?gfl?u 

5ilbT#^n7c^$r, METM^iSL, -< V^D kf^X-^/gl^x 
^MCTSSSSU 1- (2-If + yifjl.) -N- [4- [N-^^;i/-N 
- Or-h^t KDlf ^>-4--f^) 7^y^^] ^x~;U] -7 - [4- (2 
-7*D^yih^y) 7x-JW -2, 3-yk h'o - l — ^> VX-tz t?> — 
4-7j;M^-=« F (YI^$|8 9) (6 0mg) ^ffe. 

'H-NMR (200MHz. CDC1 3 ) (5 0. 94(3H. t. J=7. 2Hz). 1. 59-1. 80(6H. id). 2. 21 (3H. 
s). 2. 650H. m). 2. 92(2H. m). 3. 22-3. 69 (8H. m). 3. 57(2H. s). 3. 69-3. 73 (2H. 
m). 3. 78-3.84(2H. m). 3. 99-4. 1 7 (2H. m). 4. 16(2H. t, J =4. 8Hz). 6. 69(1 H. s). 
6. 95-7. 03 (3H. m). 7. 30-7. 56 (9H. m) 
9 0 (4k&W) 9 0 (DWt) 
•7-^D^E-l- (2-Xh^yl^) -N- [4- [N-*^;U-N- (7- 
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K7bKDtf5>-4- fJl) 7x-jH -2, 3-yth'D- 

1- ^>y7iftf>-4-*;utf*-*sK (0. 32g) £h;px>/x^ y- 

)V/* (=2 0/1/1, 14. 3ml) tCi£a?U 4- 

<» ^x-;uja-5^ (o. ng), mmxvyj* (o. ug) 

7m g ) ^jpx., i 4mmiummmvtzo muiz^m^ K^m^y^izm^.. 

^X^KCXlfitaLTc. ^f0^7jctCT^fe#^ ^V^5>r7A{CT^b 
fee ZiiET^^^L, H^nfcS^$yiJ*7 i ;^7A7D-7K7*77^- 
(^x^/x^y-;i,= 3/l) CTHIL^. ^x^UtC^b, 
10 LTf#£*i;t?g?&£, METM^iSL, -f y^p tf^X-^U/^x^U 
{3TS^Bb> 7- [4- (2-7h+yXh+y) 7irjH - i - (2-X 
h^vX^P) — N— [4- [N-^^-N- (7=- h^t KPtf^>-4-< 

;u) 75y^^;H 7i-jh -2, 3 -s^t kd- 1 -^>!/T-t?tf>-4- 

TJJM^tT-^ H (it^9 0) (1 5mg) £f#/r„ 
15 'H-NMR(200MHz, CDC1 3 ) 6 0.93(311, t, J=7. 2Hz). 1. 23(3H, t. J=7. 0Hz). 

1. 29-1. 45(2H. m), 1. 54-1. 75 (6H, m), 2. 21 (3H. s). 2. 65(1H. m). 2.92(2H. m). 
3. 30-3. 44(4H. m), 3. 50-3. 60 (4H, m), 3. 57(2H. s). 3. 67-3. 72 (2H, m), 3.98- 
4.07(2H. m). 4. 13-4. 18 (2H, t, J=4. 8Hz). 6. 70(IH. s). 6. 95-7. 03 (3H. m), 
7. 27-7. 55 (9H. in) 

mmm 2 6 4 

2- *h*~>JL?y-JU (20g) ^TH F (4 0 0ml) IzmML, 0°Clz 
TK'JX^l/T^y (4 7. 6 m 1 ) , 4 - z/*^)VT5. J fcT U iS> ( 9 . 6 6 

g) , p-h;px>x;^-;^D7<H (6 0. 2 g) £2jd*.t, ^{ct2 
^^^^> t#£>n*i8l££, 4- [ (^>^^v7j;i/^x;i/) 75/] 

mm (30. 2 g ) , 6 o%7m<tj-hv<y& (10. 2 g ) cdthf^ (4 

5 3ml) KfiTFLTCo 6 5tl:T2 4if B »U HE^fCftip^, £j«£7j< 

^izinz., lMTEfcrnki-bvyA (5 0mi) ^wxxmm^Mzx^v 
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nrz&z&mi* i ?-\s> oomi) Kigs?u iii (5. 4mi), sssiit 

{f*is*7J* (4 8. 9g) OJfi'fk^^UV^ (4 5 0ml) l£jSSnFb&. 2- 
5 ^^-2-/0/V-Jl/ (4 8. 6ml) £iQ;^ £iI£Tl 8P#M«#Lfc. 
ffifDMWTK^UDA, pH*?8tl/fcft, HFBtX^JCTJSiaibfc. 7KfCT«E»«, 

I ^ W$ ?;y 'J 7 D7 h ^ 7 7 ^ - (^tt > /fflt&L^ )),= 

6/1 — 5/1) l:t»«l/, 4- [ (^>i?;^+^*;p#-;w (2-*h 
10 *->x^;W) T^y] t e r t-Zf^fr (1 0. 7g) 

'H-NMR (200MHz, CDC1 3 ) 6 1. 43 (9H. s). 1. 75-1. 87 (2H, m), 2. 27(2H, I, J=7. 2Hz). 
3. 18-3. 58 (9H, m). 5. 1 3 C2H. s) 
##0»J 2 6 5 

4- [ (^>v^;^^s>*;p^x;w) (2 h=*^>x3Mi/) 7$/] ss^ 

15 t e r t -7^)1 (3 0. 0 g) )V (3 0 0ml) KligflpU 10% 

n?wK/ti—&> (3. og) ^jd*.. *mnm%~r 3mmm.wv*i a -t? 

• »e>nfcg|$*, 5-^Dt-2-7;i/tn^>X7;VrtK (15. 8g). 
K^tMJ^A (9. 9g) ©DMF»« (18 6ml) iZffiTLfzo 9 0^1: 
20 T6 5l$WiI#U &mzl%$Sl'&. Rfcm&fcWZta*.* Rll?;H:TiaL 

u f#bti^^^2r->U7jy;u^^Ai7D-T h^?^- (^\=^+f->/rax^ 

;U=4/1) ICTMSL/, 4- [4-7D^ (2-* h+>-X^;|/) -2-^ 
5;P7XUy] B8K tert-7*flK6. Og) Wc, 4-[4-^D^E 
25 (2-* h^X^l/) -2-*MJl/7rU/] ftgg tert-7*^ (6. 
Og) £h;i^X> (60ml) / 2 - ^^U- 2 - 7°n/V-jp (6. 0ml) 
fci$«?U #US7A tert-7*h+->K (1. 8 5 g) SrflOA, lOOtl: 
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;U=5/1) fcTflffilU 7 -y'u^E- 1 - (2-* h*->X3SM/) -2, 3- 
v'h HD- 1 -^>»/7-tfK>*;i/3R>K tert-^JKl. 8g) Sft 
fc. 

5 'H-NMR (200MHz, CDC1 3 ) (5 1.53(9H. s), 2. 75 (2H. t. J=4. 4Hz). 3. 24(2H. t. 
J=4. 8Hz). 3. 39 (3H, s), 3. 55-3. 65 (4H, m). 6. 73 (1H. d, J=9. 0Hz), 7. 19-7. 40 (3H, 
m). 7. 46 (1H, s) 
#%#J 2 6 6 

(2 b=£:>X3MI/) -2, 3-ytHD-l-<>>/7 
10 iffcf>-4-^;i//^>^ tert-W (1. 8 g) £ h;UX>/x^y* — 
;i^/ 7 jc (=10/1/1. 6 2. 4ml) fcigfllU 4- (2-^h + ->Xh + 
~» ;7xx;Ua5H (1. 68g) , mmfiVOA (1. 5 5g) SriD*., 

2 2g) i 6mmimmmi,rc e sicAift, s^as***fcjnA, 

15 K&x^wCTJfiffibfc. «Sfq^7KJCTi5fe^, ^v^t->^A(3T^L 

K+t>/»il^=5/l) UTilt, 7- [4- (2-7*h^yXh 
7x-;W -1- (2-^h+yl^W -2, 3-ytHD-l-^> 
yTiftf>-4-*;^>86 tert-7*fJKl. 4g) 
20 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t. J=7. 2Hz), 1. 33-1. 45 (2H. m), 1. 54 (9H. 
s). 1. 53-1. 65 (2H, m). 2. 75-2. 80 (2H, m), 3. 32(2H, m). 3. 41 (3H. s). 3.49- 
3. 58(4H, m). 3. 63-3. 67 (2H, m), 3. 72-3. 83(2H. m). 4. 13-4. 18 (2H. m), 6. 78 (1H. 
d. J=5. 4Hz), 6. 87(2H, d, J=8. 8Hz). 7. 38(1H, dd. J=8. 4. 2. 2Hz). 7. 43-7. 48(3H. 
a). 7. 65 (1H, s) 
25 ###!J 2 6 7 

7- [4- (2-7'h + yIb+y) 7iZJH -1- ( 2 - ^ ^yifJW 
-2, 3 -SJfc Ko- 1 -^>v/7-lftr>-4-*;i/#>Bfe tert-» 
(1. 4g) £M*X^;P (2 8ml) fcJgtfU ^fflfcT4&;£itt&/ieB&x 
3^ (14ml) §2ra*, 6 0 'CfCT 2 P$KHft#U£. Ufcft&ft. ffrfafiW 
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(=6/1) fcTSfci^U 7- [4- + 7x 

-;H -1- -2, 3-yth'D-l — ^> % /T v tf tf > 

-4-7j;i/*>^ (0. 61g, 4 9%) ZmtZo 
5 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t, J=7. 2Hz), 1. 33-1. 45 (2H, m), 1.54- 
1. 66(2H, m), 2. 84(2H, m), 3. 34-3. 44 (2H, m), 3. 41 (3H, s), 3. 56(2H, t, J=6. 6Hz), 

3. 52-3. 59 (2H, m). 3. 65-3. 71 (2H, m). 4. 13-4. 18 (2H, m), 6. 98(2H, d, J=8. 4Hz). 
7. 00OH, d. J=8. 8Hz), 7. 40-7. 50 (4H, m), 7. 89(1H. s) 

mmm 9 1 uts® 9 1 onm 

10 7- [4- (2-7'h + yXh + y) 7xZJW -1- (2-*h*->X^;iO 
-2, 3 ->?t HP- 1 -^>V7-t? hf>-4-^j;U^>m (0. 60g) $T 
HF (12. 0ml) KigflPU WJMP7^K (0. 24ml) fciDA. 
MKT 1 PSMflHfcbfc. MJET*g«£R*£U l#e.nfci$OTHFM^ 
4- (fh7kKDt!7-^-4-'fJV) 7$y^?;H 7x'J> (0. 

15 3 3 g), h>JXf;|/75> (0. 95ml) OTHFii (9. 9ml) L 
SKJftTS&TU SfiHTl4Nfimi,fc. SlSatSzKfJciJnA, Btt8x^;nc: 

/x^y-;i/=4/i) tcTHilL, ^^>/i^xf;w:TSIS^L, 7- 

20 [4- (2-7*h+yXh + y) 7ix;P] -1- (2 h^v-X^U) — N 

- [4- [N->^;y-N- (fh7k KDtf7>-4— f ;u) X5/*^;n 

7acx;H -2, 3-i/b Ho- l -^>VT-fe*tf>- 4 -TJ^^^it^ K Oft 
-£^9 1) (0. 5 7 g) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t. J=7. 2Hz). 1. 30-1. 45 (2H, m). 1.54- 
25 1. 76 (2H. n). 2. 20 (3H. s), 2. 64 (1H. m), 2. 91 (2H, m), 3. 30-3. 41 (2H, m), 3. 41 (3H, 
s), 3. 51-3. 59(2H, m), 3. 56(2H, s), 3. 65-3. 71 (2H, m), 3. 77-3. 83 (2H, m), 

4. 00-4. 17(2H, m), 4. 15(2H, t. J=4. 8Hz), 6. 97(2H. d, J=8. 8Hz), 6. 99 (1H. d. 
J=8. 4Hz), 7. 30(1H. d, J=8. 8Hz), 7. 39-7. 56 (9H. m) 

IR(KBr) 3321, 2922. 1640. 1609. 1501. 1244. 1140, 822cm-' 
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2 6 8 

7- [4- + 7 zz.~)V\ -2, 3-yfcHn-l-^ 

>VT^y-4-ts)V^>m^^)V (0. 6 0g) £THF (12. 0ml) 
JC*gfi?U fcfUv> (0. 3 7ml), 4 - vpt^UX 5 / If U >>> (5 6mg) 
5 SrjQ*.;*:^ ^Dh>^4s 7 J<i^ (o. 5 8ml) 5 0 t^CT 2 4 0#ftgjf 

fCT*f®!U 7- [4- (2-7h + yIh + y) 7i^] - 1 - [ (E) - 
10 2-y , T/'f;W -2, 3 -5?fc KD- 1 -^>VT-t:tf>-4-^;i/7j>*>^p<. 
^JU (0. 5 3 g) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 94(3H, t. J=7. 0Hz), 1. 34-1. 46 (2H, m), 1.55- 
I. 66(2H. m), 3. 52-3. 60(2H. t, J=6. 2Hz), 3. 79-3. 85 (2H, m). 3. 83(3H, s). 
4. 15-4. 21 (2H, m), 4. 94-5. 11 (1H, m), 5. 88-6. 04 (1H. m), 7. 02 (2H, d, J =8. 8Hz), 
15 7. 24-7. 29(1H. m), 7. 53(3H, d, 1=8. 4Hz). 7. 66(1H. s). 7. 74(1H, s) 
2 6 9 

7- [4- (2-^^>Ih + y) 7i-JH - 1 - [ (E) 

-f;U] -2, 3-^t Kd- i -^:>VT-t*tr>-4 -^;u^>^^^;i/ (o. 
5 3 g) 5THF(1 0. 6ml)/^^;-;KlO. 6ml) l £1 

20 ^TK^b^hU^A (5. 3ml) £JD*., IfillT 2 0 Bf^S^bfe. 1 «j£ 

u »6nfcas*^-y->/»ttx5 : -;i/ (=8/n ct^tu, 7 - [4 - 

(2-^h + yXh^y) -1- [ (E) - 2 - ^ y -f ;U] -2, 

25 3 -> ? bKD-l-^>v*Tiftf>-4-*;i/^>^ (0. 4 0g) 

'H-NMR(200MHz, CDC1 3 ) <5 0. 97 (3H, t, 1=6. 8Hz), 1. 31-1. 50 (2H, m), 1.54- 
1. 63(2H, m). 1.80(3H, d, 1=6. 4Hz). 3. 57(2H, t. J=6. 6Hz), 3. 82(2H, m). 4. 1 9 (2H. 
m). 4. 90(1H, m), 6. 01 (1H, m). 7. 03(2H, d, 1=8. 4Hz). 7. 21 (1H, d. 1=8. 4Hz), 
7. 52-7. 57 (3H. m). 7. 67 (1H. s). 7. 84(1H, s) 
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mmm 9 2 ut&m 9 2 <D&m) 

7- [4- (2-^h + ylh + -» 7x"JH -1- [(E) -2-75V 
-OKI -2, 3 -yk h*P- 1 -^OVTif \f >- 4 -;&;W3K>B& (0. 3 9 g) 
£THF (7. 8ml) KjgtfSU DMF , WJMD7<K (0. 

5 1 5ml) SrJDA, MKT 1 WHMHfttfLfc. «JETi§«&l$3cU »&n&3K 
£©THF*»t£, 4- [*^;W (5=- h ^ t K o tf ^— ;U- 4 — OW T^/^ 
fJW 7-'J> (2 10mg) , MJlf;i/75> (0. 60ml) ©THF^ 
m (6. 3ml) \Z. ^TiTLTiiStTl 4Ptf B Wlfc. Stftfft*** 

;i//Kfxfjn:T^ab, l- [(e) - 2 -^y-r;n -7 - [4- (2 

-^h^yXh+y) ^ac— ;U] — N — [4- [N-pt^;i/-N- (f^th* 
Dtf^>-4--r;i.) 7=;^^] 7xx;H -2, 3-yhHo-l 
15 »/7iflf>-4-*;i/^-y-S H Ut&®9 2) (1 6 8mg) 
m.p. 148-150X: 

'H-NMR (200MHz, CDC1 3 ) 5 0. 94(3H. t. J=7. 2Hz), 1. 25-1. 49 (2H, m), 1.54- 
1. 82 (9H. m), 2. 2 1 (3H, s), 2. 65(1H, m). 2. 93(3H, s). 3. 1 6-3. 43 (3H, m), 
3. 52-3. 60 (2H, m), 3. 56 (2H. s), 3. 79-3. 85 (2H. m). 3. 98-4. 09 (2H, m), 4. 91 (1H, 
20 m), 6. 00-6. 09(1H, m), 7. 03(2H, d, J=8. 8Hz). 7. 18-7. 33 (3H, m), 7. 39-7. 67 (8H, 
m) 

IR(KBr) 2936, 2851, 1659. 1609. 1495. 1250. 1140. 826cm-' 
7C*##f C 40 H„N 3 0 5 -0. 7H 2 0 Calcd. C. 72.51 ; N. 6.32 ; H. 7.65 : Found. C, 
72.33 ; N. 6. 05 ; H, 7.42 
25 2 7 0 

1 — f V^p )d)V- 2 - tfn ij H>(9. 2 g) \Z 4«J&JcBMb?- h 'J -7 A (3 
6ml) £3jdx., 3. 5P#Wfli#Lfc. 0*Cl;:Jft2$&, IMCT^lfc. M 
ififcT^BS^HJ^A (1 5. 3g)^iIPA7cm, 5 - ^D^E- 2 - 7;^D^ 
>X7JPftF (7. 3g) ©S>*3\fc;*Jl/#*lM H*« (9 6ml) £?ST 
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u smmiummmLTzo m.mz^^ 6Htii!i:TpH=4iu mmx. 

- (A*t>/»iX^=4/l-3/2) fcT»»[U 4- (4-^*O^E- 

5 2—fc)v*)v^v7u\z)\,7-v;) mm (o. 9 2 g ) zmtzo 

'H-NMR (200MHz, CDC1 3 ) 6 1. 12(6H. d, J=6. 6Hz), 1. 74(2H, m), 2. 37(2H, t. 
J=7. 0Hz), 3. 1 6 (2H. t. J=6. 6Hz), 3. 30(1H, m). 7. 12 ClH, d. J=8. 8Hz). 7. 60(1H. 
d, J=8. 8. 2. 4Hz). 7. 95(1H. d. J=2. 4Hz), 10. 21 (1H. s) 
###J 2 7 1 

io 4- (4 -^o^e- 2 -^;U5;KyyDtr;uy- ij y) mm (0. 9 g) £ 

DMF (4. 5ml) IdjgtfU «tt*U«>A (O. 4 9 g) &mXTz.'&, 

(0. 2m 1) *«Tl/T, MfcTlP#W«#Lfc. ^B6^>^;i/ (9 
ml) 2 8%th'J^A^ h*->K/^/--;i«& (1. 2 7 g) $ 

mxxs o x:\z-c i mmm.wv^ 0 m&\z^mk. 2m^mmizx^mi,. mm 

MEET*£*g£I^U »e>nfcSi$S:->U*^;U*7A^D-7h^7 7>r— 

*t>/^i^=2o/i-»8/i) iiTtst, — ryy 
□ tf;u-2, 3 hd- i -^>y7iftr>-4-^j;i/^>^^^;u (o. 

5 0 g) 

20 'H-NMR (200MHz, CDC1 3 ) <5 1. 24(6H, d, J=6. 6Hz). 2. 73-2. 79 (2H. m), 3. 15(2H, 
t. J=4. 8Hz). 3. 80(3H. s), 3. 98(1 H, s), 6. 70 (1H. d, J=9. 0Hz), 7. 22 (1H. d, 
J=2. 6Hz). 7. 42(1H, d. J=2. 6Hz), 7. 55 OR s) 
#%#J 2 7 2 

7-^Dt-l — Kd- l -^>yTiftf>-4 

25 -*;u#>K^5 t ;i' (o. 5 0g) ^ h;i/x>/x^y-ji//7j< (=10/1/ 

1 . 2 0. 4ml) KlJS#U 4- (2-7h+->X h^v) 7i-JH3^ (0. 
4 8g) , j^^U^A (0. 4 7g) 7>>lO*>#HiiT 3 0 ftm&V 

Tzo ^h?*X hU7iXMX7>f >K5i?K7& (0. lOg) £An*-> 14 
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)V=2 0/1-8/1) t;iT*«BU 7- [4- + + 

x;i/j -1 — f V:/n tMl/- 2, Ko- 1 -^>V7if hf>-4-*;l/ 

5 #>W.*7)l (0. 4 4g) £#7~„ 7- [4- 7x 

-l — r vyo t?;i— 2, 3-ytHo- i -^>v/7iftf>-4-^;p 

#>$?*^;U (0. 4 4 g) $THF (8 . 8ml)//^y-^ (8. 8ml) 
Cjg#U l^t/tzKM^hU^A (4. 4ml) £JD;L, 50tlIT4HFIi 

j^b^c mmzibim* im^mm\zxpH=5tLTzm. m&Tmm^^iz 
io »*gL/fc. mm^jvy THFizxmtuv. t&fa&m.*izx#t&m. mwr?tf* 

;P (12/1) iCTSfc^U 7- [4- + 7x"Jl/] - 

1 — r vyatr;w- 2, 3-yhHo-i -^>v/Tif tf>- 4 -^;u^>^( 3 

2 Omg) £f#7~o 

15 'H-NMR (200MHz, CDC1 3 ) <5 0. 93(3H, t. J=7. 2Hz), 1. 28(6H. d. J=6. 6Hz). 

1. 28-1. 68C4H, m), 2. 77-2. 83 (2H, m). 3. 20-3. 26 (2H, m), 3. 56(2H. t, J=6. 6Hz), 
3. 81 (2H. t, 1=4. 8Hz), 4. 11 (1H, m). 4. 13-4. 18 (2H. m), 6. 90(1H. d. J=8. 8Hz). 
6. 98(2H, d. J=8. 4Hz), 7. 25-7. 54 (4H. m), 7. 87(1 H, s) 

mmm 9 3 at^m 9 3 <dmj£) 

20 7 - [4- (2-^h + yXh + y) 7xZJH — 1 — f V~fxi \f.)V — 2 , 3 
-vt FD- 1 -^>yTiftf>-4-^j;i/^>^ (0. 32g) £THF (6. 
4ml) \zmm\s. DMF (Zlffi) fciDAfclfe. WJ^O^K (165 
Ml) SrJOA, MKTmiKHt#Lfc. «JBETiS«t£l$*U *££ft;fcg&£<0 

thf«*s, 4- (7 L h7fKDkT7-;p-4— r;w 

25 7-'J> ( 1 8 3 m g ) > h'Jl^75> (0. 63ml) OTHFigt (5. 
5ml) KSkJftTiRTU ^fflJCT3I^Kiftj^Lfc. KfoWL***¥\Zl!a7L. mm 

jL^mzxmmvft. &ft&m.7ktzrm;&&* m.m^^^^^Aizx^tmLt^ 
mETmm&&&Vs fiwci^^yu^^^^aTh^?^- m 
&jL7)u/jL?y-)i=4/i) izxmmv, 7- [4- (2-7 , h^xh* 
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-» 7x"JH - 1. — f V ~fu hf;i/-N- [4- [N-^^;i/-N- (^h^b 
KDti7>-4 — fJU) 7$y^fJl/] 7x-;H -2, 3-ykFO-l-^ 
>l/Tif tf>— 4 — ^jp^^it^ K ({k^9 3) (2 8 4mg) 
'H-NMR (200MHz. CDC1 3 ) (5 0. 93 (3H, t, J=7. 0Hz), 1. 29 (6H, d, J=6. 6Hz), 
5 1. 32-1. 54(2H, m), 1. 57-1. 76(6H. m), 2. 20(3H, s), 2. 64(1H, s), 2. 89(2H, m), 

3. 24-3. 43 (4H, m), 3. 55 (2H, t, J=6. 2Hz), 3. 56 (2H, s), 3. 80 (2H, m), 4.00- 

4. 08(2H, m), 4. 10(1H. m). 4. 16(2H. m), 6. 92 (1H. d, J=8. 8Hz). 6. 97(2H, d. 
J=8. 8Hz), 7. 29(2H. d. J=8. 8Hz). 7. 40-7. 56 (8H, m) 

IR(KBr) 2959, 2870. 1667. 1597. 1514. 1497, 1404, 1242, 820cm-' 
10 7CP?t##r C 39 H 5l N 3 O 4 -0. 5H 2 0 Calcd. C, 73. 78 ; N, 6. 62 ; H. 8. 26 : Found. C, 74. 04; 
N. 6. 53 ; H. 8. 41 
2 7 3 

7- [4- (2 -7> + ->I ~73L-)l] -2, 3-y't 

>VT-^\fi>- 4-ti)V^>m.^)V (1. 37g) £THF(2 7. 4ml)i; 

15 mmis. 0^:16 0%7jc^k^hU^A (o. 2 7g) £Jn;L, ^iSicTin^ 
mm.fthrzo 3-zfn±-i- (mj^^v-uju) -i-yntr> (1. 4 8 
mi) &M?L. 6 5v\zx 9 ommmwi^rzo muiz^mm, ^a^K*^ 
7L, wt&jL^jMzxmtiiLtco m%i'km7kizx&c&'&, vam-w*^ l>\zt& 

20 <<- {^\^>/wm^)v=zy\) izxmmis, i - [4- (2-^h^-> 

xh*£» 7i-JW -i- (3-hU^^;u^u;i^-2-yphf-;i/) -2, 
3 ->?t Kd- i -^>yyiftf>-4-^;^>^>^;P (o. 7 8g) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 18(9H, s)'. 0. 93(3H. t. J=7. 4Hz), 1. 34-1. 44 (2H. 
25 m). 1. 55-1. 64(2H. m), 2. 82-2. 90 (2H. m). 3. 33-3. 40 (4H. m). 3. 56(2H. t. 
J=6. 2Hz). 3. 78-3. 84(2H, in), 3. 82(3H, s). 4. 07(2H. s). 4. 1 0-4. 1 9 (2H. m). 
6. 97-7. 06 (3H. m). 7. 43(4H. m), 7. 760H. s) 
##01J 2 7 4 

7- [4- (2-7*h + yIh+y) 7x-M -1- ( 3 - MJ *3Ml^>U 
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)V- 2 -;/□£-;[✓) -2, 3 -f/b Hp- l -^>y7iffcf>- 4 -#;u#> 
m.*^)V (0. 78g) $:THF(7. 8ml)//^;-^ (7. 8m 1 ) \zm 
«¥U 2S^7KB6<k*U^7A (7. 8ml) £}jd*-. MKT 1 6 mffl8lftl,tz. 

n^nrz.m^^^>/mm^)i (=8/n (ctmu, 7- [4 

- + 7xnM -1- ( 2 - fc°x;U) -2, 3->? 

tHD-l-^>yTiftf>-4-*;^>^ (0. 52g) 

'H-NMR (200MHz. CDC1 3 ) <5 0. 93(3H. t. J=7. 4Hz). 1. 34-1. 47 (2H, m), 1.55- 

1. 68(2H, in). 2. 31 (1H, m). 2. 84-2. 95 (2H. m). 3. 37-3. 43 (2H. m). 3. 56(2H. t, 
J=6. 6Hz). 3. 78-3. 84 (2H, m). 4. 08 (2H. d. J=2. 2Hz), 4. 14-4. 19(2H. m). 6. 99 (2H, 
d. J=8. 8Hz), 7. 06(1H. d. J=8. 8Hz). 7. 45-7. 56 (4H. m). 7. 87(1H. s) 
mffiW 9 4 9 4 <DMi&) 

7- [4- (2-^h+yXh + y) -1- (2-^Dtf-;U) - 

2, 3 -Via Kn- l -^>y7izf bf >- 4 -#;i^>^ (0. 5 2 g) £TH 
F (10. 4ml) \zmmis. DMF (—M) &iQZ.rz.'&. ^tMJ □ ^< 

f (o. 2 7mi) ^u\z-r2m B m^rz a m&Tmm^m^v. # 

^tifci$©THFitM, 4- (5^h^t Hatf^-;p-4— r;u) 

7-U> (0. 3 0g) , K'JX?;i/75> (1. 0 4ml) <D 
(9. 0ml) {3^T^TbT, ^U\ZX 1 S^mm.WVtz 0 Km 

m&jktpizm*., mm^MzTmitii>fc.o mft-k&TkizTm&Wi. 

D7hy77^- (@l^x^;u/x^y — ;b=4/i) cttSb, ^ij->/ 

mmx.^-)v\zxnmFmV, 7- [4- ^-i/h^xf^) 7xx;i/i -n 
- [4- [N-^;i/-N- (-r-h^t: HDtf^>-4--f ;i/) 

-1- (2-^Dtrn;i/) -2, 3 -5?t Ha- 1 -^>VTiftf> 
-4-#;U#*1^ H WM9 4) (5 7 0mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0. 93(3H. t. J=7. 0Hz). 1. 33-1. 46 (2H. m). 1.54- 
1. 75(6H, m), 2. 20(3H. s). 2. 32 (1H. m), 2. 64(1 H. m). 2. 90-2. 97 (2H. m). 
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3. 30-3. 42(6H, m), 3. 51-3. 59 (2H. m), 3. 55(2H, s), 3. 77-3. 83 (2H, m), 4.00- 

4. 17(4H. m). 4. 06(1H, m). 6. 97(2H, d, J=8. 8Hz), 7. 05(2H. d, J=8. 8Hz), 
7. 31-7. 56 (8H, m), 7. 67 (1H, s) 

IR(KBr) 3322, 3249. 2948, 1642, 1607. 1499, 1240, 1140, 810cm-' 
5 Ttmtttfr C 39 H 47 N 3 0 4 Calcd. C. 75.33 ; N, 6.76 ; H. 7.62 : Found. C, 75.39 ; 
N, 6. 74 ; H. 7. 53 
###J 2 7 5 

7-14- 7iZjH -2, 

>VT1£}d>- 4-tUl?$>M*^Jl (1. 20g) ^THF(24. OrnDI: 

io mmv. ox:\zx6 o%7K^b^-hu^A (o. 2 4g) mizt i m 

mm.WVfco l-7u^-2-'7^> (0. 80ml) £#0*., 6 5tCT4a 

ft&i&yMzxm&WL. ^m^^^oAizx^m^tz. m&rmm^m^. # 

15 /l) KTfif§gU 7- [4- (2-7 , h^>Xh^y) 7xZM -1- (2 

-r7*^--;i/) -2, 3 -v^fc fd- i -^>VT-tftf>-4-*;i^#>^^^^ 

(0. 5 0 g) &mtco 
'H-NMR (200MHz. CDC1 3 ) 6 0. 93(3H. t. J=7. 4Hz). 1. 30-1. 45 (2H. m). 1.53- 
1.68C2H. m). 1. 83-1. 86 (3R m), 2. 83-2. 89(2H, m), 3. 30-3. 38 (2H. m), 3. 56(2H, 
20 t. J=6. 6Hz). 3. 78-3. 84 (2H. m). 3. 81 (3H. s). 4. 01 (2H. d. J=2. 2Hz). 4.13- 
4. 18(2H, m), 6. 98(2H. d. J=8. 8Hz). 7. 04(1H. d. J=8. 8Hz). 7. 42-7. 54(4H, m), 
7. 76 (1H. s) 
2 7 6 

7- [4- (2-yh^>Ih^» 7xZj|/] -1- (2-^~)l) -2, 
25 3 -S?k Hp- 1 -^>l/Tif ¥>- 4 )l#>m*^)l> (0. 50g) $T 
HF(5. Oml)/^^/-^ (5. 0ml) £?§fi?U 2 ^TK^ifc^ U r7A 
(5. 0 ml) *iPA, 5 0*0^X3^111^1.^0 6 #^i£^ICT p H= 4 <h 



WO 00/76993 PCT/JP00/03879 

291 

A+t>/S6|x5 1 Jl/ (=8/1) \ZT$t&l>, 7- [4- + 

7x-;U3 -1- (2 - ^-JU) -2, 3 -S?k Hp- 1 -^>^/Tif 
¥>-4-X)l#>m (0. 4 0g) £t#£io 

'H-NM (200MHz. CDC1 3 ) 5 0. 93 (3H. t, J=7. 0Hz), 1. 35-1. 45 (2H. m), 1.55- 
5 1. 64(2H. m), 1.86(3H. s). 2. 88(2H, m). 3. 38(2H. m), 3. 56(2H. t, J=6. 6Hz). 
3. 78-3. 84(2H, m), 4. 02(2H. d, J=2. 0Hz), 4. 17(2H, t, J=4. 8Hz). 6. 98(2H. d, 
J=8. 6Hz). 7. 05OH. d. J =8. 4Hz), 7. 44-7. 55(4H, m). 7. 87(1H, s) 
IR(KBr) 2922, 1677, 1607. 1503, 1275, 1248, 1192. 924, 806cm-' 

nmm 9 5 9 5 <z>§^) 

10 7- [4- (2-^h*yI^y) 7 ^-Jl] -1- (2-Z?^-)l) -2, 
3-ykHD - 1 -^>yT-tfk°>-4-^;U^>^ (0. 4 0 g) £THF (8. 
Oml) izmmi,. DMF (~ffi) ^KtzM. -**-W)VZu^^ Y (0. 2 
0ml) £j&D*., ^^TlPtr^ffi^b/cc MlET^^*b> #£>nfc8l£ 
OTHF^5. 4- [pWI/ (^h^t FDhf^-;i,-4 )V) 

15 ;H XxU> (2 2 4mg) , h'Jx^75> (0. 64ml) ©THF^i 

(6. 7mi) ^^TrSTL, m^zxi 2mmm.wistz 0 Kfom^Tivpiziju 
^x^;nr-ratHbfcc tsfo^TK^T^^, mm-?tf*i"y2±\zTm. 

^- (§mx^/x^/-;i'=4/ i-3/i) ktimsu ^vy/mm 

20 X^W'TfSfcSJIU 7- [4- 7i'J^ -1- (2 

-Zf^-Jl) -N- [4- CN-^^;U-N- (^h^t Hot! ^>-4 -^;P) 

^acxjp] -2, 3-^t hp- i-^>yT-tftr>-4-*;u 

F (^#19 5) (3 5 9mg) 
m. p. 129-1 31 XZ 

25 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J=7. 0Hz). 1. 26-1. 48 (2H, m), 1.54- 
1. 76(6H. m), 1. 86 (23H. s). 2. 2K3H. s). 2. 64(1H, ra), 2. 96(2H, m), 3.30- 

3. 44(4H. m). 3. 55(2H, t. J=6. 2Hz), 3. 56(2H. s), 3. 80(2H. t, J=4. 8Hz), 

4. 00-4. 10(4H. m), 4. 13-4. 18 (2H. m). 6. 98(2H, d, J=8. 8Hz), 7. 07(2H, d, 
J=8. 8Hz), 7. 30 (2H. m). 7. 39-7. 58 (8H, m) 
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IR(KBr) 2953, 1655. 1605. 1514. 1499. 1244. 1138. 814cm-' 

TtMMSr C 40 H 49 N,0 4 Calcd. C. 75. 56 ; N. 6.61 ; H. 7.77 : Found. C. 75. 53 ; N. 

6. 52 ; H. 7. 79 

mmm 211 

5 7- [4- (2-^h + yIh^y) 7 jl~)V] -2, 3-yth'D-l-^ 
>*S7W>-4-j3)),tf>Wt*9-Jl> (0. 5 6g) $THF (11. 2ml) 
izmmV. HVzS> (0. 17ml) „ ^PD^ll^ (0. 18ml) £J0 
A, £j&lCT3l$IHft#L&. 4-y/^;V7$; tTU> ? > (16 9mg) £310 

A, ^i:T2B$Fp»bfc. 't'fcflnx.. gt&x^MdT&muzto 

3/1) iCT*fi3!U 7- [4- (2-^h+yIh + y) 7 - 1 - (X 
Y3rzstl)V-#-)V) -2, 3->>k h'D- 1 -^:>\/T-lf tf>-4-7^;U^>^ 
(5 8 Omg) £f#fco 
15 'H-NMR (200MHz. CDC 1 3 ) <5 0. 93(3H, t. J=7. 0Hz), 1. 26-1. 42 (5H, m), 1.55- 
1. 62(2H. m). 2. 93(2H. m). 3. 56(2H. t. J=6. 6Hz). 3. 66-3. 84(4H, m). 3. 83(3H. 
s). 4. 14-4. 29(4H. m). 7. 00(2H. d. J=8. 8Hz). 7. 47-7. 59 (5H. m). 7. 73(1H. s) 
#%#!J 2 7 8 

7- [4- (2 -^h^vxh^^y) 7x.-jV\ -1- (lh^y*M-JW 
20 -2, 3 -vh KD- 1 -^>yT-fe*tf>-4-^;i/^>^^^;U (O. 5 8g) 
£THF(8. 7ml)/^^;-^ (8. 7ml) ld*gfl?U 1 m^mit± h 
U^A (8. 7ml) £in*., 5 0tf:T4BtF B »Uc. 6itMlITpH 
%4£Lfc&, Mi£T^^^7>^^bfeo g^X^MCTJl&tBU ISfP^ 

25 ^^^Ir^/g^X^Jl/ (=8/1) ICT^U 7- [4- (2-7'h* 
ylt^+y) 7i-W -1- (x h^r->*;i/^-;U) - 2, 3-ykFD-l 
-^>y7-fe*tf>-4-#jl/#>^ (0. 4 6g) £f#£ 0 
'H-NMR (200MHz, CDC1 3 ) «5 0. 93(3H. t. J=7. 0Hz). 1. 29(3H. t, J=6. 6Hz). 
1. 56-1. 66(2H. m). 2. 95(2H. i). 3. 56(2H. t. J=6. 6Hz). 3. 75-3. 85 (4H. m). 
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4. 1 7 (2H. t. J=4. 8Hz). 4. 23(2H, q. J=6. 6Hz), 7. 01 (2H. d, J=8. 4Hz), 7.51- 
7. 62 (5H. m). 7. 84(1 H, s) 

mmm 9 6 utt,® 9 6 omm.) 

7- [4- (2-^h+yXh+y) 7xZJ!/] -1- (x h*->;&Jl/#x;W 
5 -2, 3 -xfc FO- 1 -^>^/Tiflf >-4-#;i/#>^ (0. 4 6g) $T 
HF (9. 2ml) lZ®Mls, DMF (X?i) ^rJP^7c^> U o ^-T 

K (0. 2 2ml) £jlJ0;t, ^l:T lPtr^^b^o MEET*§*S£I^U t# 

£*i7cg|£<E>THF*g^£, 4- (^h^t Hotr^;p-4— i-;i/) 

75;^f;W 7->JX246mg) , h'JX^;UT^> (0. 71ml) O 
10 THFi^ (7. 4ml) KtK^T^TU tiStT 1 2 B^m^b*:,, S*B»t 

7h^7^- (^x^ji//x^y-;i/=4/i-*3/i) ic-rttfiiu 

•y->/mW.^Mzxnife&ls. 7- [4- (2-7*h + yIh^y) 7 x.ZL)V\ 
15 -1- (ih + y^MzJW -4- [4- [N-^;i/-N- (rh7th'P 
tf^>-4 — T;P) 7S./*^M 7xZJH -2, 3-ykKD-l-^>7 
T-tfhf>-4-^;^^5 K «fc-&^9 6) (0. 48g) 
m. p. 152-1 54*0 

■H-NMR (200MHz. CDC1 3 ) 6 0. 93(3H, t. J=7. 2Hz), 1. 29(3H, t, J=6. 4Hz), 
20 1. 33-1. 45(2H. m), 1. 54-1. 75 (6H. m). 2. 21 (3H, s). 2. 65(1H. m). 3. 00(2H. m), 

3. 30-3. 43 (2H, m), 3. 55(2H, t, J=6. 6Hz). 3. 57(2H, s), 3. 81 (2H, m), 4.00- 

4. 20 (2H, m). 4. 17(2H, 1, J=4. 8Hz), 4. 23 (2H, q, J=6. 4Hz). 7. 00 (2H. d. J=8. 8Hz). 
7. 31 (2H. d. J=8. 8Hz). 7. 46-7. 60 (8H, m) 

IR(KBr) 3308. 2955. 2870. 1699. 1609. 1497. 1250. 1208. 1140. 922. 826. 
25 731cm' 1 

7tBftVr C 3$ H 48 N 3 0 6 Calcd. C. 71.00 ; N, 6.54 ; H. 7.53 : Found. C. 71. 14 ; 
N. 6. 26 ; H. 7. 36 
#%#J 2 7 9 

7- [4- (2-7h + yIh + y) 7xZJW -2, 3-yth'P-l-^ 
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y^TM\L>- 4-tl)^>m^)V (0. 43g) *fcTU^> (4. 3m 1) 
pnnifMTVA (0. 2 3ml) fcira*., £ififcT l 4B#ra&#L 
fee 4-y^W$yt''Jy> (4 0mg) SrfiDA, "MK:T2ltWflMfcL&. 

A^O?h^77^f- (^U->/ilFKX^;U=3/l) KTttSIU 1 — (7 
u;p**5/*;U3Kx;w -7- [4- 7xx;P] -2, 

3-5?k Fn- 1 -^>l/Tiftf>-4-*;U3H>g?^^;i' (0. 3 0 g) £t# 
fc. 

10 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t, J=7. 0Hz), 1. 28-1. 45 (2H. m), 1.54- 
1.66(2H, m). 2. 94(2H, m), 3. 56(2H, t. J=6. 6Hz), 3. 78-3. 85 (4H. m), 3. 83(3H, 
s). 4. 15-4. 19(2H, m), 4. 67(1H, m), 5. 24(1H, m), 5. 94(1H, m), 7. 00(2H. d. 
J=8. 8Hz). 7. 43-7. 60 (5H, m), 7. 73(1H. s) 
#%#J 2 8 0 

15 1- -7 - [4- (2-7*h^>Ih + -» 7x 

-2, 3-> ? tiHa-i-^;>v , Tiztr>-4-^;i/^>^^^;i' (0. 
30g)£THF(4. 5ml)/^^y-;P (4. 5ml) 1 £^tR 

BM^MJ^A (3. 0ml) SrjQ*., MKT4P#ISIii#bfc. ljH^AKC 
TpH=4<!:im «ffiTi8j«£¥$HC*!S6b&. KKx^WwTJfiffi U ffi 

e»nfc«$«:'\^u->/Kiex^;p (=8/1) kt&^u 1- 

*>#;k#Xjl/) -7 - [4- (2-^ h^yXh + y) ^xXJU] -2, 3-v 5 
t Ko- 1 -^>V7-tfk!>-4-*;U^>^ (0. 2 5g) 

, H-NM(200MHz, CDC1 3 ) <5 0. 94(3H. t, J=7. 2Hz), 1. 30-1. 49 (2H. m). 1.54- 

25 1.69(2H, m). 2. 97(2H. m), 3. 56 (2H. t. J=6. 6Hz), 3. 75-3. 87(4H. m). 4. 18(2H. 

d. J=4. 8Hz). 4. 68(1H, m). 5. 24(1 H. m), 5. 96(1H. m). 7. 01 (2H. d, J=8. 4Hz). 
7. 49-7. 61 (5H, m). 7. 85(1 H, s) 

mm 9 7 9 7 omm) 

1- (7'J^t*y*^-JW -7 - [4- (2-yh^rv'Xh^-» 7i 
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-2, 3-yk Kp- l -^>V7W>- 4 (0. 2 4g) 
£THF (4. 8ml) t£i§fifU DMF tl) ^flQA/i^ ^-+-^<j;l/^P 
7-fH (0. 11ml) ^JPx., ^(CTlBtP^^Lfeo MJ£T?§$£P&£U 
#£n7igl£®THF^£, 4- (fh7kFD^7^-4-f;i/) 
5 T^y^M 7zl'J> (12 5mg) > h'JX^75> (0. 36ml) (D 
THFjf^ (5. 0ml) fcSkJ&TJS&TU Affile T 1 2 B#|HJ«#b£. 

■?htf57J— (PlXf^/X^ ;i/=4/ '1 — 3/ 1) ICTilMU 

io u->/»5 1 JH:Tfiieit. l- (TU;i/^->7j;i/^xi;i/) -7- [4- 

+ + :7xx;i/| -4- [4- [N-*3\H/-N- h 7 

t HPt?7>-4— f;w 75; ^jc-;w] -2, 3-ytHn-i- 

^>^/7iftf>- 1 H 9 7) (0. 2 3 g) » 

m. p. 160-162*0 

15 'H-NMR (200MHz, CDC1 3 ) <5 0. 93(3H, t. J=7. 2Hz). 1. 33-1. 49 (2H, m). 1.54- 

1. 75C6H. m). 2. 21 (3H, s). 2. 65 (1H, m). 3. 02(2H, m), 3. 37(2H, td. J=l 1. 0. 

2. 8Hz), 3. 56 (2H. t. J=6. 6Hz). 3. 57 (2H. s). 3. 81 (2H. m). 3. 99-4. 08 (2H. m), 

3. 99-4. 08(2H. m), 4. 14-4. 20 (2H. m). 4. 67(1H, m), 5. 25(1H, m), 5. 92(1H, m). 
7. 00(2H. d, J=8. 4Hz), 7. 31 (2H, d. J=8. 4Hz), 7. 47-7. 58 (9H, m) 

20 IR(KBr) 3353, 2953, 2845, 1686. 1658, 1611, 1533. 1316. 1206. 1086. 922, 829, 
764cm-' 

7tmtttir C 40 H 49 N 3 0 6 Calcd. C. 71. 94 ; N, 6. 29 ; H, 7. 40 : Found. C, 71. 69 ; 
N, 6. 33 ; H, 7. 49 
2 8 1 

25 7- [4- (2-yh + ->Xh + y) 7x"JW - 1 -'Ol/y-fc? tf >- 4 - 
^J)^>m^9-)l (0. 50g) SI, 2-y^DOI^> (1 5ml) \zmffi- 
U 1. 3-^7*/-^- 5-*M;PfkH (0. 43g) , h'J7th^y 
**<fcS"53Pl^-hU^A (0. 8 0g) SrUOA.. 4P£raJft#L£:. h 

'JT-feh^r'/TK^bS^^hU^A (0. 27g) £im*T6NFHJI#Lfc. 
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3Z2-+2/3) IZXmmV. 7- [4- (2-7*h + ylh^» 7xZjH 
5 -1- (1, 3 -J-TV—)V- 5 --f;i/*3Ml/) -2, 3-vth'D-l-^> 
yy-tft:>-4-*;i/^>^y^;i/ (0. 50g) 

'H-NMR (200MHz, CDC1 3 ) <5 0. 93(3H, t, J=7. 2Hz). 1. 34-1. 44(2H, m), 1.54- 
1. 65C2H. m). 2. 79C2H, m), 3. 30(2H, m). 3. 55(2H. t. J=6. 6Hz), 3. 78-3. 83(2H. 
m). 3. 81 (3H, s). 4. 16(2H, m), 6. 94-7. 10 (3H, m), 7. 39-7. 57 (3H. m). 7. 56 (1H. 
10 d, J=2. 2Hz), 7. 79(1H, s), 7. 83(1H, s), 8. 78(1H. s) 
2 8 2 

7- [4- (2-7*h + yXh + -» 7i-Jl/] -1- (1, 3-3 L T^-)l> 
-5 — -2, 3 ->*t HP- 1 -^>^T-t*tf>-4-*;i/^>^ 
(0. 50g) €THF(5. 0ml)/^^;-;i/ (10ml) tC?§fi?U 

15 l^TK^b-^-hu^A (5. omi) ^tjp^., -mj&iz-c i smmm.w\stLo 1 

HF^T&tttu mu-&mmzTm&W:. ^m^^^uAizxnmvr^ mi£ 
Tmm&mikv. #en^££^*it>/gmx^;u cs/n icxst^u 

7- [4- (2-7*h + ylh*y) 7 ilZDV] -1- (1, 3-^77-^- 
20 5 --r;i/*3MU) - 2, 3 ->>t: Ho- l -^>VTif tf >- 4 -^;U^>^ ( 3 
8 5mg) ^f#7Cc 

'H-NMR (200MHz, CDC 1 3 ) <5 0. 93(3H. t, J=7. 4Hz). 1. 34-1. 44(2H, m), 1.55- 
1.67(2H. m). 2. 82 (2H. m). 3. 33 (2H, m), 3. 56 (2H. t, J=6. 6Hz), 3. 81 (2H, t. 
J=4. 8Hz), 4. 17(2H, m), 4. 77(2H. s), 6. 970H. d, J=8. 8Hz). 6. 99 (2H. d. 
25 J=8. 8Hz). 7. 41-7. 50(3H, m), 7. 58(1H, d. J=l. 8Hz), 7. 85(1 H, s), 7. 91 (1H, s). 
8. 81 (1H, s) 

mmw 9 8 9 8 <D^m) 

7- [4- (2-7'h+yXh+y) y -1- (1, 3-^77-^ 

-5— OM^JU) -2, 3 -5?k HP- 1 ~^>VTW>- A-tl)V^>m. 



WO 00/76993 PCT/JP00/03879 

297 

(0. 3 8g) &mt*^U> (19ml) DMF .(-») SriDK.fc 

4- [pwu (fh7t KDhT7^;u-4--r;w) T^y 7xu > (1 

98mg) , h'JX^Jl/7$> (2. 7 5ml) (DlfWfl/« (7. 6m 
5 l) l:MTITUT« MUiZT2mmM&l>Tzo fcfom&fctplztiQpL. mt* 

3-u>\zxm\h\stzo &fu&mmzTm&'&. ^m^^^^OAizxm.mi.rzo 

m.^)V/JL$ J-)V=2/\) KT*»13U 7- [4- (2-^h^r->Xh^ 
is) 7xZJl/] -N- [4- [N-*3MU-N- (rh7tFDh'7>-4 — f 

io ;u) 7^;^f;n 71^] -1- (i, 3 -^tv— 5-f;M3\n^) 

-2, Hn- 1 -^>VT-tfhf>-4-7j;U^l7-^ K (ft^*9 8) 

(1 9 Omg) 

'H-NMR (200MHz. CDC1 3 ) <5 0. 93(3H. t, J=7. 2Hz), 1. 30-1. 48C2H, m). 1.53- 
1. 72 (2H, m), 2. 21(3H, s), 2. 66(1H. m), 2. 87(2H, m). 3. 30-3. 43(4H. m), 3. 55(2H. 
15 t, J=6. 6Hz), 3. 57(2H. s), 3. 80(2H, m), 3. 97-4. 09 (2H, m), 4. 16(2H, m), 4. 77 (2H, 
m), 6. 98(4H, d. J=8. 8Hz), 7. 27-7. 58 (9H. m), 7. 84(1H, s), 8. 79(1H. s) 
IR(KBr) 3293, 2955, 1645, 1609, 1518, 1499, 1406, 1242, 1140. 821cm-' 
2 8 3 

7tfJW75 H (5. Og) <£:X^/-;U (50ml) \zmMV. 2-2 

20 PD7th«^ (ii. og) fcjp*.&gL i &nmmmm.vito 
\z#i%i'&. «EETS«sr»*b, &e>wtmts&*wziaz.. mmx^-Mzxm 
mi>fzo ffiQ&m*izTVt&&* m&w^i/v&izx&mL-tz. mjzTmm& 
Bfcsu n5nfcSs^>'j^*7A^D7^77-<- 

X?-;W=1/1) fcT*«U 2, 4-v*3\N/-l, 3-^7^-5-^ 
25 #>^x^;i/ (9. 1 g) ^Ifc. 

'H-NMR (200MHz. CDC1 3 ) 6 1.36(3H. I, J=7. 2Hz), 2. 68(3H. m). 2. 69(3H. s). 
4. 32 (2H, q. J=7. 2Hz) 
##09 2 8 4 

2, 4-i^^-l, 3 - ?7V*-;i'-5-*^>il^ (5. 0 g) <D 
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THF (5 0ml) tK^T, TKfSUfc'J W A7^5 -V A (1. 1 g) 

©THFStt (150ml) KliSTLfc. &i&fc:T4l#Mift#&> * < 1 . Ira 
1), 1 5 h U ^AtK*JK ( 1 . lml), zK (3. 3ml) £;bD*_, 

^=1/2) CT^iU (2, 4-^^^;u-i, 3-^-7V;U-5 — 
(2. 0 g) 

'H-NMR (200MHz, CDC1 3 ) <5 2. 31 (3H, s), 2. 62(3H. s). 3. 14(1H, br). 4. 72(2H. 
d, J=5. 0Hz) 
10 2 8 5 

2, 4-$?*^JU-l. 3 -^-7V>-5— f ;W *$J— Jl (1. Og) £T 

• HF (20ml) Kigfl?U fi&tt— BNtr?>#> (6. 0 g) £JjQ*_, ^fifcT 

3mr*m&isfzo fg&-m4tT>tf> (s. og) sjha, mu\zTimmm& 

15 fc^££i/U;fr^#^A^n^h^:7^- (^-t^/MSX^^/*^./ • 
-JNlO/10/1) tltiSU 2, 4->>*3MI/-l, 3 -^TV— JU- 
5-*JWfkH (0. 3 2g) £#fc 0 

'H-NMR (200MHz, CDC1 3 ) <5 2. 70(3H, s), 2. 73(3H. s). 10. 13 ClH. s) 
2 8 6 

20 7 - [4- (2-^h^yXh + y) 7i^] - 1 -sOVTIf fcf >- 4 - 

#;u#>^^;u (o. 70g) si, 2-^onx^> (2 im 1 ) \zmm 

U 2, 4-^*3\H/-l, 3 - f77-Jl/- 5 - ^MJl/ft H (0. 62g), 
h»JT-feh^->7K*^S"5*^-h«J^A (1. 5g) MfcT 3 6 Btfrl 

A^D7h^7^f- (A*t>/i«i^=i/i) i:xili, 7- [4 

- (2-7h^yXh + -» 7iZJH -1- (2, 4-y^^-l, 3 

7 x /-;i/-5 — f;i/*^;w -2, 3-ykFo - 1 -^>yTiftr>-4-* 
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)v^>m^^-)v (o. 2 6g) &mtz. 0 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J=7. 2Hz), 1. 37-1. 44(2H. m), 1.54- 
1.67C2H. m), 2. 40(3H. s). 2. 62 (3H, s). 2. 76(2H. t. J=4. 4Hz). 3. 24(2H, m), 
3. 55(2H. t, J=6. 6Hz). 3. 78-3. 83 (2H. m). 3. 81 (3H, s), 4. 16(2H. m). 4. 56(2H, 
5 s). 6. 93(1H, d, J=8. 8Hz), 6. 98(2H, d, J =8. 8Hz), 7. 39-7. 49 (3H, in). 7. 55 (1H, 
d, J=2. 2Hz), 7. 78 (m s) 
###| 2 8 7 

7- [4- (2-yh^ylh^» 7i-JH -1- (2, 4-i?*?-)l>- 

i, 3-^7i/— ;w-5-^;m^-;w -2, 3 ->*fc Hd- 1 -'Oi/r-tf tf 

10 >-4-jjM>i^fJK0. 25g) 5THF(5. 0ml)/^^;-JK2. 
5ml) fc**U 1^7K^^-h'J^A (2. 5ml) £iQA, SiilCTl 

fc. rax^;i//THFtcTjfimu> «&fpftti7K»cTisfe^, mar? 

15 /l) KT8fe#U 7- [4- (2-^h^>Xh^» -1- (2, 

4-^^^- 1, 5 — r;i/^^;w -2, 3-yth'a-i 

-^>VTiftr>-4-*J^>^ (19 0mg) 

'H-NMR (200MHz, CDC1 3 ) <5 0. 93(3H, t, J=7. 2Hz), 1. 32-1. 46(2H, m). 1.56- 
I. 68 (2H. m), 2. 42(3H, s), 2. 64(3H, s). 2. 78(2H. m). 3. 27(2H, m). 3. 56(2H, 
20 t. J=6. 6Hz), 3. 8K2H. I, J =4. 8Hz). 4. 17(2H, t, J=4. 8Hz). 4. 59 (2H. s), 
6. 92-7. 10(3H, m), 7. 42-7. 50 (3H, m), 7. 57(1H, d, 1=1. 8Hz), 7. 89(1H, s) 
IR(KBr) 2924, 1684. 1607, 1501, 1235, 1126, 968, 810cm-' 

mmm 9 9 wz&m 9 9 <omm) 

7- [4- (2-^h + yX^y) yjL—M -1- (2, 4->^^;u- 
25 1. 3-?7y->-5--fJM^) -2, 3-yth'D-l — ^>'/Tif kf 
>-4-ti)l>#>m (0. 19g) fc&flSJ*?-^ (9. 5ml) \Z&Ml>* D 
MF *1$\Xtz$k. mttt~)V (3 2m 1) £Jjn*-> ^ffltCT 2^W» 

WLtzmWi&s 4- (^h^fc Fo tr^-;u- 4 -<;i/) 

7x'J>(9 1mg). biJlW$> (1. 0ml) ©M^U>M(5. 
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6ml) fcfci&TiSTU SItT 2 P#p B m#b7c. £J&$£&7K4»fc;bn3., mt 

5 U 7 - [4- + 7i^] -1- (2, 4->?pC^;U 

-1, 3 -2-7V—)V- 5 — OM^IO — N — [4- [N-^^;i/-N- (5=- 
h^t FDtf^>-4— T;U) T^y] *^;P:7x-;u] -2, 3-vkHn- 
1 -^>yTiftf>-4-^;U^1f5 F at^«l9 9) (1 3 5mg) 
m. p. 125-128*0 

10 'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J=7. 2Hz), 1. 37-1. 45 (2H, m), 1.57- 

1.-77 (6H. m). 2. 21 (3H, s), 2. 43(3H. s). 2. 64(3H, s). 2. 84 (2H, m), 3. 28-3. 44 (2H, 
m), 3. 52-3. 59(2H, m). 3. 55 (2H, s), 3. 81 (2H. t, J=4. 8Hz). 3. 98-4. 08 (2H, m), 
4. 16 (2H. t, J =4. 8Hz). 4. 59 (2H, s), 6. 96 (1H, d, J=8. 8Hz). 6. 99 (2H, d, J=8. 8Hz). 
7. 30 (2H, d, J=8. 4Hz). 7. 40-7. 56 (8H. m) 

15 IR(KBr) 3227, 2959, 1655. 1603. 1499. 1406. 1315. 1248. 1177. 820cm" 1 

Ttmfttfr C 42 H 52 N 4 0 4 S • 0. 5H 2 0 Calcd. C. 70. 26 ; N. 7.80 ; H. 7.44 : Found. C. 
70. 36 ; N. 7. 47 ; H. 7. 54 
#%^J 2 8 8 

"r h^V—JU- 5 -ts)V^>m.^^-)V (9. 4g) ©THF (94ml) mm 
20 *?£T, 7km<t*JT<y&7)l>$-V& (2. 5g) OTHF8S (2 8 2m 

i) tsnFi/fc. mu\zi:3mmm&'&. tk (2. 5mn , 1 5%*wt4frrh 

U^7AtK»» (2. 5ml) , tK (7. 5ml) §Jn*., 1 O^BJft^Ufc. -fe 

DM F (19 0ml) fc«#U M14^^>^> (3 7 g) <E:J&0^_. 

»Sl/, ^e>nfcSS£^*1t>/B*I6x3 L ;i' (=1/1) KT&frU 
^-JI/-5-*»ftH (4. 6g) 
'H-NMR( (200MHz. DMS0-d 6 ) 6 10. 10 (1H. s) 
###J 2 8 9 
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7- [4- 7iZJl/] -2, 3-ytKn-l-^ 

>*/7W>-4-jJ)\'tf>&.*3 L )V (0. 70g) £1, 2-y^DDI^> 
(14ml) /»B& (7ml) f h5!/-JV-5-*;TOf kH (0. 

3 1g) . hVT-th*~>7km{m?mj-h>)0& (l. 5g) £Jn*., 4 or 

Vlf^yj— W&3-^)V/3L$ ;-)V= 1 5/1) UTiSU, 7- [4- (2 
-^h + yxh + y) 7xZJH -l - (xh^l/— )V- 5— OV*^) -2, 

io 3->?kKD- i — ^>i/Ti?tr>-4-*;u#>*^^ l ;i' (o. 6 7 g) ^# 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H. t, J=7. 2Hz), 1. 36-1. 45 (2H, m), 1.55- 
1.66(2H, m), 2. 74(2H, m), 3. 33(2H. m), 3. 59 (2H, t, J=6. 6Hz), 3. 67(3H, s), 

3. 83(2H, t. J =4. 6Hz), 4. 15(2H. m), 4. 85(2H, s). 6. 79(1 H, d. J=8. 6Hz), 6. 88(2H, 
15 d. J=8. 6Hz). 7. 27-7. 37 (3H. m), 7. 45 (1H, d. J=2. 0Hz). 7. 68 (1H. s) 

##00 2 9 0 

7- [4- (2-7*h+yX.h^y) 7i'JH -1- (^ h JU- 5 - 

-r;u^^;i/) -2, 3 -:xk fd- 1 -^>yxift?>-4-#;u#>^*^;i/ 

(0. 6 7g) ^THF (6 . 7ml)/^^;-^ (6. 7ml) KJSflPU 1 
20 ^TK^-fk^-hU^A (6. 7ml) SriP*.. 5 0 < C(CT4 B#IBHft#U&. 18! 
^Iii:TpH=4ttm «J£T£«£¥#KiSM6L£. ^il^/TH 

?gJ8£lfc£U #e).tlfc»**^lJ->/»»X^ (2/1) £T8fci*U 7 
- [4- (2-7'h+yXh^y) 7x-Jl/] -1- Ox h 7 7-Jl/- 5 — T 
25 -2, Hn-l-^>\/7-i?tr>-4-*;W#>K (0. 45 

g) 

'H-NMR (200MHz. DMS0-d 6 ) 6 0. 89(3H, t. J=7. 2Hz). 1.04-1. 55 (4H m). 2. 72 (2H. 
m). 3. 33(2H. m). 3. 46(2H, t, J=6. 6Hz), 3. 72(3H. s), 4. 11 (2H. t. J=4. 6Hz), 

4. 91 (2H. s), 6. 91-7. 00 (3H, m), 7. 43-7. 71 (5H. m) . 
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. mmm i o o utsm i o o <omm) 

7- [4- + 7i-JH -1- (t* h =5 V— )V 5 - -f 

-2, 3-->*hFo-i-^>y7-tftr>-4-*;i/^>^ (o. 2 

7g) $THF (8. lml) fc**U DM F (Xjj£j) £JD*.7c^ mt^* 
5 -;U (5 1m 1) ^JPA> ^^Tl^jf^b7c^^> 4- h 

^ t fd tf^-;i/- 4 — r;p) y-U> (i4 5mg) , hux 

^;UT5> (1. 6 2ml) (DTHFigM (8. lml) l£7k?£T^TU M 
l:T2Hr B »tf:. S^^tK^^d^., ^x^;U{cxiamb7cc tgfa^ 

10 mz&x.? y-Mzmmis. s^x^i^p*., ^-ti->/x 

? y-MZXn^B^. 7- [4- (2 - yh^ylh + y) 7x.=l)H -N- 
[4- [N-^^U-N- (^"h^t HDkf^>-4-^;i/) 75/^^] 37 
-1- (fh^ 1 /- 5 -'fjMfJW -2, 3-ytHD-l-^ 
>\/Tiftr>-4-^;U^^-tT-S F (Yk'&WlOO) (4 2mg) £f#7c. 
15 'H-NMR (200MHz. DMS0-d 6 ) 6 0. 89(3H. t. J=7. 2Hz), 1. 28-1. 39 (2H, m), 1.47- 
1.55(2H. m), 1. 55-1. 92(4H, m), 2. 28-2. 380H, m), 2. 34(3H. s), 2. 83(2H, m), 

3. 24-3. 45(4H, m). 3. 46(2H. t, J =6. 4Hz), 3. 71 (2H. m), 3. 86-3. 99 (4H, m). 

4. 1K2H. m), 4. 81 (2H. s). 6. 58(1 H. d, J=8. 8Hz), 6. 99(2H. d, J=8. 8Hz), 7. 11 (2H. 
d. J=8. 4Hz). 7. 33-7. 75 (7H. m), 9. 89(1H, s) 

20 #%0*J 2 9 1 

7- [4- (2-^h + yIh^) 7x-JW -1- (T-h^V/— )l>-5- 
<DV*?-)V) -2, 3-yhHD-l-^>77t'k'>-4-*M>i^^ 
(1. Og) £7-fehxMJ;i/ (10 0ml) »Cig#U je^TJU^A (0. 8 

7g) , a^k^^;i/ (o. 3imi) sin*, ^i&\zT4mmm&isfco mm 

^U^/ttKX^U (=8/1) lCTft#U 7- [4- (2-7*h+ylh 
7iZJH -1- (l-/fJl/fh7^-Jl/-5--fJMfJP) -2, 3 
-5?k KO- 1 -^>'/T^>-A-tDV^>m^)V (0. 3 3g) , 7- 
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[4- + 7i-JW -1- (2-/7 t ;i'fh7l/- 

5--f;M^;U) -2, 3 -yk h*D- 1 -^>l/7irtf >-4-#;i/#>^* 

(0. 4 4 g) £t#7c 0 
'H-NMRO-^JW*: ; 200MHz. CDC1 3 ) 5 0. 93(3H, t, J=7. 2Hz). 1. 30-1. 44(2H, 
5 m), 1. 45-1. 66 (2H, m), 2. 59 (2H, m). 3. 35 (2H. m), 3. 55 (2H, t, J=6. 6Hz). 3. 81 (2H, 
t, J=4. 8Hz), 3. 95(3H. s), 4. 16 (2a t. J=4. 8Hz). 4. 86 (2H, s). 6. 96(1H, d. 
J=8. 4Hz). 6. 99C2H. d, J=8. 8Hz), 7. 26-7. 48 (3H, m), 7. 57(1H, d, J=2. 2Hz), 
7. 78(1 H, s) 

'H-NMR(2-^;Wfc ; 200MHz. CDC 1 3 ) 6 0. 93(3H. t, J=7. 2Hz), 1. 22-1. 44(2H, 
10 m), 1. 55-1. 65(2H, in), 2. 86(2H. m). 3. 42(2H, m), 3. 55(2H. t. J=6. 6Hz), 

3. 77-3. 83 <2H, m), 3. 81 (3H, s), 4. 15(2H, t. J=4. 8Hz), 4. 36(23H. s), 4. 75(2H, 
s), 6. 97(2H, d, J=8. 2Hz). 7. 13(1H, d. J=8. 8Hz). 7. 39-7. 54 (3H, m). 7. 78(1 H, 
s) 

#%#| 2 9 2 

15 7- [4- (2-7*h4yXh + y) 7 -1- ( 1 - t^JV^h^V 
5-^)1*^)1) -2, 3 KD- 1 -^>l/Tif tf>- 4 -tDVtf 
>m^)V (0. 3 2g) 5THF (6 . 4m \ ) / S —)\> (3. 2ml) \Z 

mMv. lMmfrmk-fh d^a o. 2m n ^jda. •m.mz.xi 4mmm& 
T^£i&£u nztifzmis&^vy/mm^)]' (5/1) ict^u 

7- [4- (2-7'h^yXh + y) 7iXJW -1- (I - *^)Vr V ^V— 
Jl>- 5—1)1*^)1) -2, 3 Hn- 1 -^>l/Tift>-4-^;l/^> 
^ (0. 2 5 g) Srtffeo 
25 'H-NMR (200MHz. DMS0-d 6 ) <5 0. 89 (3H, t, J=7. 2Hz), 1. 27-1. 41 (2H, m), 1.44- 
1.57(2H. m). 2. 69(2H, m), 3. 32 (2H, m), 3. 47(2H, t. J=6. 6Hz), 3. 72(2H, m). 

4. 03(3H. s). 4. 09(2H, m). 4. 96(2H. s), 6. 87-6. 99 (3H. m). 7. 43(1H, d, J=8. 8Hz), 
7. 53-7. 63 (3H. m). 7. 71(1 H. s) 

IR(KBr) 2957, 2932, 1667, 1609, 1505, 1435. 1273, 1244. 1119, 828, 797cm' 1 
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mmm 1 .o 1 101 

7- [4- + 7i-;W -1- (1 

-2, 3-vt KD- 1 -^>^/7if tf >- 4 -^7^ 
>» (2 3 0mg) £THF (6. 9ml) digjUU DMF (—$5) ^SP^.^ 
5 ttWMU?* H (63/il) ^iPA, MJCTlNFM«*^bfc»tt*, 

4- (^h^fc Hotf^-;u-4 — r;w) y^/;*^;i/| t-u> (i 

2 0mg) . h'JXf;i/75> (1. 3 4ml) OTHFft* (6. 9ml) \Z 
- (2-7 , h^vl^» 7x-jb] -N- [4- [N-^^lz-N- h 

5tFnkf^>-4 — r ;w) r^y^^;n 7xzjh - 1 - (i-*^;u^h 
5 — r;u^^;i/) -2, 3 kd- 1 -^>i/7-tffc?>-4-;*7 

15 h* ttfc-&$ll 0 1) (1 1 4mg) S:f#fco 

m. p. 132-1 35*0 

'H-NMR (200MHz, CDC1 3 ) <5 0. 93(3H, t. J=7. 2Hz). 1. 31-1. 46 (2H, m), 1.56- 
1.8K6H, m), 2. 20(3H, s). 2. 54-2. 73(3H, m). 2. 95(2H, m). 3. 30-3. 42(4H, m). 
3. 51-3. 59(2H. t, J=6. 2Hz), 3. 56 (2H, s). 3. 78-3. 84 (2H, m). 3. 96-4. 17(2H. m). 
20 3. 98(3H, s), 4. 15(2H. t, J=4. 8Hz). 4. 81 (2H, s), 6. 96 (2H. d. J=8. 4Hz), 6. 98(1 H, 
d. J=8. 4Hz). 7. 40-7. 58(7H, m), 7. 70(1 H, s) 

IR(KBr) 3294, 2932. 1659, 1607, 1516, 1501, 1406, 1360, 1244. 1138, 820cm-' 
TtBfttir C 39 H 49 N 7 0 4 Calcd. C. 68.90 ; N, 14.42 ; H. 7.26 : Found. C. 68.82 ; 
N. 14. 17 ; H, 7. 08 
25 ###1 2 9 3 

7- [4- (2-7'h+yx h*z/) 7xr^ -l- (2 -^^-JVv-hyV 
-)],- 5-^)1*^)1) -2, 3 -5?t h*o- 1 -^>l/Xiftf>-4-;*7;U# 
>Wt^)V (0. 43g) §THF(4. 3ml)/^^y-;i/ (4. 3ml) \Z 

mm^ lmfeTkmti-hvoA (4. 3m n &jda, micti 4P*w«# 
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7- [4- + + 7x-Jl/] -1- ( 2 - ^^JU^ h 

5 ;P-5— fJM^JW -2, 3-v ? bHP-l-^>^7iftf>-4-*;U^> 
ft (0. 3 7 g) 

■H-NMR (200MHz, DMS0-d 6 ) 6 0. 89 (3H, t, J=7. 2Hz), 1. 27-1. 41 (2H, m), 1.43- 
1. 58(2H, m), 2. 76(2H, m), 3. 33(2H, m), 3. 47(2H, t, J=6. 6Hz). 3. 69-3. 74(2H. 
m), 4. 07-4. 12(2H. m), 4. 37(3H. s). 4. 81 (2H, s), 6. 97(2H. d). 7. 06(1H, d, 
10 J=8. 8Hz), 7. 42-7. 60 (4H, m), 7. 70(1H. s) 

IR(KBr) 3034. 2934, 1672. 1607. 1501. 1404. 1246. 1190. 1132. 816cm-' 

mm 1 o 2 at&m 102 omm) 

7- [4- (2-yh^>Xh + y) 7i-JW -1- (2-*^;k^h5*/ 

5 -- t;m^-;w -2, 3 -s^t Ka- 1 -^>v f Tiftf>-4-^;i/# 

15 >g£ (0. 3 4mg) ^THF (10. 2ml) CftflfU DM F $r*P 
mU^DMH (9 3// 1) £JD*., MKTlBfHSMIJfcUfciS 

4- (^h^b h*ntf^-;i/-4— <;u) 7$/^wi/] T-U 

>(17 7mg), hUX^7^> (1. 98ml) ©THFM (10. 2 
ml) fc*}ftTfl&TU MfcT2NfWjft#Lfc. EJ«»*zK+KlJDA, IfcftX 

JET*«E*»5SU, He>nfcI^^y'J*yM7A^D-7h^77^- (R?ft 

x^;p/x^/-;i/=3/i) KTttttU ^*tf>/imx^£T?f*SI&U 

7- [4- (2-7F+yXh^y) 7i-JH -N- [4- [N-t^U-N 
- (fh7k HPtf7>-4 — i)V) 75 7^f;H 7i"JH -1- (2-* 
25 ?Jl'fh7 , /-;l'- 5 — OUt^JU) -2, 3-yhKD-l-^yy7t*k°> 
-4-M^it5H Wfr&4&10 2) (1 9 3mg) 

'H-NMR (200MHz. CDC1 3 ) 6 0. 93 (3H. t. J=7. 2Hz). 1. 32-1. 45 (2H. m). 1.57- 
1.76C6H. m). 2. 21(3H. s), 2. 65(1H. m), 2. 95(2H. m). 3. 30-3. 48 (4H. m). 3. 55(2H. 
t. J=6. 6Hz). 3. 57(2H. s). 3. 77-3. 83 (2H. m), 3. 98-4. 08(2H. m). 4. 10-4. 18 (2H. 
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m). 4. 37(3H, s). 4. 78(2H, s). 6. 97 (2H, d, 1=8. 8Hz). 7. 05 (1H. d, J=8. 4Hz), 
7. 30 (2H, d. J=8. 4Hz), 7. 39-7. 56 (8H. m) 

IR(KBr) 3312. 2930, 1644. 1607. 1503. 1406. 1360, 1242. 1 140. 810cnf' 

nmm 103 ut&vo 1 0 3 omm) 

5 1- (3 h^->ynkfJU) -7 - [4- (2-yD^yIh^y) 7 x. 

-2, KD- 1H- l-^>VT^£if>- 4-tl)l^>m (2 5 

Omg) ©THF (10ml) mmz, ^2STi£ft;^xjl/ (0. 0 8 3ml) 
RZSDMF (lfg) £Jn*Tl. 5PfP B m^bfco MffiT^^M^b/c^, m 
S££THF (15ml) l~*§fl?£tt\ OtT4- [[N-*3^-N- (^ h ^ t 
10 Ho tf^>-4-<;i/) 7 2./] *3-M 7-U> (13 8mg) :feJ:££hUx 
^7^> (0. 4 8ml) ©THF (3ml) ^tCflSTLfco ^T'3P#r^ 
Jf#U*:^ 7K^J!in^^x^;l/T^mL^ 0 W^S^7kS^?n^7KT^# 

>f — (X^/— ;U : 61^X3MH : 4^1 : 3-*l : 2) T'iiU, $e>l'^D 

15 rz%&£k&nifeik (^-tJ->-^x^;i') ic^o-otgiu tw^tLxi 

- (3 h^->^Dtf;i/) — n— [4- [[n-*^;u-n- (^h^tFDtf 
^>-4— r;i/) 75/] -7^x;u] -7 - [4- (2-:/D^->X 

7^x;u] -2, KO- 1H- 1 -^>^/T-tftf>-4-7^;l/ 

^^r+l-a H (^#11 0 3) (2 6 4mg) 

20 m. p. 87-90 X: 

'H-NMR (200MHz. CDC1 3 ) <5 0. 94 (3H. t. J=7. 5 Hz). 1.53-1.82 (6H. in), 1.90- 
2.06 (2H. m), 2.21 (3H. s). 2.51-2.74 (1H, m). 2.86-2.97 (2H. m). 3.28-3.66 
(15H, m), 3.81 (2H, t, J=4. 9 Hz), 3.98-4.11 (2H. m), 4.16 (2H, t, J=4. 9 Hz), 
6.95 (1H, d, J=8. 8 Hz). 6.98 (2H. d, J=8. 8 Hz). 7.30 (2H. d, J=8. 4 Hz), 

25 7. 38-7. 57 (8H, m). 

IR (KBr) 3233, 1638, 1607. 1516. 1501. 1314. 1246. 1186. 11 17 cm 1 
TzMfttir C 39 H 5l N 3 0 s Calcd. C, 72. 98 ; H, 8. 01 ; N, 6. 55 : Found. C, 72. 65 ; 
H. 7. 98 ; N. 6. 35. 
mmm 10 4 1 0 4 (DUm) 
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7- [4- + -1- ( 3 h*~>:/D t: 

;W) -2, 3-ytKP - 1H- 1 -^>\/7iffc?>- 4 -#;M*>& (2 0 0 
mg) ©THF (10ml) JgSSfc, MT&fl^tfXJU (0. 0 64ml) R 
tfDMF (1*) SiD*Tlll#Wai#bfc. «ffiT*l«*«*bfctl, SSE&T 
5 HF (15ml) \zmMt*1t* 0 *CT4 — [[N-^^U-N- (^h^fcHotf 
4 — CJU) 7$;] *3-)V\ 7-U> (10 7mg) 43«fctfhUX^\H/:7 
5> (0. 3 7ml) OTHF (5ml) ItlcSiTlfc. 1 8 B§n«^ 

Lfclg, zK^iraA^x^l/rfflttiLfc. W«S£«&?D*&7K-eife£U «EB6^ 

10 y— ;p:»»x^;h : 3) -rttanu $5fc£Efcteii£?s*ss (^-tr>- 
7iz;i/] - l- (3-^ h^->yotf;w -N- [4- [[N-^^;u- 

N — (fh7t KDtf^>-4— f;P) 7^7] j*?\>l/| 7iZ^] -2, 3- 
S^t Ho- 1H- 1 -^>yTiftr>-4-#;U#^1*a K Mb*« 1 0 4) (2 
15 6 4. 2mg) 2rt#7Co 
m. p. 87-90 *C 

'H-NMR (200MHz, CDC l s ) 6 0. 93 (3H, t. J=7. 3 Hz). 1.32-1.46 (2H, m), 1.50- 
1.82 (6H. m), 1.89-2.03 (2H. m). 2.21 (3H, s). 2.55-2.72 (1H. m), 2.84-2.96 
(2H. m), 3.28-3.61 (15H, m). 3.80 (2H, t, J=4. 8 Hz), 3.98-4.09 (2H, m). 4.16 
20 (2H. t. J =4. 8 Hz). 6.95 (1H. d. J=8. 8 Hz). 6.98 (2H. d. J=8. 8 Hz). 7.31 (2H. 
d. J=8. 4 Hz). 7. 36-7. 57 (8H. m). 

IR (KBr) 3334. 1640. 1609, 1516. 1503. 1314. 1244, 1184. 1119 cm" 1 
TiMfttii C 40 H 5 3N 3 0 5 • 0. 5H 2 0 Calcd. C, 72.26 ; H, 8.18 ; N. 6.32 : Found. C, 
72. 51 ; H, 7. 93 ; N, 6. 10. 

25 mm 1 o 5 utsw 1 0 5 onii) 

1- (3-Xh+y7"nHjP) -7- [4- (2-7*D^yXh^» 7 x. 
-;H -2, 3-vt:Fo-lH-l-^>yy-iitf>-4-^;i/#>m (2 5 
Omg) ©THF (10ml) mmz. SiTttW^ (0. 0 8 0ml) 
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I^THF (2 0ml) \zmf&tZ1£* 0*CT4 - [[N - N - (fh7h 

Kotf7>-4--r;U) T^y] *J-M T-U> (13 3mg) ^tfh'Jl 
?A7S> (0. 4 6ml) CDTHF (3ml) ^tdfiSTLfcc ifit2. 5 

(x^y-;i/ : ^X^;H : 9—1 : 3) T*ft§3U ^bll^CfclSi^ 

^->yDtr^) -N- [4- [[n-^^-n- (^h^t HDtr^>-4--r 

757] 7i^J^ - 7- [4- (2-7 , D^ylh + y) 7^ 

10 ~)V\-2, 3->?tiKD-lH-l-^>l/Tiffcf>-4-7a;i'^^-tl-ih*('fb 
^1 0 5) (2 4 2mg) £t#7c 0 
m. p. 99-101 "€ 

'H-NMR (200MHz. CDC 1 3 ) 6 0. 94 (3H, t. J=7. 5 Hz), 1.23 (3H, t, 1=6. 9 Hz). 
1.53-1.82 (6H. m). 1.90-2.04 (2H. m). 2.21 (3H. s), 2.53-2.73 (1H. m). 
15 2.87-2.96 (2H. id), 3.30-3.60 (14H. m). 3.81 (2H. t. J=5. 0 Hz). 3.98-4.10 (2H. 
m). 4.17 (2H. t. J=5. 0 Hz). 6.95-7.00 (3H. m). 7.30 (2H. d. J =8. 4 Hz). 
7. 36-7. 58 (8H. m). 

IR (KBr) 3305. 1640. 1607. 1501. 1406. 1314. 1244. 1123 cm" 1 
5£St#ffr C 40 H 5 3N 3 0 5 • 0. 25H 2 0 Calcd. C. 72. 75 ; H. 8. 17 ; N. 6. 36 : Found. C. 
20 72. 81 ; H. 8. 08 ; N. 6. 27. 

mmm 1 o 6 1 o 6 <Dmm) 

7- [4- (2-7'h^yIh+y) 7^-)ll -1- ( 3 -X h^y^D fcf 
;U) -2, 3-yhKD-lH-l-^>y7-iilf>-4-^M>|| (2 5 0 
rag) ©THF (10ml) mWz. mfiXVMttt—fr (0. 0 7 8mi) S 
25 tfDMF (lflS) SrJPATl. 5«PWflt»bfc. «JET*Jifc9*Lfc«, 

£THF (2 0ml) 0tT4- [[N-pWU-N- (rh7kF 

Dfcf7>-4— HP) 757] *3MH TX»J> (12 8mg) iS.fctfHJx^ 
;U75> (0. 4 4ml) CDTHF (3ml) MCflTlfc. ^i&T64P#K 
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K^*->£ATSa»Lfc. «EET»*6S^ J^M^^^A^ D7h^7^- (X 

-»*i^w laotiSL, f$6©fgii£bT7- [4- (2-^h^>x 

b*is) 7jc-;U] -1- (3-Xh^->yDkT;U) — N — [4- [[N-^^W 
5 -N- (f N7tHDtf7>-4-<;W 757] 7xrj|/] -2, 3 

-ytHD - 1H- 1 -^>VTiftT>-4 H Mb-&*fl 0 6) 
(2 2 4mg) £f#7c. 
m. p. 95-97 t: 

'H-NMR (200MHz, CDC1 3 ) <3 0. 93 (3H, t. J =7. 3 Hz), 1.24 (3H. t. J=6. 9 Hz). 
10 1.30-1.48 (2H, m), 1.52-1.84 (6H, m), 1. 90-2.06 (2H, m). 2.21 (3H, s). 
2.52-2. 75 (1H, m), 2.86-2.97 (2H, m), 3.30-3.60 (14H, m). 3.80 (2H, t, J=5. 0 
Hz). 3.98-4. 09 (2H. m). 4.16 (2H. t. J =4. 9 Hz). 6.94-7.03 (3H. m). 7.30 (2H. 
d. J=8. 4 Hz), 7. 36-7. 57 (8H. in). 

IR (KBr) 3323, 1638. 1607. 1516. 1501. 1406, 1314. 1244. 1123 cm" 1 
15 TiMftVr C 4I H 65 N 3 0 5 Calcd. C.. 73.51 ; H. 8.28 ; N, 6.27 : Found. C. 73.60 ; 
H. 8. 16 ; N. 6. 23. 

mmm 107 107 vmrn) 

7- [4- (2-7h + ylh^-» 7i-JW -1- [(2-*^;i/-l, 3 
-yt^V7>-2 — (Jl) **f-)V\ -2, 3-ybFD-lH-l-^>77 
20 -t*hf>-4-*;^>^ (30 0mg) <£>TH F (10ml) mm\Z, MTit 
ittt~)l (0. 0 6 8ml) M'DMF ( 1 W £in^T 1 fl#P*m#b£:. K 

M^M0x:T4- [[n-^^;1/-n- (^h^t Fa tf^>- 4 -<;u) 7 

57] *=f-)V\ XX U > (15 lmg) &J;tt>UX3^Xa> (0. 7ml) 
C5THF (3ml) mmzffiTVtco Iflt2 O^m^^Tc^ tK^SPx.^ 
25 X^UT&tBbfeo Wm^^fn^TKT^b, «i?^y9A«Lfc. 
MmTaSI^ M^7A^nTh^77^- (x^y-;u : gt^x^;n : 

19-1 : 10) T#n*ii§s[u ^e>(c^D^^r a ^^^ (b^x^-vm 
yypbf;i/x-^;i/) la^iffiib, ffeW H tLT7- [4- (2-7'h 

=lrylh+y) 7x'JW -1- [{2~^)V-1, 3 - V ^ >- 2 --f 
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)V) *3MH -N- [4- [[N-*3MU-N- (t" h 7 b H o If 7 >- 4 — ( )V) 
757] t^U] 7x-;H -2, 3-yhKD-lH-l-^>y7t'l:>- 
4-Mm$H 0ft-&^1 0 7) (1 4 4mg) £#fc 0 
m. p. 123-126t: 

5 'H-NMR (200MHz, CDC1 3 ) <5 0. 93 (3H, t, J=7. 3 Hz), 1.31-1.47 (5H, m), 1.51- 
1.83 (6H, m), 2.21 (3H. s), 2.54-2.73 (1H, m), 2.86-2.97 (2H, m), 3.28-3.60 
(10H, m), 3.80 (2H, t. J=5. 0 Hz), 3.93-4.09 (6H, m), 4.16 (2H, t. J=5. 0 Hz), 
6.98 (2H. d, J=8. 8 Hz). 7.26-7.32 (3H. m), 7.39-7.50 (8H. m). 
IR (KBr) 3245, 1645, 1607, 1516, 1499, 1406. 1316. 1244. 1175. 1140. 1046 
10 cm' 1 

7tW:tttiT C 4l H 53 N 3 0 6 • 0. 25H 2 0 Calcd. C, 71. 54 ; H. 7. 83 ; N. 6. 10 : Found. C. 
71. 49 ; H, 7. 96 ; N. 6. 03. 

mmm ios at&m ios <owg) 

7- [4- (2 ->^h^5>X -1- [(2-^^;U-l, 3 

15 -> ? ^-^V^>- 2 --f )V) *3-)V\ — N — [4- [[N-^WP-N- (^h^ 
k Katf 4 --r;U) 7$y] -y^-)V\ -2, 3-yth'D-l 

H- 1 -'OVT-tit 0 >-4-^j;^^+h5 H (10 Omg). ^biiU^A- 7 
TKfn^ (3 0 Omg), B^b^hD^A (1 9mg) 07t h — h U ;U (5m 1 ) 
6 0tT?5B»lf;. ^^{C7K<£Jn^, ^X^;i/T«aib7Cc 
20 ^«£&fn:ft&7fcTSte&U ^m-7^«>^AT^Ufco MJ£Tiii&S^ ^ 
S£#^A^DT btf?7>(- (JL?y-)l : mm^)H : 3) T*#Ht*S§SlU 
ffiO!SItUT7- [4- (2-7h + yIh + -» 7i-JH -1- (2- 
^y^atMU) -N- [4- C[N-^^;U-N- (x h Fo tr^>- 4 - 
^;U) 7$y] *J-)V\ 7i-JH -2, 3-v?t KD- 1H- 1 -*>\*TM 
25 If >- 4-#;i^4^t5 F «k^l 0 8) (5 2mg) fcftfc. 

'H-NMR (200MHz. CDC1 3 ) 5 0. 93 (3H. t. J=7. 3 Hz), 1.32-1.47 (2H. m). 1.53- 
2.05 (6H. m). 2.26 (3H. s). 2.38 (3H. s). 3.29-3.47 (4H, m). 3.55 (2H. t. 
1=6. 6 Hz). 3. 74-3. 86 (4H. m), 4. 01-4. 21 (6H, m). 6. 54 (1H, d, J=8. 0 Hz), 6. 98 
(2H, d. J=8. 8 Hz). 7.26-7. 67 (10H, m). 
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IR (KBr) 3302. 1728. 1651. 1607. 1518. 1501. 1244. 914 cnf' 
mMM 10 9 -(ft^tt 10 9 <DMm) 

7- [4- + 7x~;H - 1 -^°Ptf;U-N- [4- 

5 M -2, 1H- 1 -^>yyiffcr>-4-#;M^!f-a H (1 

6. 4g) <D%tW.^)V (1 5 0 0ml) i^K, Ii£t4Nlll-Kilf 
(2 5ml) £iD*., lPffiJMf^bTCo tffmbT^^^^<£:5il^J:oTS*^: 

_ (2 -^h^5/Xh=lrv) — 1 — "7°0 ¥)]/— N — [4- [[N-*^ 

io jv-N- (^h^b FDkr^>-4 — r;u) 7=;] :7x=;w -2, 

3-ytKD-lH-l -^>\/7iffc!>-4-#;MMr1*-^ H • (te 

^-tu 09) (8. 6 i g) *nt-. 

•H-NMR (200MHz. DMS0-d 6 ) 6 0. 88 (3H. t. J=7. 1 Hz). 0.94 (3H. t. 1=7. 3 Hz). 
1.22-2.18 (10H. m). 2.57 (3H. s). 2.78-2.90 (2H. m), 3.21-3.41 (7H. m). 3.46 
15 (2H. t, J=6. 4 Hz). 3.68-3.73 (2H. m). 3.91-4.15 (5H. m). 4.35-4.60 (1H, m). 
6.97-7.02 (3H. m), 7.42-7.58 (6H. m). 7.65 (1H. s). 7.81 (2H. d. J=8. 4 Hz). 
10. 03 (1H. s), 10. 45-10. 59 (1H, m). 

IR (KBr) 3248. 1663. 1609. 1521, 1501. 1464. 1312. 1248. 1180. 1121. 831 cm"' 
Ttmftffi C 39 H 5 3N 3 0 4 C1 2 Calcd. C. 67. 04 ; H, 7. 65 ; N, 6.01 : Found. C. 67. 10 ; 
20 H. 7. 51 ; N. 6. 14. 

mmm no ut^m 1 1 o <omm.) 

7- [4- (2 -zf h=^>xh^-» yjL-ju] - l --fu tf;l/-N- [4- 
[[N-^^-N- (^h^t: Fnfc?^>-4 — 1 )V) 7^/] 7 ilZL 

;U] -2, 1H- 1 -^>V7iftf>-4-#;M^1*-= h* (2. 

25 0 g) CDl^y-JP (1 5 0ml) mWz, ilST*7'7^i (3 7 lmg) £fln 

o. 5mmm.wisfzo M.!£rmm^ mm.izmm^)^mxmihLr^^ 
^5jg(c«hoT*0fcc n%££k (2-^pav-;w) \z£^xmmL. n&vm 

&tlsT7- [4- (2-7*h^>Xh^v) 7x'Jb] -l-^Dtf^-N- 

[4- [[n-pWI'-n- (T^h^t ho tf^>- 4 --r;u) T^y] 
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7i^H -2, 3 -yk HP- 1 H- 1 -^>V/7"tf fcf>- 4 
({^illO) (1. 8 6g) 

up. 159-1 61*0 

'H-NMR (200MHz, CDC1 3 5 0. 93 (3H, t, J=7. 3 Hz). 0.99 (3H. t. J=7. 2 Hz), 
5 1.30-1.45 (2H. m), 1.51-1.86 (8H. m), 2.24 (3ft s), 2.61-2.79 (1H, m), 
2.86-2.95 (2H, m), 3.24-3.43 (6H, m), 3.55 (2H. t, J=6. 4 Hz), 3.62 (2H, s), 
3.81 (2H, t, J=5. OHz), 3.98-4.09 (2H. m). 4.16 (2H. t, J=5. 0 Hz). 6.90 (1H. 
d, J=8. 8 Hz). 6.98 (2H. d. J=8. 8 Hz), 7.26-7.57 (12H. m). 
IR (KBr) 3365. 1653. 1609. 1520. 1501, 1316. 1246. 1177 cm-' 
10 Ttmftffi C 43 H 55 N 3 0 g Calcd. C, 69.61 ; H. 7.47 ; N, 5.66 : Found. C. 69.51 ; 
H, 7. 46 ; N. 5. 88. 
#%#J 2 9 4 

7 -zTu=E-2, 3-ykHU - 1H- 1 -^>\ZTif \±>- 4 -tl)V#>m 
(0. 80g). 3 h^zsZfa \LHr>7 )V=f\L H (1. 2 5 g) (75 1, 
15 2-y^7DDX^> (10ml) 3SSTf**fl: h 'J 7t h**>*"5*t 

hu^A (i. 8 i g) &mz.2 4mmtM.&vfzo m^ictk^da, ftgi? 

JETMM8U Sa^7i»^D-7h^77-f- (Mpi^l/ : 'V*1*->1 : 3-* 
1:2) t^lffiit. ffiCMIlilT?-^-!- (3-*h*->^ 
20 ntf;U) -2, 3-ykFD - 1H- 1 —*>V7W>- 4 
;U (9 3 5mg) £f#7Co 

'H-NMR (200MHz. CDC1 3 ) 5 1. 83-1. 96 (2H. m). 2. 79 (2H. t. J=4. 0 Hz). 3. 22 (2H. 
t. J=4. 9 Hz). 3.34 (3H. s). 3.37-3.45 (4H. m), 3.80 (3H. s), 6.75 (1H, d. 
J=9. 2 Hz), 7.21-7.26 (1H, m), 7.42 (1H. d, J=2. 6 Hz). 7.57 (1H. s). 
25 IR (neat) 1699, 1626, 1588. 1539. 1495, 1435. 1256. 1177. 1 117. 1086 cm" 

mmm 2 9 5 

7)V3>nmmrF. 7 -y~n^- 1 - (3-*h*~>yotf;u) -2, 3-v 

t HP- 1H- 1 -'OVT-fc? t?>-4-2Ul^>^y^;i/ (4 5 Omg), 4 - 
(2-7'D^ylh^y) 7*=.)V*Om (3 1 3mg) Rtf&K* U tfA (3 
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5 lmg) (D h;i/X>-X^y — ;U-tK ( 1 5 - 1 . 5-1. 5ml) 

(7 3mg) ztinz.. 2 ommumm^rzo mm^^r-m 

5 JETiti^ ^£#^A^D^h^:7>f- (gt^X^ : ^*1t> 1 : 4-+ 
1 : 2) TMMt$2U ffe©»tlTl- ( 3 h^v^D tf;i/) -7 
- [4- + 7iZJH -2, 3 -v^fc Fd- 1 H- 1 

-^>VTl£if>-4-*)l#>m*^)l' (3 7 6mg) £#7c e 
'H-NMR (200MHz. CDC1 3 ) 6 0. 94 (3H. t, J=7. 3 Hz), 1.55-1.73 (2H, m), 1.86- 
10 2.03 (2H, m), 2.79-2.84 (2H, m). 3.26-3.31 (2H. m), 3.36 (3H, s), 3.42-3.55 
(6H. m), 3.81 (3H, s), 3.83 (2H. t, J =4. 9 Hz), 4.16 (2H, t. J =4. 9 Hz). 6.92 
(1H. d. J=8. 8 Hz), 6.97 (2H, d, J=8. 8 Hz). 7.38-7.51 (4H. m). 7.76 (1H. s). 
IR (neat) 1699. 1607. 1505. 1456, 1435. 1244, 1181, 1119cm-' 
2 9 6 

15 1- (3 h^v-^D tT;U) -7 - [4- (2-7"D^i/Ih^» 7i 

-2, 3-ykFD- 1H- 1 V'Xif tf >- 4 -#;1/^>^*^;U 

(3 7 6mg) OTHF-^^y-Jl/ (5- 1 Om 1 ) ^^IC, ^fflTlN 
TKHfrffc^hU^AzKJSifc (3. 0ml) 5 OtT 2 4Pf IWif #L7cio M 

tzm&zzmz&-oTM&fr B ^^^^y^Dtr;i/x--x;uR^^+i->T^ 

#U SffitDfSJixhLT 1 - (3-^^yyDk a ;W -7- [4- (2-^n 
#+yih + y) 7i-JH -2, 3-vt F^-lH-l-'<>\/7-fe:t!>- 
4-;tJ;^#>^ (3 4 6mg) £f#7c„ 
25 m. p. 114-115 *C 

'H-N'MR (200MHz. CDC1 3 ) <5 0. 94 (3H. t, J=7. 3 Hz). 1.56-1.73 (2H. m), 1.88- 
2.04 (2H. m). 2.78-2.89 (2H, m), 3.24-3.35 (2H. m). 3.36 (3H. s), 3.43-3.55 
(6H. m). 3.81 (2H. t. J=5. 0 Hz). 4.17 (2H. t. J=5. 0 Hz). .6. 94 (1H. d. J=8. 4 
Hz). 6.98 (2H. d. J =8. 8 Hz). 7.40-7.53 (4H. m). 7.88 (1H. s). 
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IR (KBr) 1671, 1607, 1501. 1273, 1252. 1186, 1 115 cnf' 

7C*##r C 26 H 33 N0 5 Calcd. C. 71.05 ; H. 7. 57 ; N. 3. 19 : Found. C, 70.78 ; 

H, 7. 38 ; N, 3. 01. 

2 9 7 

5 7)v^ynmmrf. 7 -yu^-i- (3-* h^^yu^jv) -2, 3-i? 

t Hp- 1H- 1 -^>l/T-iftf>-4-^;l/7^>^^^ (4 7 8. 2mg), 
4- y x";U*^ (3 5 4mg) RZtmmtJVyA 

(3 7 3mg) CDh;i/X>-X^y— ;U-tK (1 5- 1. 5-1. 5ral) 

^^iSTifltp^jf^Lfc. ^Mt:fh7^h'j7i-;^77>f >/\°^>> 

10 (7 8mg) £iuA. 1 6 mffitiUMmffi bTc. ^iS^T?^^ H^x^ 

MIET^^> M§*7A^07h^77^- (^X^:^\^>1 : 4 
-1 : 3-+1 : 2) T-#»ifgSiU ^fe^fffi^ t LTgWtl (3 6 2mg) £ 
fife. 

15 'H-NMR (200MHz, CDC1 3 ) <5 0. 93 (3H. t, J=7. 3 Hz). 1.30-1.49 (2H. m). 1.53- 

I. 69 (2H. m). 1.87-2.03 (2H. m). 2.78-2.86 (2H. m). 3.28 (2H, t, J=4. 8 Hz), 
3.36 (3H. s), 3.42-3.50 (4H. m), 3.55 (2H, t. J=6. 7 Hz), 3.78-3.83 (5H, m), 
4.16 (2H. t. J=5. 0 Hz), 6.90-7.00 (3H. m), 7.38-7.51 (4H, m), 7.76 (1H. s). 
IR (neat) 1699. 1622. 1607, 1505, 1456, 1435. 1246. 1182. 1 1 19. 818 cm" 1 

20 2 9 8 

7- [4- (2-7'h + yXh + y) 7i-JW -1- ( 3 - ^ h^v-^D kf 
)V) -2, 3-ykKn - 1H- 1 */Ti? fcf >- 4 )V#>m*^)V ( 3 

6 2. 3mg) ©THF-/^y-Jl/ (5-1 0ml) MGfemz. iiStlN 

7K^k± h u u ( 2 . 8mi) ^n*.. 5o.tti5 mmmftLtz, m 

25 EETiiUS^ pH#3~4lC&££Tl N^£JnAI1^X^TttftL7c. W 

7i^^S: 5i§l3 <fc o X M&fco £ 5?-f V y°U tf )VJL-t-)V^XS^\^ 
#U Jf£(D;S£ f §l<hLT7- [4- (2-7h + yXh^» 7x-M - 1 - 
(3 h^v^Dtf^) -2, 3 -^k Kd- 1 H- 1 -^>V7-tftf>-4 
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-*})Vi£>m. (2 8 3mg) &ntco 
m. p. 99-101 *C 

'H-NM (200MHz, CDC1 3 ) (5 0. 93 (3H. t. J=7. 2 Hz). 1.29-1.48 (2H, m), 1.53- 
1.70 (2H. m), 1.88-2.04 (2H. m), 2.80-2.89 (2H, m). 3.25-3.35 (2H, m). 3.37 
5 (3H, s), 3.43-3.49 (4H, m), 3.56 (2H. t, J=6. 6 Hz), 3.81 (2H, t, J=5. 0 Hz). 
4.16 (2H, t, J=5. 0 Hz), 6.94 (1H. d, J=8. 6 Hz). 6.98 (2H. d, J=8. 4 Hz). 
7. 40-7. 53 (4H. m). 7. 88 (1H. s). 

IR (KBr) 1671. 1607. 1501. 1269. 1246. 1184, 1115 cm"' 
7Cf?l##r C 27 H 35 N0 5 Calcd. C. 71.50 ; H, 7.78 ; N. 3.09 : Found. C. 71.31 ; 
10 H, 7. 75 ; N, 2. 99. 

2 9 9 

7- [4- + 7 zc~;i/] -2, 3-ykh'P-lH 

- 1 -^>^T-feftf>- 4 -ts)V^>m.^^)V (4 O Omg), 3 -X h^ri^7°n 
tr^>T;l/^fc F (0. 53g) ©1, 2-y^DDX^> (10ml) 
15 ^i&T7K^hUTiih^'>^^^^-hUOA (0. 6 6 g) 2 omm 

(l^ilfJkA^^l : 4—1 : 3) T#«»SBU M&om 
^tlTl- (3-Xh*->:/Pt£;U) -7- [4- (2-^P^yX^ 
20 ~» 7xXJW -2, 3-S?b HO - 1 H - 1 -^>!/7^>-4-*^#> 
m^T-JV (4 7 5mg) 

■H-NMR (200MHz. CDC1 3 ) (5 0. 95 (3H. t. J =7. 5 Hz). 1.23 (3H. t. J=6. 9 Hz), 
1.52-1.72 (2H, m). 1.88-2.03 (2H. m). 2.80-2.84 (2H, m). 3.26-3.31 (2H. m). 
3.43-3.55 (8H. m).. 3.79-3.84 (5H. m). 4.16 (2H. t. J=5. 0 Hz). 6.94 (1H. d. 
25 J=8. 8 Hz), 6.98 (2H. d, J =8. 8 Hz). 7.40 (1H. dd. J=8. 8. 2. 2 Hz). 7.47 (2H. 
d. J=8. 8 Hz). 7.51 (1H. d. J=2. 2 Hz), 7.76 (1H, s). 

3 0 0 

1- (3-Xh^r->^Dtf;i/) - 7- [4- (2-^D^yXh^y) 7 x. 

x;n -2, 3->?k Ha- ih- i -^>V7iffcr>-4-*;^>^^^;p 
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(4 7 5mg) ©THF-^^/-^ (5-1 0ml) M&®mz. ifitlN 
Tkmitl-hVV&fcmm (3. Oml) Srin*.. 5 0tT6 2l^rit^Uc. It 
I£T**6&. lN^ (3. Oml) SrJPA^X^UTtttB Lfeo 

feCD^tLTl- (3-Xh^f>yPtf;i/) -7- [4- (2-^03}?^>X 
h=^~» 7i-^] -2, 3-'<tKD-lH-i-^>^T-tltf>-4-*;i/ 

(3 9 Omg) &mito 
m. p. 98-100 r 

10 'H-NMR (200MHz, CDC1 3 ) 6 0. 95 (3H, t. J=7. 0 Hz). 1.23 (3H. t, J=7. 2 Hz). 

1.53-1.74 (2H. m), 1.89-2. 04 (2H. m). 2.79-2.89 (2H, m). 3.26-3.35 (2H. m), 

3. 44-3. 55 (8H. m), 3. 81 (2H. t. J=5. 0 Hz). 4. 17 (2H. t. J=5. 0 Hz). 6. 96 (1H. 

d. J=8. 4 Hz). 6.98 (2H. d. J=8. 8Hz). 7.39-7.52 (4H. m). 7.87 (1H. s). 

IR (KBr) 1669. 1607. 1501. 1275. 1248. 1184. 1125 cm" 1 
15 Ttmftffi C 27 H 35 N0 5 Calcd. C. 71.50 ; H. 7.78 : N, 3.09 : Found. C. 71.23 ; 

H. 7. 84 ; N. 3. 1 6. 

3 0 1 

7- [4- + -2, 3-ybh'D-lH- 

1 -^>V7^f\d>-4-^)V^>m^^JV (4 O Omg), 3 -X h^-S^D fcT 
20 t>7J>f k K (0. 52g) Ol, 2-y^DDX^> (10ml) mmz. 
^TTK^bhUT-feh^v^^^^-hU^A (0. 6 4g) 2 0B#F^ 

7* — (»86i7 1 ;k^>l : 4 — 1 : 3) T#Hitt«U ltfe<£>flM»£ 
25 IT7 - [4- (2-7*h^yXh^y) 7i-JH -1- (3-Jh*y7 , Q 
tf;U) -2, 3 ->*k KD- 1 H- 1 -^>V7-feffcf>-4 -*;^>K^5 L ;i/ 
( 4 5 2 m g ) 

'H-NMR (200MHz. CDC1 3 ) <5 0. 93 (3H. t. J=7. 2 Hz), 1.23 (3H. t, J = 7. 1 Hz). 

I. 28-1.68 (4H, m). 1.89-2.06 (2H. m). 2. 78-2.87 (2H. m). 3.27-3.31 (2H. m), 
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3.43-3.59 (8H. m), 3.78-3.83 (5H, m), 4.16 (2H. t, J =4. 9 Hz). 6.94 (1H. d, 
J=8. 4 Hz), 6.98 (2H, d. J=8. 8 Hz), 7.37-7.52 (4H, m), 7.76 (1H, s). 
IR (neat) 1699, 1622, 1609, 1501, 1454, 1435, 1373, 1354, 1246, 1181. 1 125, 
818 cm" 1 
5 ###J 3 0 2 

7- [4- (2-^h^Xh + y) 7i-;W -1- (3 -Xh^v^Dtf 
)V) - 2, 3-yt Ha- 1H-1 -^>^/Tii tT>- 4 -*M>l^f;K4 
5 2mg) OTHF-^^;-;V (5-1 Oml) m&femz, SjiTIN** 
fl^ HU^A*»«E (3. Oml) £fln;L, 5 Ot:T4 OP£|Hl«#b;fc. «JBET 
10 *§*S^ 1NM (3. Oml) SriDTLi^KX^Taffibfe. W^Jf£^ftJ:fe 

l:J:oT$56fc. »ft*^1f>Tfj*f^b, fMitlT7- [4- (2- 

yh+ylh^y) 7xZJW -1- (3 -X h^v-^D tf;i/) -2, 3-^t: 

Kp- 1 H- 1 -^>yx-fc? fcf>- 4 (34 0mg) Sr^fc. 
15 m. p. 76-78 t: 

'H-NMR (200MHz. CDC1 3 ) a 0. 93 (3H. t. J =7. 4 Hz), 1.23 (3H. t. J=7. 0 Hz). 

1.30-1.47 (2H, m), 1.53-1.68 (2H. m). 1.88-2.04 (2H, m), 2.79-2.88 (2H. m). 

3.26-3.37 (2H, m), 3.44-3.59 (8H, m). 3.81 (2H. t. J =4. 9 Hz), 4.16 (2H, t. 

J=4. 9 Hz). 6.96 (1H, d. J=8. 8 Hz). 6.98 (2H. d. J=8. 8 Hz). 7.40-7.54 (4H, 
20 m), 7. 88 (1H. s). 

IR (KBr) 1667. 1607. 1501. 1271. 1248. 1184. 1 125 cnf' 

7tmft%r C 2S H 37 N0 S Calcd. C. 71. 92 ; H, 7. 98 ; N. 3. 00 : Found. C. 71. 89 ; 

H. 8. 08 ; N. 2. 68. 
3 0 3 

25 mmmmmrf. mtn^wi* o 6 mg), mt&—m (2 1 8mg) ©dm 

F-tK (7-lml) Ottl 8mmmWVTz 0 KJ&mz7 -r/n^E 

-1- (2-7"O^Jl/) -2, 3 -yh h*P- 1 H- 1 -^>\/7 r -fc?t?>- 4 
-tDVtfyM^fr (5 0 0mg) ©DMF-7K (7-lml) mW.&t\\X. 6 

ot:tr7B#r^^b7Co R**k:fiSift*7K&ln^., iifii^^Tittiufc. w 
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^7A^DT^77>f- (B*B6x5=^ : ^\^1t> 1:4—1:2) T^ggM 

«u n&<D&iktLT7 -?n*:- 1 - (2-^yypkr;i/) -2, 3-^ 

fc KD-1H- 1 -^>yT-t*tf>-4-^;U^>^^5 L ;U (311mg) £f# 
5 fzo 

'H-NMR (200MHz. CDC1 3 ) <5 2.21 (3H. s), 2.82 (2H, t, J=4. 6 Hz), 3.30 (2H. t, 
J=4. 6 Hz). 3.81 (3H. s). 4.08 (2H. s). 6.31 (1H. d. J=8. 8 Hz), 7.21 (1H, dd, 
J=8. 8, 2. 2 Hz). 7.46 (1H, d. J=2. 2 Hz). 7.59 (1H. s). 
3 0 4 

10 7-^Dt-l- (2 -*3rVyu¥Jl) -2, 3-ytHd-lH-l-^ 
>V7-£\fi>- 4-t>)V#>m*?-)\< (1. 29g), xfl/^Ua-^ (2. 
3g) X.Z$v - h)VJL>7,)V-fc>m - — TKfO^J (36mg) Oh;H> (10m 

i) mm*. 3 am*&fe&isfctf*>immmffiis?Zo m^x^mw:, mw*& 
7)vti')mzu^xmx. siifjvTimifc. w«»&fis?n*«Mc-eifei*' 

(g^mx^;u: ^\+it>i : 4) x^mmmv. n&<Dm§ktisX7 -?n 

^-i- [(2-^^-1, 3 ->?^-^v^>- 2 --r;u) - 2, 3 

-5?fc Hp- 1 H- 1 -^>i/Tif kr>-4-^;U^>^pC^;i/ (9 9 2mg) 
20 flip. 96-99*0 

'H-NMR (200MHz. CDC1 3 ) 6 1.57 (3H. s). 2.78-2.83 (2H. m). 3.34-3.39 (2H. m). 
3.43 (2H. s), 3.80 (3H. s), 3.88-3.99 (4H, m). 7.13 (1H. d. J=9. 2 Hz). 
7.22-7.27 (1H. m). 7.42 (1H. d, J=2. 2 Hz). 7.58 (1H. s). 
IR (KBr) 1703. 1626. 1495. 1435. 1258, 1217. 1179. 1086. 1047 cm"' 
25 7tmft$T C l7 H 20 N0,Br Calcd. C, 53.42 ; H. 5.27 ; N. 3.66 : Found. C. 53.34 ; 
H. 5. 50 ; N, 3. 64. 
3 0 5 

7J^>#ffl^T, 7-^pqE-l- [(2 3-S?t*V7>- 
2-4)1) -2, 3->?kHD-lH-l-^>V , 7'feflf>-4-*;U 
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6 6g) *ck^'ai*»J^A (o. 69g) ©h;n>-i^y-ji/-7j( (25 

-2. 5-2. 5ml) ffi£ifc£MTll$Hi£#Lfc. S^ld, 
hU7x-M77^ >/UW& (144mg) £inA, 8 B# Win^jg«Ebfc. 

- (2-7'h+yIh+y) 7x-JW-l- [(2-^^-1, 
7>- 2 --OU) *3=-;U] -7- [4- (2-7*^yl^y) 7x~^] - 
2, 3-yth'O - 1H- 1 -^>y7-tftf>-4-#;^>M*5F-;U (7 9 6 
10 mg) 

'H-NMR (200MHz. CDC 1 3 ) <5 0. 93 (3H. t, J=7. 4 Hz), 1.31-1.47 (5H, m). 1.52- 
1.67 (2H, m), 1.78-1.86 (2H. m). 3.41-3.45 (2H, m). 3.49 (2H. s), 3.56 (2H. 
t, J=6. 6 Hz). 3.78-3. 83 (5H. m). 3.97 (4H. s). 4.16 (2H, t. J=5. 0 Hz). 6. 98 
(2H. d. J=8. 8 Hz). 7. 26-7.30 (1H. m). 7.39-7.51 (4H. m). 7.77 (1H. s). 
15 IR (neat) 1699, 1609. 1505. 1495, 1435. 1242. 1181. 1127. 1047 cm" 1 
#%#J 3 0 6 

7 - [4 - (2-7'h^yXh + y) 7xXJH-l- [(2 1 . 3- 

mV5>-2-<;W - 7- [4- (2-7D^yIh + y) 7 

x-JU] -2, 3->?ti Ho- 1 H- 1 -^>'/7f ¥>-4-i3)l#>m*?- 
20 )V (7 9 5. 7mg) ©THF — ?>*7 J —)V (5 -5ml) m&mmz. 

1 NtKM^HJ^AtK*^ (3. 2ml) £*P*_, 5 0tT16^t#bfc, 
«EET»«ft& 1NM (4ml) fciJDABtBSx^l/TfflfcBLfc. W*8/l£^fP 

25 7-[4- (2-7 , h + yIh + y) 7xr;i/]-l - [(2-^-1, 3 -V 
t*7 7>-2-f;W ^^U] -7 - [4- (2-7'D^yIh + y) 7x 
x;W -2, 3-^t Fo- 1H- 1 -^>l/Tiitr>-4-^;^>^ (66 
4mg) 

id. p. 1 27-129^3 
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'H-NMR (200MHz. CDC1 3 ) 6 0. 93 (3H. t, J=7. 4 Hz). 1.30-1.49 (5H. m), 1.52- 
1.68 (2H. m). 2.81-2.89 (2H. m). 3.41-3.49 (2H. m). 3.51 (2H, s). 3.56 (2H. 
t. J=6. 6 Hz), 3.81 (2H. t. J=5.0Hz), 3.91-4.01 (4H. m). 4.17 (2H. t. J=5. 0 
Hz). 6.98 (2H. t. J=8. 8 Hz). 7.26-7.32 (1H. m). 7.41-7.53 (4H, m). 7.89 (1H. 
5 s). 

IR (KBr) 1665. 1611. 1503. 1427. 1246. 1184. 1046 cnf' 
Ttmftffi C 28 H 35 N0 6 Calcd. C. 69.83 ; H. 7.33 ; N, 2.91 : Found. C, 69.78 ; 
H. 7. 39 ; N. 2. 81. 
3 0 7 

10 7-7o=E-2, 3, 4, 5 -rh7k Hp- 1 H- 1 -^>*/Xiit!>- 5 
(5. 0 g), 7°atf^->T;U^h H (1 5m 1 ) RZfmm. (4. 7ml) 
<D1, 2-y^DDl^> (2 5 Oml) mm\Z. ^TtK^ h U Til h 

*omi-hvoA (22. og) £ijn*., 6mmmwvrco K^mz^tw^, 

^-9->l : 4) T^ffllSib, ^fe(D?ft^<hbT7-yD^-l-yotf;l. 
-2, 3. 4, 5 — 5^ h ^ h K □ — 1 H— 1 — ^>v/Tif fcf >— 5 — (5. 
8 9 g ) £#fcc 

'H-NMR (200MHz. CDC1 3 ) 6 1. 00 (3H. t. J=7. 4 Hz). 1.58-1.81 (2H. m). 2.18- 
20 2.33 (2H. m). 2.75 (2H. t. J =7. 2 Hz), 3.26 (2H. t, J=6. 6 Hz), 3.38 (2H. t, 
J=7. 7 Hz). 6.76 (1H. d. J=9. 0 Hz), 7.34 (1H. dd. J=9. 0. 2. 6 Hz), 7.84 (1H. 
d. J=2. 6 Hz). 

IR (neat) 1667. 1590, 1487. 1443, 1412, 1381, 1366. 1337, 1296. 1281. 1252. 
1223. 1206, 1 161, 1 136, 1117, 808 cnf' 
25 3 0 8 

7)ls3>mmm.T> 7 -^n^e- l-y°u\f.)V- 2, 3, 4. 5-^h^t:h* 
D-lH-l-^>y7-titf>-5-^-> (5. 8 9g). 4- (2-^h^5>X 
7x.-)V*Om (5. 4 5g) RZSmmtJ^OA (5. 7 4g) <Db)l 
x>-x^/-;U-tK (2 00-20-2 Oml) m&®%, ^rST 1 B#FiS}f# 
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b7c, S^tr h U 7i-JI/^7>f >/l7yC7A (0. 72g) 5 

^P7h^77-f- (itttx^ : ^-tf > 1 : 9—1 : 4) 
5 n^<Dm^tLX7 - [4- (2-7h+yIh+y) 7i-JH -1-^°D 
tf;U-2, 3, 4, 5 - f h7 fc HD - 1 H- 1 W7-Ktf>- 5 
(7. 1 5 g) 

'H-NMR (200MHz, CDC1 3 ) <5 0. 93 (3H, t. J=7. 3 Hz), 1.02 (3H, t, J=7. 5 Hz), 
1.29-1.47 (2H. m). 1.52-1.84 (4H. m), 2.18-2.35 (2H, m), 2.80 (2H, t, J=7. 1 
10 Hz). 3.31 (2H, t, J =6. 6 Hz), 3.44 (2H, t. J=7. 5 Hz), 3.55 (2H. t, J=6. 8 Hz). 
3.80 (2a t. J=4. 9 Hz), 4.15 (2H, t, J =4. 9 Hz), 6.92-6.98 (3H m). 7 46- 
7. 54 (3H. m). 7. 96 (1H, d. J=2. 6 Hz). 
###1 3 0 9 

7Jl/^>HiIT. 7- [4- (2-yKyXh^y) 7x"JH -1-7° 
15 ntr;U-2. 3, 4, 5-T-h^tHD-lH-l-^>V r T-tflf>-5-^-> 
(5 0 Omg) ©THF (15ml) i^ld, -7 8tT"J ^^Atf X ( h U ;* 
J-)V 9 sV)V) 75 F (1. OM^It 3. 8m 1 ) ^rfSTl^^io - 7 8*0 

~c2mmm.ifri'fz'&, iET7;^>^it-t^itttbit. 

20 t*BttBX3\>U£;!lD*.fc&> OtT 1 NM^ pH^6 < 9 iJO*. 

Tte*ftL/fc. «JETn— X/t#U— TiftftU Stfi©ifcttt6& (9 8 1 
mg) <H#fc<, 

±SB?*#4*J (9 8 0. 9mg) ©X*y-;i/ (20ml) *S8eK 0«CT7K*ft; 

25 ^thu^ (o. 48g) ^mnmm.TX'mi&'^2mmm^rco 

fc*EETx^y-;|/£@£Lfc^ zK&O^&X^SrJDAfc. OtT'lNM^ 
pH*«6t^*T?ij)o<0tiTbfc. ^Xf;l/ftt{Ub, ggfn^zRTft 

giaS£ (7 6 9mg) ©1, 2-S>* h^->X^> (2 0ml) ?§?&&C, ^fflT? 
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mmk (i. 5mi) $jq^. i^ra*nr¥fta«EL'fc. Ms-w&ajiu ^® 

bfeo @mx^;UT»im «SJf KtK£JD*-> £<~>K: lNzkSKfc^MJ^AzK 

tr^yj- QBmttfr:^tt>l : 2-1 : 1) T#»M*S!U 3t£(Z>i&£ll 
ilT7- [4- + + 7i-JH 3 

--✓k HP- 1 H- 1 -^>V7M tf>- 4-*;V^>^ (3 7 4 mg) Srffofco 
'H-NMR (200MHz. CDC1 3 ) 6 0. 96-1. 02 (6H, m), 1. 34-1. 45 (2H, m), 1. 54-1. 80 (4H. 
10 m), 2.84 (2H. m). 3.28-3.35 (4H. m). 3.55 (2H, t, J =6. 6 Hz), 3.80 (2E t, 
J=5. 0 Hz), 4.16 (2H, t. J=5. 0 Hz). 6.88 OH d. J=8. 8 Hz), 6.98 (2H. t, J=8. 8 
Hz). 7.39-7.52 (4H, id), 7.88 (1H. s). 
##0U 3 10 

7- [4- (2-yh + ylh + y) ~7 zl'M -2, 3-vtHo-lH- 
15 1 -^>V7if^>-4-^)V^>m^^-)V (1. Og, 2. 5 35UtJW & 
7jcynh!^->T;i/T ? t H (lm 1 , 13. 8 6 ^ U ^E^) <D 1 , 2-y^DDl 
^> (30ml) ^TrTK^khUT-kh^v^^^^hU^A (1. 

9g, 8. 9 65'Jt^) £JD*_, 2 4R#HJft#bfc. KJ&JfcK: 1 NTKISfW" h 

20 l/> ttfc^*5'tfATri£*Ufc. iETI«t, M^THF (5 0ml), ;* 

^y— ;i/ (5 om i ) cs«fst, 1 NyKmiti-h^^^mm^iu^r^ im 

«BET»»U £i;fcf§S£3iaK:«fcoT*«>, StfiOSKSt LT7 - [4- (2 
25 -^h + ylh^y) 7i- JU] - 1 -ZfU\Z)V- 2, 3-yth'D-lH-l 
-s<>V7W>-4-tlJm>m (0. 8 9 5 g) £f#7Co 
m. p. 145-146 *C 

'H-NMR (200MHz, CDC1 3 ) 5 0. 96-1. 02 (6H. m), 1. 34-1. 45 (2H. m). 1. 54-1. 80 (4H. 
m). 2.84 (2H. m). 3.28-3.35 (4H, m), 3.55 (2H. t. J=6. 6 Hz), 3.80 (2H. t. 
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J=5. 0 Hz). 4. 16 (2H. t. J=5. 0 Hz). 6.88 (1H. d. 1=8. 8 Hz). 6. 98 (2H. t, J=8. 8 

Hz). 7.39-7.52 (4H, ra). 7.88 (1H. s). 

IR (KBr) 2975. 2925. 2870. 1670. 1605. 1500 cm" 1 

Ttmfttix C 26 H 33 N0 4 Calcd. C. 73. 73 ; H. 7. 85 ; N. 3. 31 : Found. C. 73. 68 ; 
5 H. 8. 1 1 ; N. 3. 23. 
3 1 1 

4-mUy7x-;i/*d (2 3 7mg) l-7*U\Z)\,- 
N- [4- [ [N-tWU-N- (^h^fc h*Dkf^>-4 — 75/] ;* 
?-)V\ 7jl-)1~\ -2, 3 -5?t HO- 1 -sOXT-Z \d>- 4-^J^>mY 
10 5H (391mg) £7K:X^/ — )V : hJUJL> (1:1:10, v/v, 18.0ml) 

izmmzit* mmxvyi* (2 5 3mg) &tmtt. z\<DM%w&T)\szi>nw 
mrf. Iist3 o#Hi)fc#u ^b?*7, b u 7i-M^7^ yn^wi* (3 

5mg) £JD*., T)Uzf >#i^Ttl OBtHUQa&jK5fE£Lfc. KJfcS^fcfclt 

p^yj- (Kiif;H»ixf;i' : 1 0 : 1) Tttjuu 

N— [4- [ [N-^^;i/-N- (5^h^fc: KDkf7>-4— TJIO 757] ;* 

3=-;i0 7xzji/] - 7- (4- ; e;u*;uy^ai— ;u) - 1 -^atf;i/- 2, 3- 

.20 ykHD - 1 -^>XT-tftr>-4-^;i/^^i7-a K (2 2 2mg) 
mp 114-118 "C. 

'H NMR (200MHz, CDC1 3 ) <5 0.99 (3H. t. J =7. 4 Hz). 1.64-1.81 (6H. m). 2.21 
(3H. s), 2. 57-2. 70 (1H. m), 2. 92 (2H. t. J=4. 8 Hz). 3. 20 (4H. t. J=4. 8 Hz). 
25 3.28-3.43 (6H. m). 3.57 (2H. s), 3.89 (4H, t. J =4. 8 Hz). 4.01-4.07 (2H. m). 
6.90 (1H. d. J=8. 8 Hz). 6.97 (2H. d, 1=8. 8 Hz), 7.30 (2H. d. J=8. 8 Hz). 
7.39-7. 56 (8H. m). 

IR (KBr) 2955. 1649. 1605, 1512. 1503. 1451. 1406, 1312. 1233. 1175. 1119. 
928. 812. 733 cnf'. 
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Anal. Calcd. for C 37 H 46 N 4 0 3 (1. 1H 2 0) : C, 72.31; H, 7.90; N, 9.12. Found: C, 
72. 09; H, 7. 66; N, 8. 87. 
###J 3 12 

1- (2-* h^rZ/sOzSM -7 - (4-^D^y7xlJW -2, 3- 
5 yth'D-1 — 'O^/Tiftf >— 4 — f} )Vi$>WL (3 4 0mg) ©fh^tHD 
(10ml) mmzDMF*— mimtto ^TOrT^t? 1 ;*-— )V (2 
6 7mg) ^jba^fc^, ^(CMbT^^ffl^TTlBtr B m^LfCc MffiTT 

0m 1 ) \zmm^. 4- [[N-*^;i/-N- (fh7b KDt?^>-4 — 
10 75y] 7-'J> (19 7mg), h'Jxf;i/7$> (9 0 6mg) ©t 

h7th'077> (10ml) &ttlCOt;fc43l>TflD*.fc. ^^fi^ 

15 ^;U=1 : 8), ^1f>-^X^;i/^^S^BbT||fe<7)^ H i:bTl - (2 
h^FS>^>> ? ;U) -N- [4- [[N-^^;U-N- (^N^t Fnkf^>- 
4 — r;U) 757] *=3-M yjL-M -7 - (4 -yD/J?^r'>^xXi;i/) -2, 
3 -i^t h*D- 1 -^>l/7-fc*hf>-4-#;^3r+)-a H (3 3 7mg) 
'H-NMR (200MHz. CDC1 3 ) 6 1.05 (t, 3H, J =7. 2 Hz), 1.60-1.88 (m. 6H), 2.21 

20 (s. 3H). 2.64 (br. 1H), 2.90 (br. 2H), 3.32-3.45 (m, 4H). 3.57 (s. 2H). 3.89 
(s. 3H). 3.92-4.08 On. 4H). 4.59 (s. 2H). 6.82 (d. 1H, J=8. 8 Hz). 6.92-6.97 
(m. 4H). 7.15-7.22 (m. 1H). 7. 26-7.38 On, 4H), 7.44-7.60 On, 7H). 

mmms 1 3 

1- [(1 -X5 L ;Utf^V-;P-4 — ()l>) - 7- (4-7D^->7 

25 x~;P) -2, 3 -vh Ha- l -^>V7-iitr>-4-*;i/^>M (3 3 Om 
g) <Di?ZUU*5>y (15ml) MCDMF^-IMfc. ^tiT'Ottl 

<ttt-)i (i i8mg) &j}uz.rz'&* ^izm^x^mnm^T-c immmw 

Vtco y A^T*Z\<DmWt&4- [[N-;*3MU-N- (7^ h^fc r ^ □fc:^>- 4-^ 
;^) T^y] **)V\ T-U > (2 1 9mg)> h'JX^75> (2. 0 1 g) 
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(i5mi) mmz ox:\z£>^TtoA-tz e mt, ^mnm% 

5 ;u=i : 4). ^tf>-^x^;i/^e>s^ B ux^6©^«tbTi- [(i 
-x^;nf^V-;i/-4--r;i/) -n- [4- [[n-^;u-n- (t- 

h^tKotf^>-5 — T^) 757] 7xZJW -7- (4-^P# 

^y7i-JW -2, HP- 1 -^>l/7iftT>-4-^;U^^^ F 

(3 6 2mg) £#£io 

10 'H-NMR (200MHz, CDC1 3 ) <5 1.05 (t. 3H. J=7. 4 Hz), 1.49 (t, 3H. J=7. 4 Hz), 
1.58-1.88 (m, 6H). 2.21 (s, 3H), 2.65 (br, 1H), 2.84 (br, 2H), 3.25-3.42 (m, 
4H), 3.57 (s. 2H). 3.93-4.06 (m, 4H), 4.16 (q, 2H, J =7. 4 Hz). 4.40 (s, 2H), 
6.94-7.01 (m, 3H). 7.26-7.40 (m, 4H). 7.45-7.56 (m, 8H). 
7tMft%T C 39 H 47 N s 0 3 Calcd. C. 73.90 ; H. 7.47 ; N. 11.05 : Found. C, 73.58 ; 

15 H, 7. 47 ; N, 10. 86 
3 14 

7- [4- (2-^^ylh + -» Vjl'M -1- (^h^/-;i/- 5- 
-f;U*?\>W -2, 3-vkHo- 1 -'<>^TW>-4-ti)l'7$>m*r)l> 
(1. 9 g) £7-tehxh>j;i/ (19 0ml) ICigflIU KB6*U^A (1. 6 
20 5g) . aVitJi^Jl (0. 7 6ml) £3JD*.> 5 O^iCT 1 6B#Ba&#bfc. 

iffMi^i/3^T"iitm tK^^Jpx., itifJUcTftttiifc. i& 

/l^l/2) CTiib, 7- [4- (2-7h+yXh^» 7x"JW - 
25 1- (1 - l^f ;U- 5 — OM^U) -2, 3-ytFD-l-^ 

>yy-tftf>-4-*;u^>^^^;i/ (1. 05g) , 7- [4- (2-:/h* 

ylh+y) 7ocX;b] -1- (2 -I^fh7*/- ;U- 5 — OM^U) - 
2, 3 Ho- 1 -^>l/Tif ¥>- 4-X)l7$>m* : ?)l< (0. 4 2 g) 
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'H-NMRQ -X^;M* ; 200MHz, CDC1 3 ) <5 0. 93(3H. t, J=7. 2Hz). 1. 33-1. 45 (2H, 
m), 1.44(3H, t, J=7. 0Hz), 1. 47-1. 66 (2H. m). 2. 58 (2H. t, J=4. 6Hz), 3. 37(2H, 
t, J=5. 0Hz). 3. 56 (2H. t. J=6. 6Hz), 3. 78-3. 84 (2H, m), 3. 81 (3H. s), 4.13- 
4. 19(2H, m), 4. 31 (2H. q. J=7. 0Hz), 4. 84(2H. s), 6. 95-7. 02(3H. m). 7.42- 
5 7. 49(3H, m). 7. 57(1 H, m), 7. 78(1H, s) 

'H-NMR(2 -X^;M£ ; 200MHz. CDC1 3 ) 8 0. 93(3H, t. J=7. 0Hz), 1. 33-1. 49 (2H, 
m). 1. 57-1. 65(2H. m), 1.65(3H, t, J=7. 4Hz). 2. 83-2. 91 (2H, m), 3. 39- 3. 45 (2H, 
m), 3. 55 (2H, t. J=6. 6Hz), 3. 78-3. 83 (2H, m). 3. 82 (3H. s), 4. 07-4. 18 (2H, m), 
4. 67(2H. q. J=7. 4Hz), 4. 75(2H. s), 6. 98(2H, d, J=8. 8Hz), 7. 16(1H, d, J=8. 4Hz), 
10 7. 40-7. 54(4H, m). 7. 79(1H, s) 
###J 3 1 5 

7- [4- + + 7 -1- ( 1 -X3M1/^D 

— )V- 5 -2, 3 -i/k HP- 1 tf>-4 -tDltf 

>m*^)l> (0. 1 1 g) £THF (2. 2 m 1 (2. 2ml) \Z 

15 mmi^s lNTK^b^-hU^A (1. 1ml) £riDx., 5 0 X:\ZT 4mfflm:& V 

bfeo mm^Mzxm\av, mtn&i&*izTm&'&, vim-? Kizxtit 
• mistz. MjarR£®£B££u %^ntzm^^^y/mm.y.^-)v (8/d 

{CT*fe*£U 7- [4- (2-7'^->Ih^» 7i-JW -1- (1 -JLJ- 

20 ;u^o^y-;i/- 5 -^)\,*=5-M - 2, 3 -f/t fp- i -^>yy-tftf>- 

4-x)\s-$>m. (o. log) sufc. 

'H-NMR (200MHz, CDCl 3 ) 6 0. 93(3H, t. J=7. 0Hz), 1. 34-1. 45 (2H, m), 1.46(3H. 
t, J=7. 4Hz), 1. 54-1. 65 (2H, m), 2. 62 (2H. m), 3. 40(2H. m), 3. 56(2H. t. J=6. 6Hz). 
3. 78-3. 84(2H, m), 4. 14-4. 19 (2H, m). 4. 29(2H, q, J=7. 4Hz), 4. 86(2H, s). 
25 6. 99(3H. d. J=8. 8Hz), 7. 44-7. 49(3H. m), 7. 58(1H, d. J=2. 2Hz), 7. 88(1H. s) 
IR(KBr) 2957, 2932, 1667. 1609. 1505. 1435. 1273. 1244. 1119. 828. 797cnr' 

mm 1 1 1 «b£r#i ill comm) 

7- [4- (2-^h + yih+y) 7i^] -1- ( 1 -X3Ml/^n 
— )V~ 5 — nV*3-)V) -2, 3 - yt h*D- 1 -^O^/Tif e>-4 
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>m (0. lOg) £THF (6. 0ml) DMF (=.ffi) £jtaA.fc 

OtCWlf'JJl/^oMH (35^1) £flD*, ^MtCT 1 PfF B 1J&#L 
fee MJlTiti^^t, H^n^0THF^« 4- [*^)V (^h^ 

b FDif ^-;i,-4--r;i/) T^y^^;i/] 7izji/77-> (5 0mg) , h 

5 'Jx^;i/T^> (0. 1 7m 1) ©THFJStt (6. 0 m 1 ) iz 0 X:\ZXffiTl, 

= 3/1) tCX^U ^\^>/P^X^;KCTS^^ H b. 7- [4- (2- 
10 7h + ylh + '» yjL~Jl] -1- (1-X.3=-)17-U5V—)1- 5 — OV*^ 
)\>) — N— [4- [N-^^JU-N- (^h^t Hnt°^>-4--r;P) 7 5. S 
^J-M 7x~;H -2, 3-v f bFn-l-^>VTiftf>-4-^JP^^-^ 
5 K Ut&mi 1 1) (3 4mg) 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J=7. 2Hz), 1. 33-1. 45 (2H. id), 1. 46(3H. 
15 t, J=7. 2Hz), 1. 57-1. 75(6H. m), 2. 21 (3H. s), 2. 68(3H, m), 3. 36-3. 43 (4H, m). 
3. 51-3. 59 (2E m). 3. 59(2H. s), 3. 77-3. 83 (2H, m). 4. 00-4. 1 7 (4H. m). 4. 32(2H, 
q, J=7. 2Hz), 4. 81 (2H. s), 6. 98(3H. d, J=8. 8Hz), 7. 30(2H. d, J=8. 4Hz), 
7. 42-7. 82 (8H, m) 

IR(KBr) 3277, 2934. 1651, 1607, 1505, 1242. 822cm"' 
20 ###J 3 16 

7- [4- (2 -7* h^rv-X h^-» 7i~JW -1- ( 2 - X^Jt^D ^/ 
5 — nv*3-)\s) -2, 3-^k h*D- 1 -^>VTifk°>-4-;*7;i^ 
>^^^;i/(l. 04g) £THF(20. 8ml)/^^y-^ (20. 8ml) 
\Z®Mls. lMm7m<tl-h*)OA (10. 4ml) £*n*., 5 0tf:T4^ 

\zxm.mi,tzo ffiEETmmzmikis, #e>n7t^$£^*+r>/@mx^;u (8 

/l) \ZXW&\s, 7- [4- (2-7"h + yIh^» 7xZJH -1- (2 
-I^fD^^-S-l'JWfJW -2, 3-^k Ho- 1 
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tf>-4-*;i/#>K (0. 7 6g) &mfro 

'H-NMR (200MHz, CDC1 3 ) 6 0. 93(3H, t, J=7. 0Hz). 1. 33-1. 45 (2H. m), 1.55- 
1. 65(2H. m). 1. 66C3H, t, J=7. 4Hz), 2. 88(2H. m). 3. 45 (2H. m), 3. 56(2H. t, 
J=6. 6Hz), 3. 81 (2H. m). 4. 13-4. 18 (2H. m). 4. 68(2H. q. J=7. 4Hz), 4. 77(2H, s), 
5 6. 98(2H. d, J =8. 8Hz), 7. 17(1H. d. J=8. 8Hz), 7. 41-7. 49 (3H. m). 7. 55(1H. d, 
J=2. 2Hz), 7. 91(1 H, s) 

IR(KBr) 3034, 2934, 1672, 1607, 1501. 1404. 1246. 1190. 1132. 816cnr' 

mmm 1 1 2 utsm 1 1 2 ©sbs) 

7- [4- (2 -^h + ylh + v) 7x'JH -1- (2 -X^MIorO^l/ 

10 — ;i/-5 — r;u^^;i/) -2, 3 Ha- 1 -^>yy-tf tf >- 4 

>m (0. 7 5mg) £THF (15ml) \zmMV. DMF (Hrffi) ^in^fc 
Or^T^-tfUJl/^O^ H (0. 2 6ml) £JD*., ^13T 1 B#r^ffi 
Ml£TM££l&35U f§e>tl7c:^$CDTHF^^, 4- l*^)V (7- 

h^k Hnfcf^nju-4 — r;u) -7acx;i/T^x> (o. 38g). 

15 SUXW5> (1. 26ml) ©THFM (11. 4 m 1 ) \Z OXZ\ZXm 

#^fc^^yij*y^7^D7h^7^- (gmx^;u/x^/-;i, 

= 3/1) izxmmv. ^-y-y/mwt^juzTmf&ikv. 7- [4- (2- 

20 ^h^ylh^y) 7jcx;H -1- (2 -X^Jl^D^/— ;U- 5 — fJM^ 
— N— [4- [N-^^-N- (^ K-^ t HP tf^>- 4 — (M 
*<?)V\ 7 -2, 3 -v?fc Hd- i -^>\/T-tftf>-4-^;^^it 

5K (ffc£$lll2) (0. 4 8g) £t#7Co 

'H-NMR (200MHz. CDC1 3 ) a 0. 93(3H. t. J=7. 2Hz). 1. 33-1. 45 (2H. m). 1.54- 
25 1.78(6H. m). 1.66(3H. t. J=7. 2Hz), 2. 21 (3H. s). 2. 65(1H. m). 2. 95(2H. m). 
3. 30-3. 43(2H. m). 3. 46-3. 50(2H, m). 3. 55(2H. t. J=6. 6Hz). 3. 57(2H, s). 

3. 77-3. 83(2H, m). 3. 99-4. 08(2H, m). 4. 12-4. 18 (2H. m), 4. 68(2H, q, J=7. 2Hz). 

4. 78(2H, s). 6. 98(2H, d, J=8. 8Hz), 7. 18(1H. d, 3=8. 4Hz). 7. 30(2H. d. J=8. 8Hz). 
7. 39-7. 59 (8H. m) 
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IR(KBr) 3306. 2934, 1644. 1505. 1244. 1140. 812cm" 1 

7zMfrtir C 40 H SI N 7 0 4 Calcd. C. 69.24 ; N, 14. 13 ; H. 7.41 : Found. C. 69.04 ; 
N. 14.04 ; H. 7.44 

mmmi 1 3 «t&M2 7<Dmm) 

5 7- [4- + + 7xz;W - 1 -^aifJV-N- [4- 

[ [N-^^;U-N- (^h^fc Knlf ^>-4 — 7$/] 7 x. 

-2, 3-^t HD- 1H- 1 -^>l/T-tftf>-4-^;i/^>^ (4. 
OOg) (DTHF (4 0ml) mWi\Z. mU^it^-ll (1. 72ml) S 
tfDMF (0. 5ml) £JnA, 1 Pf P^itJ^bTCo MJEETiUSS^, M^THF 
10 (50ml) &7>*DMF (10ml) lC?g^£-t^ 0*CT?4- [ [N-^?Ml/- 

n — (^h^h HDif ^>-4--r;i/) T^y] t-u>- 2*g^*g (3. 

05g) M> , Jx?;i/7 5> (7. 9ml) ©THF (30ml) jiE^tC^ 
15 *7Ai/D?b^77>f- (X^y-;U : »8l^H : 19) T#MM*SIU 

se.fc?fj!8a (2-ynAV-;i/) fc«fcoT»ssiLii6©»atL'TB«j«» (to 

£-#>2 7) (4. 1 9 g) £#/io 

20 (I) Ta$*a*ffc^«&£fcl«©itfcj\ 3*1^0 C^jfr-OSg 

#: (CCR) ^taf^ffl, ftrfc. «nfcC C R 5tetaf£/B£W-r*©T, Afd^tt 
3«*(DH I V©i^i, #l*_fc£A I D S©^B&3Q:6^k:»*©fe«)fc*f!lfc:« 
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£ m: ^ t & £ v i mm^mmmm * ^-r ] £ n & ft<&$& £ tz 

15 4. 5~6M^#^^>if>T*^lf^JSlfB^<D^#Jo 

5 . r a* a □ y >-f t 2 nx ^ t t> £ t,><ra 7 j^jut & 3 1 tats 

6. X^-(CH 2 ) n - (ntel~4CE>Si&£^r) T££flf &m 1 IBm^-g^o 

7. z^i^z^^en^n-o-, -s(o) m - {m\to- 2 om^^-r) 

20 £fcte-N(R 4 )- (R 4 H7KmM^S^«am$nTViTt)0:^M7;WU* 

8. Z^^-O-^^JS-S (0) m - (m«0~2Oi|[^t) T&Sfl^l 
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9. z i tf-o--e$>z>m#mitzm<D<k&®o 

10. Z 2 7^-0-£fcte-N(R 4 )- (R 4 tt7K*IR J ?*fcttiBtfeSnTUT'b 

11. Z 2 ^-0-T-^^>lf^lfE^CD^#lo 

5 12. Y^-N(R 5 )- (R 5 te7MtlI^ «&£ttTVvrfc«fcV>#ffczK*a^fc 

13. R 5 ^c 1 _ 4 r;^;k ^;p$;i/*fc«c 2 . 5 T;^y-r;i^T$)^if^i 

2 fB^GMfc-g-^. 

14. R%-(CH 2 ) k -R 6 kttO*fcttl*^U, R 6 teBi£2 
10 nTViTt)«fc^5~6S©¥i!l055rS»eai€:^-r. ] Ifl^n^It &&ff*lft 

1 2 f2«cO<k^c 

1 8 . mmT&mtTkmmfimwii''? ot^+mt^s^ i 7 se*©^^^. 

1 9. ng^^bTK^s^v^D^v^-e^^w^i 7E«©Yt-&». 

2 0. j&5g^a[3(iiB3i^fiafn©iiggt^ffl5!iais-r*sit^i 7 ie*©*^^. 
21. mm^mmmm^ b^\i Hntr^x;u, -^h^t Kn^if^— 

20 tt tf ^ »J ->*;PT$>^l»^ii 1 7 B2*fc©<fc'&*&. 

2 2. IBSI^:«*i!iai*«7-h7t Fn£7-;WTfcSBl3R9U 7tm<oit^m. 
2 3. 7- (4-Ih4 : yXh^y7i-JV) -1-X3MU-N- [4- [ [N 

-2, 3 -v*k HP- 1 -^> 4 /T-tffcf>-4 -*M>i7 5 H, 1 -X^;U 
25 -7- (4-7 , D^yXh + y7x-JW — N — [4- [ [N-*3\H/-N- 
(fb7tKDtf7>-4-fJl/) 757] 7xn;i/] -2, 3-^t 

Ho- 1 -^>VTiftr>-4-^Ji/^>^75 H, 7- (4-^h^->Xh^ 
->7iZJW -1-X^;i/-N- [4- [ [N-y^^-N- (r h 7 t K O tf 
^>-4--r;l/) 75/] *=?-M 7i-;i/] -2, 3-ytKD-l-<> 4 / 
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7W>-4-%)l>7$>M7H H\ 7- (4-Ih + yI^y7iZJl/) -1 
-^;U^;U-N- [4- [ [N-*3MU-N- (f h7kKok°7>-4—f;W 
7$;] 7x-JU] -2, 3 -yk Ha- l -^>VTif b°>-4 

M>^75 H, l-7^;l/^;U-7- (4-yo^yIh + y7x-;W -N 

5 - [4- c [n-^;u-n- (5^h^t hp tf^>-4 — r;io 7$/] 

;H 7xli;U] -2, 3-yk h'D- 1 -^>V7i£\d>- 4-tl)U^>m7S. 
H\ 7- (4-7*h + yIh^y7xZJW - 1 -*;Ua;U-N- [4- [ [N 

-^^;u-n- (fh7kh*ok7>-4 — r;u) 7$y] ^ai— ;wj 

-2, 3 HD- 1 -^>VT-titf>-4 -*M>i7$ H, 7- (4 - 
10 7*h^yXh + y7i^W -N- [4- [ [N-^^U-N- (t- H ^ ti H n 

tf^>-5 — r;i/) T^y] ^)V\ 7xz;n - 1 -^d tr;i/- 2, 3-^k 

HD- 1 -^>y7i?tr>-4-#;M^>^7S H\ N- [4- [ [N-^^Jl 

— n— (fh7kh*Dk7>-5 — r;u) 7$y] -7^-)i] - 7 - (4 

-yD^^->Xh^F->37a:— - 1 --?u\*)\,- 2, 3-ykHn-l-^> 
15 4 /7if fci>- 4 -*M>i7$ H, l-<>y;i,-7- (4-7h=^yIh + 
y7i-JW — N— [4- [ [N-^^U-N- (7=" h^tl HDkf^>-4 — r 

;u) 7^y] 7ixjw -2, 3 -v?t ho- 1 -^>\/7-tik:>- 4 

-#;i/#>^7^ b\ 7- (4-7h^yIf*y7irJW -l-y^D7'D 
£;M3=\«/-N- [4- [ [N-*^-N- (7^ H^t Kntf^>-4 — f;W 
20 75;] 7i^] -2, 3-ykh'D - 1 — ^O^/Tif tf >— 4 — # 

M>^75 H, 7- (4-7h^>Xh+y7i-;W -N- [4- [ [N — 

(-^h^k HDkf^>-4 — r;u) 7$y] y*.-)ii - 

1 -7x-Jl/-2, 3-y'kFa - 1 -^>*/7if t°>- 4 -*M>17 $ h\ 
7- (4-7h + ylh + y7xZJl/) -1- (3, 4-^^U>^^>-) 7 
25 x~;i/-N- [4- [ [N-*3MU-N- (7^ h 7> k H □ kf ^ >- 4 )V) 7 
5 /] ^^l/] 7ac-Jl/] -2, 3-i^b HD- 1 -^>^/7-tftf>-4-^;l/ 
#>^7=*b\ 7- (4-7"h+yIh^y7iXJW -1- (2-*^)l** 
Hr*/—)V-5 — UV) -N- [4- [ [N-^JU-N- (7=- h ^ t H n kf ^ > 
-4--f;i/) 75/] *3\>l/] 7i-Jl/j -2, 3 - yk Ha- 1 -^>\/7-t: 
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-N- [4- [ [N-/tMU-N- (^h^k HPk°5>-4 — t )V) 75 

/] /tMI/| 7x-;n -2, 3 -v>k hp- 1 -s<>V7W>-4 -turn 

>Bfc75 h\ 7- (4-^h=l i >'Xh^r'>7x-;U) — N— [4- [ [N-*^ 
5 ;l/~N- (rh7hHDh!7>-4 — r;U) 75 7] *3\>l/| 7x'Jl/] - 1 - 

(3 -^x-;i/) ^^;i/-2, 3 -$>t h*o- 1 -^>v r T-tftr>-4-7j;u^ 

>R75 H, 7- (4-7"h + yIh*y7x-;W — N— [4- [ 

>-n- (fh7kh'Dtf7>-4 — r;u) 75/] /^;i/i y^-M - 1 - 

(f7y-A-2--f;W /3MU-2, 3 -S?h Ho- 1 -^>V7-tffc!>-4 
10 -7j;U^>^75H, 7- (4-^h^>l^y7i-JW -1- (1-*^ 

;utf5V-;i/-4-<;u) /^;p-n- [4- [ [n-z^-n- (^h^t 
FPtf7>- 4 — r;w 75/] *^;i/] 7i-jh -2, 3-ytFo-i- 

^>l/7-feffc?>-4-7j;i/tf>^7 5 H, 7- (4-7"h + ylh + y7i-JW 

-1- (3-^wvf77- ;u-4 — r;w /^;i/-N- [4- [ [n-* 

15 3^U-N- (fh7tHoif7>-5 — r;U) 75 7] /^;H ^x— ;U] -2, 
3 -i?h HO- 1 -^>V7-iftT>- 4 -7a;l/^>^75 H\ 7- (4-!7*h^ 

•>x h+y7x-JW -l - (i -x^;nf )V-4 — r;u) /^;u-n- 
[4- [ [n-^^-n- h^t Hnhf^>-4 --r;u) 75/] /^;i/] 

7xz;i/] -2, 3-^t: Hp- 1 -^>y7-feftr>-4-7j;i^>^75 h\ 
20 7- (4-7*N^yXh + y7xn;W -1 — f77^-N- [4- [ [N- 

j*?mu-n- (rh7kh*Dt7>-5 — r;io 75/] /^;u] - 

2, 3 -i^k KP- 1 -^> v /7iz*tr>-4-7j;^>^75 h\ 1 — 
JU-N- [4- [ [N-/^;i/-N- (7h7kFPlf7y-5-1'JW 75/] 
*?-)V\ 7xZJH -7 - (4-7°D^yIh=fy7xrjW -2, 3-v^k 
25 HP- 1 -^>^/7iftf>-4-7J;U^>^75 H\ 7 - (4-7*h + yI^ 
y7x-JW -N- [4- [ [N-/^-N- irr h 5 t H p tf 7 >- 4 — f 

;u) 7 5/] pwio 7x-jw - i- (^7 % /-;i/- 5 *^-2, 

3-ykHD - 1 -^>y7-fe*bf>-4-7j;P^>^75 H\ 7- 

->X h4y7x-JV) — N — [4- [ [N-/^;U-N- (7"H^kHPtf^> 



WO 00/76993 




PCT/JPOO/03879 



334 



-4 — t)V) T^y] ^J-M 7xZJW -1- ( 1 - *J-)V^Y?V-)V- 5 

— r;w ^^;u-2, hd- i -^>y7-tfif>-4-;*ui/#>^7^ 

K*3<fctf7- (4-7> + ylh^y7i^) -N- [4- [ [N-y^;i/- 

n- (fh7t Kotf7>-4 — r;p) T^y] 7i-;w -1- (2 

5 -y^;u^h^y-;u- 5 — oi) *^)V-2, 3 -s?t kd- 1 -^>V7-M 

2 4 . toi&m. 2 3 fE<K<Z)Yk^*fett^<3!)«[©^o H y y >f. 



2 5. ^ 
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